Habte 10/824,005 10/22/2004 



=> d que 

L24 STR 

NHvG2 G2— N-V-G2 Cb @4 9 Cb@5 0 Hy@51 o=C--Ak 

@44 45 46 @47 48 52 53 54 



Ak^G7^Cy 0-^Ak^G7^Cy N-^G7^Cy Cb^G6 Hyv-G6 

@55 56 57 @58 59 60 61 @62 63 64 @66 67 @68 69 



Gl 7 



2.C. 

1 n' ~n 3 



6 C. 4 C. 



C G3., 
5 65 H 

G8 

33 



VAR Gl=NH2/44/47 
VAR G2=AK/49/50/51 
REP G3= (0-1) A 
VAR G6=55/58/62 
REP G7= (2-10) A 
VAR G8-66/68 
NODE ATTRIBUTES: 
CONNECT IS El RC AT 50 
CONNECT IS El RC AT 51 
CONNECT IS El RC AT 54 
DEFAULT MLEVEL IS ATOM 
GGCAT IS SAT AT 4 9 
GGCAT IS UNS AT 5 0 
DEFAULT ECLEVEL IS LIMITED 
ECOUNT IS M6 C AT 5 0 
ECOUNT IS E6 C AT 66 
ECOUNT IS E5 C El N AT 68 

GRAPH ATTRIBUTES : 

RING(S) ARE ISOLATED OR EMBEDDED 
NUMBER OF NODES IS 34 

STEREO ATTRIBUTES: NONE 

L2 7 1 SEA FILE=REGISTRY SSS FUL L24 

L2 8 1 SEA FILE=HCAPLUS ABB=ON PLU=ON L2 7 



=> d ibib abs hitstr 

L2 8 ANSWER 1 OF 1 HCAPLUS COPYRIGHT 2 0 04 ACS on STN 
ACCESSION NUMBER: 1976:123275 HCAPLUS 

DOCUMENT NUMBER: 84:123275 

TITLE : Dyeing polyurethane plastics 

INVENTOR (S) : Hugl , Herbert; Wolf rum, Gerhard 
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PATENT ASSIGNEE (S) : 
SOURCE : 

DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



Bayer A.-G., Fed. Rep. Ger. 

Ger. Offen., 66 pp. 

CODEN : GWXXBX 

Patent 

German 

1 





PATENT NO. 


KIND 


DATE 


APPLICATION NO. 


DATE 




DE 2426180 


Al 


19751218 


DE 


1974-2426180 


19740529 




GB 1450674 


A 


19760922 


GB 


1975-21188 


19750519 




US 4038240 


A 


19770726 


US 


1975-580036 


19750522 




JP 51005395 


A2 


19760117 


JP 


1975-62607 


19750527 




BE 829579 


Al 


19751128 


BE 


1975-156782 


19750528 




ES 438012 


Al 


19770616 


ES 


1975-438012 


19750528 




NL 7506374 


A 


19751202 


NL 


1975-6374 


19750529 




FR 2275507 


Al 


19760116 


FR 


1975-16816 


19750529 




FR 2275507 


Bl 


19790803 










CH 626103 


A 


19811030 


CH 


1975-15061 


19751120 


PRIORITY APPLN. INFO . 






DE 


1974-2426180 


19740529 










CH 


1975-6779 


19750527 


GI 


For diagram (s) , 


see printed CA Issue. 








AB 


Polyurethane elastomers 


suitable for 


fiber and foam manufacture are dyed fast 



yellow shades with a dye capable of forming covalent bonds with the 
polymer, i.e. the azo dye (I) [58547-73-2]. I was prepared by treating 
4-amino-2 ' -hydroxy-5 1 -methylazobenzene [25717-11-7] with 
2 , 4 , 6-trif luoro-5-chloropyrimidine [697-83-6] to give an intermediate 
which was treated with ethanolamine [141-43-5] . Thus, a dispersion of I 
in an adipic acid-2 , 2 -dimethyl - 1 , 3 -propanediol- 1 , 6 -hexanediol polyester 
was mixed with N, N-bis (p-hydroxypropyl) methylamine and 

diphenylmethane-4 , 4 ■ -diisocyanate to give a NCO-containing adduct which 
reacted with terephthalic acid bis (m-aminoanilide) to give a polyurethane 
[58560-04-6] product which was wet or dry spun into yellow highly-elastic 
fibers with very good wet- and lightf astness as well as thermal and mech. 
properties . 

IT 58547-93-6P 

RL: IMF (Industrial manufacture); PREP (Preparation) 
(preparation of) 

RN 58547-93-6 HCAPLUS 

CN Butanamide, 2- [ [2 , 5 -dichloro-4 - [ [5-chloro-2 , 6-bis [ (2 -hydroxy ethyl) amino] -4- 
pyrimidinyl] amino] phenyl] azo] -N- (2 , 5 -dichlorophenyl ) -3-oxo- (9CI) (CA 
INDEX NAME) 
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=> d que 118 

L9 STR 

21 

N^Ak Ak@20 O N@22 N -^Ak 0 @28 S@29 

©15 16 ;|| @23 24 

N -s/v C-^ Ak 
©17 18 19 

31 42 46 

Ak@3 ° ,9 0 C -Ak 0 O 

;|| 36 @37 38 :|| :|| 

NVvC-^Ak NH-C-^Ak 0-w"c^Ak 

@25 26 27 @39 40 41 @43 44 45 

57 

0— Ak 0=C- A Ak-^NH2 O Cb @58 0^ C-^v OH 

@47 48 49 @50 51 52 ||| 59 @60 61 

O^vc-v" Ak —NH2 
@53 54 55 56 

65 78 

O Cb@66 O-^Ak — SH Hy @73 O 

■'I @67 68 69 i|| 

Ak-v^ CwOH NHv- Ak-v^ O 

@62 63 64 ©74 75 76 77 



Page 1-A 



G4 70 



11 



10 y ^ 12 G4 71 
G3 3 2 N "C 



7 G2^ ! 2 ,C. s 3 Gl^"- C ' C. 



8 



13 



'c' ^C J 9 N' A G4 72 

; ! 14 

6 C c 4 C 
33 G3 C G3 35 

G3 34 

Page 2 -A 

VAR Gl=NH/l5/l7/O/S/20 
VAR G2=22/23/25/28/29/30 

VAR G3=H/3 7/39/43/47/NH/50/53/58/60/62/CN/X/ 66/67 

VAR G4=H/37/3 9/43/47/NH/50/53/58/60/62/CN/X/66/67/OH/NO2/73/74 

NODE ATTRIBUTES: 

CONNECT IS El RC AT 19 

CONNECT IS E2 RC AT 2 0 

CONNECT IS E2 RC AT 2 2 

CONNECT IS E3 RC AT 2 3 

CONNECT IS E3 RC AT 2 5 

CONNECT IS El RC AT 2 7 

CONNECT IS E2 RC AT 2 8 



Searched by Paul Schulwitz 571-272-2527 



Page 1 



Habte 10/824,005 



CONNECT 


IS 


E2 


RC 


AT 


29 


CONNECT 


IS 


E2 


RC 


AT 


30 


CONNECT 


IS 


El 


RC 


AT 


3 8 


CONNECT 


IS 


El 


RC 


AT 


41 


CONNECT 


IS 


El 


RC 


AT 


45 


CONNECT 


IS 


E2 


RC 


AT 


51 


CONNECT 


IS 


E2 


RC 


AT 


55 


CONNECT 


IS 


El 


RC 


AT 


58 


CONNECT 


IS 


E2 


RC 


AT 


62 


CONNECT 


IS 


El 


RC 


AT 


73 


DEFAULT 


MLEVEL 


IS 


ATOM 


GG CAT 


IS 


UNS 


AT 


58 


GGCAT 


IS 


SAT 


AT 


66 


DEFAULT 


ECLEVEL IS LIMITED 


E COUNT 


IS 


M6 - 


C AT 


58 



GRAPH ATTRIBUTES: 
RSPEC 9 3 
NUMBER OP NODES IS 



78 



STEREO ATTRIBUTES : NONE 

Lll 420422 SEA FILE=REGISTRY ABB=ON PLU=ON NCNC3/ES AND C6/ES 

L13 23 84 SEA FILE=REGISTRY SUB=L11 SSS FUL L9 

L14 STR 



Ak 
@15 16 



Ak @2 0 



21 

O 

N-w Ak 
@17 18 19 



0= Ak 
36 @37 38 



42 
O 

NHv- C-^Ak 
@39 40 41 



Cb @5 



46 57 

0 O^Ak 0=C-Ak^NH2 O Cb @66 

:|| @47 48 49 @50 51 52 !|| 

O-^vC-^Ak 0- / ^C-^Ak^ N NH2 

@43 44 45 @53 54 55 56 



65 78 

0--CWOH 0 O-^Ak-^SH H Y @73 ° 

59 @60 61 i|| @67 68 69 ;|] 

Ak-^C^-OH NH^C-^Ak-^O 

@62 63 64 @74 75 76 77 



Page 1-A 
8 



6 



Page 1-B 
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G4 70 



10 

G3 32 N 



,C_ 12^G4 71 



Cy^G^ ! ^C, 3 ^G1 



79 



-a 

9 



6 C R 4 c 
33 G3 C G3 35 



G3 34 



13 - 

N' G4 72 

14 



Page 2 -A 

VAR G1=NH/15/17/0/S/20 
REP G2 = (2-10) A 

VAR G3=H/3 7/39/43/47/NH/50/53/58/60/62/CN/X/66/67 

VAR G4=H/37/3 9/43/47/NH/50/53/58/60/62/CN/X/66/67/OH/NO2/ 73/74 

NODE ATTRIBUTES: 



CONNECT 


IS 


El 


RC 


AT 


19 


CONNECT 


IS 


E2 


RC 


AT 


20 


CONNECT 


IS 


El 


RC 


AT 


38 


CONNECT 


IS 


El 


RC 


AT 


41 


CONNECT 


IS 


El 


RC 


AT 


45 


CONNECT 


IS 


E2 


RC 


AT 


51 


CONNECT 


IS 


E2 


RC 


AT 


55 


CONNECT 


IS 


El 


RC 


AT 


58 


CONNECT 


IS 


E2 


RC 


AT 


62 


CONNECT 


IS 


El 


RC 


AT 


73 


DEFAULT 


MLEVEL 


IS 


ATOM 


GGCAT 


IS 


UNS 


AT 


58 


GGCAT 


IS 


SAT 


AT 


66 



DEFAULT ECLEVEL IS LIMITED 
ECOUNT IS M6 C AT 5 8 

GRAPH ATTRIBUTES: 

RSPEC 1 9 

NUMBER OF NODES IS 69 

STEREO ATTRIBUTES : NONE 

L15 931 SEA FILE=REGISTRY SUB=L13 SSS FUL L14 

L18 67 SEA FILE=HCAPLUS ABB=ON PLU=ON L15 



--> d 118 ibib ab hitstr 1-67 



L18 ANSWER 1 OF 67 HCAPLUS COPYRIGHT 2 0 04 ACS on STN 



ACCESSION NUMBER : 
TITLE : 



INVENTOR (S) : 



PATENT ASSIGNEE (S) 
SOURCE : 



2004:780679 HCAPLUS 

Preparation of novel 2 , 4-di (phenylamino) pyrimidines 
useful in the treatment of neoplastic diseases, 
inflammatory and immune system disorders 
Garcia-Echeverria, Carlos; Kanazawa, Takanori; 
Kawahara, Eiji; Masuya, Keiichi; Matsuura, Naoko; 
Miyake, Takahiro; Ohmori, Osamu; Umemura, Ichiro 
Novartis A.-G., Switz.; Novartis Pharma G.m.b.H. 
PCT Int. Appl., 185 pp. 
CODEN: PIXXD2 
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DOCUMENT TYPE: Patent 

LANGUAGE: English 

FAMILY ACC. NUM. COUNT: 1 
PATENT INFORMATION: 



PATENT 


NO. 






KIND 


DATE 






APPLICATION 


NO . 




DATE 


WO 20040809 


80 




Al 




20040923 




WO 2004- 


EP2 6 


16 




20040312 


W: 


AE, 


AG, 


AL, 


AM, 


AT, 


AU, 


AZ, 


BA, 


BB, 


BG, 


BR, 


BW, 


BY, 


BZ, 


CA, CH, 




CN, 


CO, 


CR, 


CU, 


CZ, 


DE, 


DK, 


DM, 


DZ, 


EC, 


EE, 


EG, 


ES, 


FI, 


GB, GD, 




GE, 


GH, 


GM, 


HR, 


HU, 


ID, 


IL, 


IN, 


IS, 


JP, 


KE, 


KG, 


KP, 


KR, 


KZ, LC, 




LK, 


LR, 


LS, 


LT, 


LU, 


LV, 


MA, 


MD, 


MG, 


MK, 


MN, 


MW, 


MX, 


MZ, 


NA, NI, 




NO, 


NZ, 


OM, 


PG, 


PH, 


PL, 


PT, 


RO, 


RU, 


SC, 


SD, 


SE, 


SG, 


SK, 


SL, SY, 




TJ, 


TM, 


TN, 


TR, 


TT, 


TZ, 


UA, 


UG, 


US, 


uz, 


VC, 


VN, 


YU, 


ZA, 


ZM, ZW 


RW 


BW, 


GH, 


GM, 


KE, 


LS, 


MW, 


MZ, 


SD, 


SL, 


sz, 


TZ, 


UG, 


ZM, 


zw, 


AM, AZ, 




BY, 


KG, 


KZ, 


MD, 


RU, 


TJ, 


TM, 


AT, 


BE, 


BG, 


CH, 


CY, 


CZ, 


DE, 


DK, EE, 




ES, 


FI, 


FR, 


GB, 


GR, 


HU, 


IE, 


IT, 


LU, 


MC, 


NL, 


PL, 


PT, 


RO, 


SE, SI, 




SK, 


TR, 


BF, 


BJ, 


CF, 


CG, 


CI, 


CM, 


GA, 


GN, 


GQ, 


GW, 


ML, 


MR, 


NE, SN, 




TD , 


TG 




























PRIORITY APPLN. 


INFO 














GB 2003- 


5929 






A 20030314 




















GB 2003- 


19227 




A 20030815 




















GB 2003- 


22370 




A 20030924 



AB The title pyrimidine derivs . I [R0-R3 = H, alkyl, aryl, etc.; or R0 and 
Rl, Rl and R2 , and/or R2 and R3 form, together with the carbon atoms to 
which they are attached, 5-6 membered carbocyclic or heterocyclic ring 
comprising 0-3 heteroatoms selected from N, 0 and S; R4 = H, alkyl; R5 , R6 
= H, alkyl, alkoxyalkyl, halo, etc.; R7-R10 = alkyl, cycloalkyl, aryl, 
etc.; or R7 and R8, R8 and R9, and/or R9 and R10 form, together with the 
carbon atoms to which they are attached, 5-6 membered carbocyclic or 
heterocyclic ring comprising 0-3 heteroatoms selected from N, O and S; A = 
C, N] , useful as FAK or/and IGF-1 receptor inhibitors in the treatment of 
neoplastic diseases, inflammatory and immune system disorders, were prepared 
and formulated. E.g., a 2-step synthesis of II from 2 , 4 -dichloro-5 - 
nitropyrimidine , 2 - amino-N-methylbenzenesulf onamide , and 

2 , 5-dimethoxyaniline which showed IC50 of 140 nM in FAK assay, was given. 
The pharmaceutical composition comprising the compound I is claimed. 
IT 761436-77-5P 761437-15-4P 761438-53-3P 
761438-54-4P 761438-58-8P 761439-20-7P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(preparation of 2 , 4 -di (phenylamino) pyrimidines as FAK or/and IGF-1 receptor 
inhibitors useful in the treatment of neoplastic diseases, inflammatory 
and immune system disorders) 

RN 761436-77-5 HCAPLUS 

CN INDEX NAME NOT YET ASSIGNED 




O 



NHMe 



O CH2-CH2— N. 
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RN 761437-15-4 HCAPLUS 

CN INDEX NAME NOT YET ASSIGNED 



NH- 
O 



MeO. 








-\ -<y~- nh— 





N 



NHMe 



O (CH 2 )3 



■N. 



RN 761438-53-3 HCAPLUS 

CN INDEX NAME NOT YET ASSIGNED 



CI. 
NH- 
O 



NHMe 



MeCk 



Ti ^ N 




L — NH— 


1 1 



N 



O- CH 2 -CH 2 



RN 761438-54-4 HCAPLUS 

CN INDEX NAME NOT YET ASSIGNED 




RN 761438-58-8 HCAPLUS 

CN INDEX NAME NOT YET ASSIGNED 




RN 761439-20-7 HCAPLUS 

CN INDEX NAME NOT YET ASSIGNED 
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n-Pr 




.Ac 



N 



0— CH2~CH2^N. 



REFERENCE COUNT: 



10 THERE ARE 10 CITED REFERENCES AVAILABLE FOR THIS 
RECORD . ALL CITATIONS AVAILABLE IN THE RE FORMAT 



L18 ANSWER 2 OF 
ACCESSION NUMBER 
DOCUMENT NUMBER: 
TITLE: 



AUTHOR (S) 

CORPORATE 
SOURCE : 



PUBLISHER: 
DOCUMENT TYPE: 
LANGUAGE : 
AB 



IT 



RN 
CN 



67 HCAPLUS COPYRIGHT 2 0 04 ACS on STN 
2004 :595113 HCAPLUS 
141 :273257 

CORES: An Automated Method for Generating 
Three -Dimensional Models of Protein/Ligand Complexes 
Hare, Brian J.; Walters, W. Patrick; Caron, Paul R. ; 
Bemis, Guy W. 

SOURCE : Vertex Pharmaceuticals, Cambridge, MA, 02139, USA 

Journal of Medicinal Chemistry (2004), 47(19), 
4731-4740 

CODEN: JMCMAR; ISSN: 0022-2623 
American Chemical Society 
Journal 
English 

We describe a new, automated method for building 3D models of small -mol. 
ligands complexed with proteins. Modeling templates are constructed from 
frameworks (i.e., ring systems and linkers) of ligands extracted from 3D 
structures of ligands complexed with proteins that are structurally 
related to the target protein. These templates are typically 
substructures of the target ligand and are used to build models that 
constrain the ligand T s conformation and binding orientation in the active 
site of the target protein. The practical utility of the method is shown 
by demonstrating that most ligands containing related frameworks bind protein 
kinases in the same orientation. Moreover, models for 15 of 19 
cdk2/ligand complexes in the protein data bank built using our method 
deviate from the X-ray structure by less than 2 A (rms) . Finally, we 
show that over 70% of small-mol. protein kinase inhibitors published in J. 
Med. Chemical since 1993 can be modeled using a template extracted from a 3D 
protein kinase structure in the protein data bank. 
152459-79-5 760211-97-0 

RL: BSU (Biological study, unclassified); PRP (Properties); BIOL 
(Biological study) 

(inhibitor framework; application of CORES as an automated method for 
generating three-dimensional models of protein/ligand complexes) 
152459-79-5 HCAPLUS 

3 -Pyridinecarboxamide, N- [3- [ [4- (3 -pyridinyl) -2 -pyrimidinyl] amino] phenyl] - 
(9CI) (CA INDEX NAME) 




-NH- C 1 <^/ J 
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RN 760211-97-0 HCAPLUS 

CN Benzamide, 4- ( 1 -piperazinylmethyl ) -N- [3- [ [4- (3 -pyridinyl ) -2- 
pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 



0 




REFERENCE COUNT: 34 THERE ARE 34 CITED REFERENCES AVAILABLE FOR THIS 

RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 



LI 8 ANSWER 3 OF 67 HCAPLUS COPYRIGHT 2 0 04 ACS on STN 



ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE : 

INVENTOR (S) : 



PATENT ASSIGNEE (S) : 
SOURCE : 

DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



2004 :467870 HCAPLUS 
141 :38625 

Preparation of Chk-, pdk- and akt- inhibitory 
pyrimidines 

Bryant, Judi ; Kochanny, Monica; Yuan, Shendong; Khim, 

Seock-Kuy; Buckman, Brad; Arnaiz, Damian; Boemer, Ulf; 

Briem, Hans; Esperling, Peter; Huwe, Peter; Kuhnke, 

Joachim; Schaefer, Martina; Wortmann, Lars; Kosemund, 

Dirk; Eckle, Emil; Feldman, Richard; Phillips, Gary 

Schering Aktiengesellschaf t , Germany 

PCT Int. Appl. , 2 93 pp. 

CODEN: PIXXD2 

Patent 

English 

1 



PATENT NO. KIND DATE APPLICATION NO. DATE 



WO 2004048343 




Al 




20040610 




WO 2003- 


EP13443 




20031128 


W: 


AE, 


AG, 


AL, 


AM, 


AT, 


AU, 


AZ, 


BA, 


BB, 


BG, 


BR, 


BW, 


BY, 


BZ, 


CA, CH, 




CN, 


CO, 


CR, 


CU, 


CZ, 


DE, 


DK, 


DM, 


DZ, 


EC, 


EE, 


EG, 


ES, 


FI, 


GB, GD, 




GE, 


GH, 


GM, 


HR, 


HU, 


ID, 


IL, 


IN, 


is, 


JP, 


KE, 


KG, 


KP, 


KR, 


KZ, LC, 




LK, 


LR, 


LS, 


LT, 


LU, 


LV, 


MA, 


MD, 


MG, 


MK, 


MN, 


MW, 


MX, 


MZ, 


NI, NO, 




NZ, 


OM, 


PG, 


PH, 


PL, 


PT, 


RO, 


RU, 


sc, 


SD, 


SE, 


SG, 


SK, 


SL, 


SY, TJ, 




TM, 


TN, 


TR, 


TT, 


TZ, 


UA, 


UG, 


UZ, 


vc, 


VN, 


YU, 


ZA, 


ZM, 


ZW, 


AM, AZ, 




BY, 


KG, 


KZ, 


MD 
























RW: 


BW, 


GH, 


GM, 


KE, 


LS, 


MW, 


MZ, 


SD, 


SL, 


SZ, 


TZ, 


UG, 


ZM, 


ZW, 


AT, BE, 




BG, 


CH, 


CY, 


cz, 


DE, 


DK, 


EE, 


ES, 


FI, 


FR, 


GB, 


GR, 


HU, 


IE, 


IT, LU, 




MC, 


NL, 


PT, 


RO, 


SE, 


SI, 


SK, 


TR, 


BF, 


BJ, 


CF, 


CG, 


CI, 


CM, 


GA, GN, 




GQ, 


GW, 


ML, 


MR, 


NE, 


SN, 


TD, 


TG 














US 2004186118 




Al 




20040923 




US 2003- 


722591 




20031128 


PRIORITY APPLN. 


INFO 














EP 2002- 


26607 




A 20021128 



OTHER SOURCE(S): MARPAT 141:38625 

AB The title compds . [I; A, B = CN, halo, H, OH, etc.; X = O, (un) substituted 
NH; Rl = H, halo, CH20H, alkyl , etc.; R2 = H, (un) substituted NHCO-aryl or 
alkyl] which are inhibitors of kinases useful as medications for treating 
various diseases, were prepared E.g., a multi-step synthesis of 
5~bromo-4- [2- ( 1H- imidazol -4 -yl ) ethylamino] -2- (4 -pyrrolidin- 1 - 
ylmethylphenylamino) pyrimidine, starting from 5 -bromouracil , was given. 
Biol, data for inhibition of Akt-2, Chk-1, and VEGFR-II (KDR) were given. 
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The pharmaceutical composition comprising the compds . I is claimed. 
IT 702673-71-0P 

RL: PAC (Pharmacological activity); RCT (Reactant) ; SPN (Synthetic 
preparation) ; THU (Therapeutic use) ; BIOL (Biological study) ; PREP 
(Preparation) ; RACT (Reactant or reagent) ; USES (Uses) 

(preparation of Chk-, pdk- and akt- inhibitory pyrimidines) 
RN 702673-71-0 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [4- [ (3 -aminopropyl) amino] -5-bromo-2- 
pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 




NH NH- (CH 2 ) 3~NH 2 

C=0 




IT 702672-41-1P 702672-43-3P 702672-45-5P 
702672-47-7P 702672-50-2P 702672-52-4P 
702672-54-6P 702672-56-8P 702672-58-0P 

702672- 60-4P 702673-65-2P 702673-73-2P 

702673- 74-3P 702673-77-6P 702673-78-7P 
702673-79-8P 702673-80-1P 702673-81-2P 
702673-82-3P 702673-83-4P 702673-84-5P 
702673-85-6P 702673-86-7P 702673-87-8P 
702673-88-9P 702673-89-OP 702673-90-3P 
702673-91-4P 702673-93-6P 702673-96-9P 

702673- 97-0P 702673-98-1P 702674-19-9P 

702674- 21-3P 702674-56-4P 702674-75-7P 
702674-76-8P 702674-81-5P 702674-82-6P 
702674-83-7P 702674-84-8P 702674-85-9P 
702674-88-2P 702674-93-9P 702674-94-0P 

702674- 95-1P 702675-03-4P 702675-04-5P 

702675- 05-6P 702675-07-8P 702675-08-9P 
702675-09-0P 702675-10-3P 702675-11-4P 
702675-12-5P 702675-14-7P 702675-15-8P 
702675-16-9P 702675-17-0P 702675-18-1P 
702675-19-2P 702675-20-5P 702675-21-6P 
702675-22-7P 702675-24-9P 702675-25-0P 
702675-27-2P 702675-29-4P 702675-30-7P 
702675-31-8P 702675-32-9P 702675-33-OP 
702675-34-1P 702675-35-2P 702675-36-3P 
702675-37-4P 702675-38-5P 702675-39-6P 
702675-40-9P 702675-41-0P 702675-42-1P 
702675-43-2P 702675-45-4P 702675-46-5P 
702675-47-6P 702675-48-7P 702675-49-8P 
702675-50-1P 702675-51-2P 702675-52-3P 
702675-53-4P 702675-54-5P 702675-55-6P 
702675-56-7P 702675-57-8P 702675-58-9P 
702675-59-0P 702675-60-3P 702675-61-4P 
702675-62-5P 702675-63-6P 702675-64-7P 
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702675-65-8P 702675-66-9P 702675-67-0P 
702675-68-1P 702675-69-2P 702675-70-5P 
702675-71-6P 702675-72-7P 702675-73-8P 
702675-74-9P 702675-75-0P 702675-76-1P 
702675-77-2P 702675-78-3P 702675-79-4P 
702675-80-7P 702675-81-8P 702675-82-9P 
702675-84-1P 702675-85-2P 702675-86-3P 
702675-87-4P 702675-88-5P 702675-89-6P 
702675-92-1P 702675-93-2P 702675-94-3P 
702675-95-4P 702675-96-5P 702675-97-6P 

702675- 98-7P 702676-00-4P 702676-01-5P 

702676- 04-8P 702676-05-9P 702676-06-0P 
702676-07-1P 702676-08-2P 702676-09-3P 
702676-12-8P 702676-13-9P 702676-14-0P 
702676-15-1P 702676-16-2P 702676-17-3P 
702676-18-4P 702676-20-8P 702676-22-0P 
702676-23-1P 702676-25-3P 702676-44-6P 
702676-50-4P 702676-52-6P 702676-54-8P 
702676-55-9P 702676-56-0P 702676-57-1P 
702676-58-2P 702676-59-3P 702676-60-6P 
702676-61-7P 702676-62-8P 702676-63-9P 
702676-64-0P 7 02676 - 6 5 - IP 702676-66-2P 
702676-67-3P 702676-68-4P 702676-69-5P 
702676-70-8P 702676-71-9P 702676-72-0P 
702676-73-1P 702676-74-2P 702676-75-3P 
702676-76-4P 702676-77-5P 702676-78-6P 
702676-79-7P 702676-80-OP 702676-81-1P 
702676-82-2P 702676-83-3P 702676-84-4P 
702676-85-5P 702676-86-6P 702676-87-7P 
702676-88-8P 702676-89-9P 702676-90-2P 
702676-91-3P 702676-92-4P 702676-93-5P 
702676-95-7P 702676-96-8P 702676-97-9P 

702676- 98-0P 702677-01-8P 702677-02-9P 

702677- 03-0P 702677-04-1P 702677-05-2P 
702677-06-3P 702677-08-5P 702677-09-6P 
702677-10-9P 702677-11-OP 702677-12-1P 
702677-13-2P 702677-14-3P 702677-15-4P 
702677-16-5P 702677-17-6P 702677-18-7P 
702677-19-8P 702677-20-1P 702677-21-2P 
702677-22-3P 702677-23-4P 702677-24-5P 
702677-25-6P 702677-26-7P 702677-27-8P 
702677-28-9P 702677-29-0P 702677-31-4P 
702677-32-5P 702677-33-6P 702677-34-7P 
702677-35-8P 702677-37-0P 702677-39-2P 
702677-40-5P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(preparation of Chk-, pdk- and akt-inhibitory pyrimidines) 
RN 702672-41-1 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [ (2R) -2 -amino- 1-oxo- 3 -phenylpropyl] amino] - 
5- [ [5-bromo-4- (2 -propynyloxy ) -2 -pyrimidinyl] amino] phenyl] - (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 
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Br 



:CH 



RN 702672-43-3 HCAPLUS 
CN Carbamic acid, [3 - [ [5 -bromo-2 - [ [3 - 
ino] - 4 -pyrimidinyl] amino] propyl] -, 



[ (1 -pyrrol idinylcarbonyl) amino] phenyl] am 
ethyl ester (9CI) (CA INDEX NAME) 




0 



NH NH— ( CH2 ) 3 — NH~ C™ OE t 




RN 702672-45-5 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [3- 

[ (propyl sulfonyl) amino] propyl] amino] -2 -pyrimidinyl] amino] phenyl] - (9CI) 
(CA INDEX NAME) 




O 



NH NH— (CH2) 3~ NH— S— Pr-n 

C— O O 




RN 702672-47-7 HCAPLUS 

CN l-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [3- 

[ [ (phenylamino) carbonyl] amino] propyl] amino] -2 -pyrimidinyl] amino] phenyl] - 
(9CI) (CA INDEX NAME) 
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jJH NH — ( CH 2 ) 3 - NH C~ NHPh 

C=0 




RN 702672-50-2 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [3- 

[ [ (ethylamino) thioxomethyl] amino] propyl] amino] -2 -pyrimidinyl] amino] phenyl] - 
(9CI) (CA INDEX NAME) 




S 



N H NH- ( CH 2 ) 3 - NH- C - NHEt 

C=0 




RN 702672-52-4 HCAPLUS 

CN Carbamothioic acid, [3- [ [5-bromo-2- [ [3- [ ( 1 -pyrrolidinylcarbonyl ) amino] phen 
yl] amino] -4 -pyrimidinyl] amino] propyl] S-ethyl ester (9CI) (CA INDEX 
NAME) 




RN 702672-54-6 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [4- [ [3- [ (aminosulf onyl ) amino] propyl] amino] - 
5 -bromo-2 -pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 
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0 



NH NH~ ( CH 2 ) 3 - NH- S~ NH 2 

CT=0 o 




RN 702672-56-8 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [3-oxo-3- 

(propylamino) propyl] amino] -2 -pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX 
NAME) 




NH 



NH— CH2- CH2- C- NHPr-n 



C= 



RN 702672-58-0 HCAPLUS 
CN l-Pyrrolidinecarboxamide, N- 
2 -pyrimidinyl] amino] phenyl ] - 



[3- [ [4- [ [ (3 -aminophenyl) methyl] amino] -5-bromo- 
(9CI) (CA INDEX NAME) 




RN 702672-60-4 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [3- [ (3- 

thienylmethyl) amino] propyl] amino] -2 -pyrimidinyl] amino] phenyl] - (9CI) (CA 
INDEX NAME) 
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RN 702673-65-2 HCAPLUS 

CN 1- Pyrrol idinecarboxamide , N- [3- [ [ (2S) -2 -amino- 1 -oxo-3 -phenylpropyl] amino] 
5- [ [5-bromo-4- (2 -propynyloxy) -2 -pyrimidinyl] amino] phenyl ] - (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 




C^ v - CH 



RN 702673-73-2 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [4- [ [3- [ [ (2R) -2 -amino- 1 -oxo-3 - 

phenylpropyl] amino] propyl] amino] - 5 -bromo- 2 -pyrimidinyl] amino] phenyl] 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



NH 2 




(CH 2 ) 3 




RN 702673-74-3 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [4- [ [3- [ [ (2S) -2-amino-l-oxo-3 - 

phenylpropyl] amino] propyl] amino] -5 -bromo-2 -pyrimidinyl] amino] phenyl] - 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 702673-77-6 HCAPLUS 

CN Carbamic acid, [1- [[ [3 -[ [5-bromo-4- (2 -propynyloxy) -2- 

pyrimidinyl] amino] phenyl] amino] carbonyl] cyclopentyl] - , 1, 1 -dime thyle thy 1 
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ester (9CI) (CA INDEX NAME) 



O- CH 2 -C=CH 




Br 



RN 702673-78-7 HCAPLUS 

CN Carbamic acid, [1- [[ [3 -[ [5 -bromo-4 - (2 -propynyloxy) -2 - 

pyrimidinyl] amino] phenyl] amino] carbonyl] cyclohexyl] - , 1, 1-dimethylethyl 
ester (9CI) (CA INDEX NAME) 



HC= C-CH2— O 



Br 




RN 702673-79-8 HCAPLUS 

CN Cyclopentanecarboxamide, 1-amino-N- [3- [ [5-bromo-4- (2 -propynyloxy) -2- 
pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 




RN 702673-80-1 HCAPLUS 

CN Cyclohexanecarboxamide, 1-amino-N- [3- [ [5-bromo-4- (2 -propynyloxy) -2- 
pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 




RN 702673-81-2 HCAPLUS 

CN 1,3-Benzenediamine, N- [5 -bromo-4 - (2 -propynyloxy) -2 -pyrimidinyl] -N'-(3- 
phenylpropyl) - (9CI) (CA INDEX NAME) 
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NH- (CH 2 )3-Ph 



RN 702673-82-3 HCAPLUS 

CN Phenol, 4- [ [ [3- [ [5-bromo-4- ( 2 -propynyloxy ) 
o] methyl]- (9CI) (CA INDEX NAME) 



2-pyrimidinyl] amino] phenyl] amin 




CH2 NH 




RN 702673-83-4 HCAPLUS 

CN Benzenepropanamide, a-amino-N- [3- [ [5-bromo-4- (2 -propynyloxy) -2- 
pyrimidinyl] amino] phenyl] -, (aS) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




NH 2 



RN 702 673-84-5 HCAPLUS 

CN Benzenepropanamide, a-amino-N- [3- [ [5-bromo-4- (2 -propynyloxy) -2- 
pyrimidinyl] amino] phenyl] -, (ctR) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




NH 2 



RN 702673-85-6 HCAPLUS 

CN Carbamic acid, [1- [ [ [3 - [ [5 -bromo-4 - (2 -propynyloxy) -2 - 

pyrimidinyl] amino] phenyl] amino] carbonyl] cyclopropyl] -, l, 1-dimethylethyl 
ester (9CI) (CA INDEX NAME) 
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RN 7 02673-86-7 HCAPLUS 

CN Phenol, 2 - [ [ [3- [ [5-bromo-4- (2 -propynyloxy) -2 -pyrimidinyl] amino] phenyl] amm 
o] methyl]- (9CI) (CA INDEX NAME) 




RN 702673-87-8 HCAPLUS 

CN Benzenepropanamide, N- [3 - [ [5-bromo-4- (2 -propynyloxy) -2- 

pyrimidinyl] amino] phenyl] -4 -hydroxy- (9CI) (CA INDEX NAME) 




RN 702673-88-9 HCAPLUS 

CN Benzenepropanamide, a-amino-N- [3- [ [5-bromo-4- (2 -propynyloxy) -2- 

pyrimidinyl] amino] phenyl] -4 -hydroxy-, (aR) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 702673-89-0 HCAPLUS 

CN Benzenepropanamide, N- [3- [ [5-bromo-4- (2 -propynyloxy) -2- 

pyrimidinyl] amino] phenyl] -3,4 -dihydroxy- (9CI) (CA INDEX NAME) 
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HC=C-CH2— O 
Br I 



N 



OH 

i 



NH" 




NH— C~ CH2-CH2 



J 



OH 



RN 702673-90-3 HCAPLUS 

CN Benzeneacetamide, N- [3- [ [5-bromo-4- ( 2 -propynyloxy) -2- 

pyrimidinyl] amino] phenyl] -a-hydroxy- , (aS) - (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 



HC C 




^< Q .-OH 

Y f 



Ph 



RN 702673-91-4 HCAPLUS 

CN Benzeneacetamide, N- [3- [ [5-bromo-4- (2 -propynyloxy) -2- 

pyrimidinyl] amino] phenyl] -a-hydroxy- , (aR) - (9CI) (CA INDEX 
NAME) 



Absolute stereochemistry. 



HC= C 




RN 702673-93-6 HCAPLUS 

CN 2-Propenamide, N- [3 - [ [5 -bromo-4 - (2 -propynyloxy) -2 - 

pyrimidinyl] amino] phenyl] -3- ( 3 , 4 -dihydroxyphenyl ) - (9CI) 



(CA INDEX NAME) 




RN 702673-96-9 HCAPLUS 

CN Benzenepropanamide, a-amino-N- [3- [ [5-bromo-4- (2 -propynyloxy) -2- 

pyrimidinyl] amino] phenyl] -4 -hydroxy-, (aS) - (9CI) (CA INDEX NAME) 
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Absolute stereochemistry. 




RN 7 02673-97-0 HCAPLUS 

CN Benzenepropanamide, a-amino-N- [3- [ [5-bromo-4- (2 -propynyloxy) -2- 

pyrimidinyl] amino] phenyl] -4 -methyl-, (aS) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry . 




RN 702673-98-1 HCAPLUS 

CN Benzenepropanamide, a-amino-N- [3- [ [5-bromo-4- (2 -propynyloxy ) -2- 

pyrimidinyl] amino] phenyl] -4 -methyl-, (aR) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 702674-19-9 HCAPLUS 

CN Benzeneacetic acid, 2 , 4 -dichloro- , [3 - [ [5 -bromo-4 - (2 -propynyloxy) -2 - 
pyrimidinyl] amino] -5- [ [ (2 , 4 -dichlorophenyl) acetyl] amino] phenyl] methyl 
ester (9CI) (CA INDEX NAME) 
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Br 



RN 702674-21-3 HCAPLUS 

CN Benzoic acid, 3-bromo-, [3 - [ (3 -bromobenzoyl ) amino] - 5 - [ [5 -bromo-4 - (2 - 
propynyloxy) ~2 -pyrimidinyl] amino] phenyl] methyl ester (9CI) (CA INDEX 
NAME) 




Br 



RN 702674-56-4 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [2- ( 1H- imidazol -4 - 

yl) ethyl] amino] -2 -pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 




RN 702674-75-7 HCAPLUS 

CN Urea, N- [3- [ [5-bromo-4- [ [2- ( lH-imidazol -4 -yl ) ethyl] amino] -2- 

pyrimidinyl] amino] phenyl ] -N ' -cyclopropyl - (9CI) (CA INDEX NAME) 
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RN 702674-76-8 HCAPLUS 

CN 4-Morpholinecarboxamide, N- [3- [ [5-bromo-4- [ [2- ( lH-imidazol -4 - 

yl) ethyl] amino] -2 -pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 




RN 702674-81-5 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [3- [ [3- (4 -hydroxyphenyl) -1-oxo- 
2-propenyl] amino] propyl] amino] -2 -pyrimidinyl] amino] phenyl] - (9CI) (CA 
INDEX NAME) 



PAGE 1-A 




RN 7 02 674-82-6 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [3- [ [3- (4 -hydroxyphenyl ) -1- 
oxopropyl] amino] propyl] amino] -2 -pyrimidinyl] amino] phenyl] - (9CI) (CA 
INDEX NAME) 



PAGE 1-A 
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PAGE 1-B 

0 

-C N x ) 

v_ / 

RN 702674-83-7 HCAPLUS 

CN 1 -Pyrrol idinecarboxamide, N- [3 - [ [5 -bromo-4 - [ [3- [ [ ( 1 -methyl -2 - 

pyrrolidinyl) carbonyl] amino] propyl] amino] -2 -pyrimidinyl] amino] phenyl] - 
(9CI) (CA INDEX NAME) 




RN 7 02674-84-8 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [4- [ (4 -aminobutyl ) amino] -5-bromo-2- 
pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 




NH NH- (CH 2 ) 4~NH 2 

C — O 




RN 702 674-85-9 HCAPLUS 

CN 1- Pyrrol idinecarboxamide , N- [3- [ [5 -bromo-4 - [ (2 -hydroxy- 1 , 1- 

dimethylethyl) amino] -2 -pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 




Me 



C~~0 NH-C-CH2 — OH 
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RN 702674-88-2 HCAPLUS 

CN i-Piperidinecarboxamide, N- [3- [ [5~bromo-4- [ [2- (lH-imidazol-4- 

yl) ethyl] amino] -2 -pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 




RN 702674-93-9 HCAPLUS 

CN Urea, N- [3 - [ [5 -bromo-4 - [ [2 - ( lH-imidazol -4 -yl ) ethyl] amino] -2 - 

pyrimidinyl] amino] phenyl] -N ' - [2- (4 -morpholinyl) ethyl] - (9CI) (CA INDEX 
NAME) 



PAGE 1-A 




PAGE 1-B 




RN 702674-94-0 HCAPLUS 

CN 1- Pyrrol idinecarboxamide , N- [3 - [ [5-bromo-4- [ [2- ( 1H- imidazol-4 - 

yl) ethyl] amino] -2 -pyrimidinyl] amino] phenyl] -3 -hydroxy-, (3R) - (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 




RN 702674-95-1 HCAPLUS 

CN 1 -Pyrrol idinecarboxamide, N- [3- [ [5-bromo-4- [ [2- (IH-imidazol -4 - 

yl) ethyl] amino] -2 -pyrimidinyl] amino] phenyl] -2- (hydroxymethyl) -, (2S) - 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 702675-03-4 HCAPLUS 

CN Urea, N- [3- [ [5-bromo-4- [ [2- (lH-imidazol-4-yl) ethyl] amino] -2- 
pyrimidinyl ] amino] phenyl ] -N ' -phenyl - (9CI) (CA INDEX NAME) 




RN 702675-04-5 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [2- ( lH-imidazol -4 - 

yl) ethyl] amino] -2 -pyrimidinyl ] amino] phenyl] -3-hydroxy-, (3S) - (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 




RN 702675-05-6 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [2- (lH-imidazol-4- 

yl) ethyl] amino] -2 -pyrimidinyl ] amino] phenyl] -2- (hydroxymethyl) -, (2R) - 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 702675-07-8 HCAPLUS 

CN Carbamic acid, [3- [ [5-bromo-4- [ [2- ( 1H- imidazol-4 -yl ) ethyl] amino] -2- 

pyrimidinyl] amino] phenyl] - , 2 - (4 -morpholinyl ) ethyl ester (9CI) (CA INDEX 
NAME) 



Searched by Paul Schulwitz 571-272-2527 



Page 23 



Habte 10/824 , 005 



10/22/2004 



PAGE 1-A 




PAGE 1-B 



RN 702675-08-9 HCAPLUS 

CN l-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [2- ( 5 -methyl -lH-imidazol -4 - 
yl) ethyl] amino] -2 -pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 




Me 



RN 702675-09-0 HCAPLUS 

CN l-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [2- (lH-imidazol-4- 

yl) ethyl] amino] -2 -pyrimidinyl] amino] phenyl] -2 -methyl- (9CI) (CA INDEX 
NAME) 




RN 702675-10-3 HCAPLUS 

CN l-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [2- ( 1H- imidazol -4 - 

yl) ethyl] amino] -2 -pyrimidinyl] amino] -4 -f luorophenyl] - (9CI) (CA INDEX 
NAME) 
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RN 702675-11-4 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [4- [ [2- (lH-imidazol-4 -yl) ethyl] amino] -2- 
pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 




RN 702675-12-5 HCAPLUS 

CN lH-Pyrrole-l-carboxamide, N- [3- [ [5-bromo-4- [ [2- ( lH-imidazol -4 - 

yl) ethyl] amino] - 2 -pyrimidinyl] amino] phenyl] -2 , 5 -dihydro- (9CI) (CA INDEX 
NAME) 



N- 



CH 2 ~CH 2 -NH 




O 



NH- 




RN 702675-14-7 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ (4 -hydroxybutyl) amino] 
pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 




RN 702675-15-8 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [ (3,4- 

dihydroxyphenyl) methyl] amino] -2 -pyrimidinyl] amino] phenyl] - (9CI) (CA 
INDEX NAME) 



OH 




RN 702675-16-9 HCAPLUS 
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CN Urea, N- [3- [ [5-bromo-4- [ [2- ( lH-imidazol -4 -yl) ethyl] amino] -2- 

pyrimidinyl] amino] phenyl] -N' - [3- (l-piperidinyl) propyl] - (9CI) (CA INDEX 
NAME) 




RN 7 02675-17-0 HCAPLUS 

CN Urea, N- [3 - [ [5-bromo-4- [ [2- (lH-imidazol-4-yl) ethyl] amino] -2- 

pyrimidinyl] amino] phenyl] -N ' - [2 - (l-piperidinyl ) ethyl] (9CI) (CA INDEX 
NAME) 



PAGE 1-A 




PAGE 1-B 




RN 702675-18-1 HCAPLUS 

CN Urea, N- [3- [ [5-bromo-4- [ [2- ( lH-imidazol -4 -yl) ethyl] amino] -2- 

pyrimidinyl] amino] phenyl] -N ' - [3- (4 -morpholinyl) propyl] - (9CI) (CA INDEX 
NAME) 



PAGE 1-A 




PAGE 1-B 
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RN 702675-19-2 HCAPLUS 

CN Urea, N- [3- [ [5-bromo-4- [ [2- (IH-imidazol -4 -yl) ethyl] amino] -2- 

pyrimidinyl] amino] phenyl] -N 1 - (4 - hydroxy cy c lohexyl ) - (9CI) (CA INDEX NAME) 




RN 702675-20-5 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [2- (4-methyl-5- 

thiazolyl) ethyl] amino] -2 -pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 




RN 702675-21-6 HCAPLUS 

CN 1- Pyrrol idinecarboxamide , N- [3- [ [5-chloro-4- [ [3- 

[ (methylsulfonyl) amino] propyl] amino] -2 -pyrimidinyl] amino] phenyl ] - (9CI) 
(CA INDEX NAME) 




O 



NH NH- ( CH 2 ) 3 - NH- S~ Me 




RN 702675-22-7 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [ (3 -nitrophenyl) methyl] amino] - 
2 -pyrimidinyl] amino] phenyl ] - (9CI) (CA INDEX NAME) 
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RN 702675-24-9 HCAPLUS 

CN i-Pyrrolidinecarboxamide, N- [3- [[4- [ [2 - (lH-benzimidazol-2 -yl) ethyl] amino J - 
5-bromo-2-pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 




RN 702675-25-0 HCAPLUS _ 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [4 - [ [ [3- [ (aminoacetyl) ammo] phenyl] methyl J 
amino] -5 -bromo-2 -pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 




RN 702675-27-2 HCAPLUS 

CN Benzamide, N- [3- [ [5-bromo-4- [ [2- (lH-imidazol -4 -yl) ethyl] ammo] -2- 
pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 




RN 702675-29-4 HCAPLUS , 
CN 1-Pyrrolidinecarboxamide, N- [3- [[5-bromo-4- [ (3 -pyridinylmethyl) ammo] -2- 
pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 




RN 702675-30-7 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ (trans -4- 

hydroxycyclohexyl) amino] -2 -pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX 
NAME) 

Relative stereochemistry. 
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RN 702675-31-8 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [2- ( 1 -methyl - 1H- imidazol -4 - 
yl) ethyl] amino] -2 -pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 




Me 



RN 702675-32-9 HCAPLUS 

CN 1- Pyrrol idinecarboxamide, N- [3- [ [5-bromo-4- [ [ (1R) -2-hydroxy-l- (lH-imidazol- 
4 -ylmethyl) ethyl] amino] -2 -pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 




RN 702675-33-0 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [2- (2-methyl-lH-imidazol-4- 
yl) ethyl] amino] -2 -pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 




RN 702675-34-1 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [2 - (2 -pyridinyl ) ethyl] amino] -2- 
pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 
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l^jJ CH 2 - CH 2 " M H 




RN 

CN 



702675-35-2 HCAPLUS 

1, 2, 3-Thiadiazole-5-carboxamide, N- [3- [ [5-bromo-2- [ [3- [ (1- 
pyrrolidinylcarbonyl) amino] phenyl] amino] -4 -pyrimidinyl] amino] propyl] -4- 
methyl- (9CI) (CA INDEX NAME) 




RN 702675-36-3 HCAPLUS 

CN l-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [3- [ (1- 

oxobutyl) amino] propyl] amino] -2 -pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX 

NAME) 



-NH- 



N 



Br 



0 



NH 

I 

C— O 



NH- ( CH2 ) 3 - NH- C- Pr - n 



RN 
CN 



7 02 67 5-37-4 HCAPLUS 

1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [2- (3- 
hydroxyphenyl) ethyl] amino] -2 -pyrimidinyl] amino] phenyl] 
NAME) 



(9CI) (CA INDEX 




RN 702675-38-5 HCAPLUS 

CN l-pyrrolidinecarboxamide , N- [3- [ [5-bromo-4- [ [3- [ (2- 

furanylcarbonyl) amino] propyl] amino] -2 -pyrimidinyl] amino] phenyl] - (9CI) 

(CA INDEX NAME) 
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\ // 



C NH- (CH 2 ) 3~NH 




■ NH- C N 



RN 702675-39-6 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [3- [ [ (5-oxo-2- 

pyrrolidinyl) carbonyl] amino] propyl] amino] -2 -pyrimidinyl] amino] phenyl] 
(9CI) (CA INDEX NAME) ^ Y 




RN 702675-40-9 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3 - [ [4- [ [3- [ [ [ (2S) -l-acetyl-2- 
pyrrol idinyl ] carbonyl ] amino] propyl ] amino] - 5 -bromo - 2 - 
pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 702675-41-0 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [2- (lH-imidazol-4- 

yl) ethyl] amino] -2 -pyrimidinyl] amino] phenyl ] -3- (dimethylamino) -, (3S) - 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 702675-42-1 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5 -bromo- 4- [ [3- [ (2- 

thienylcarbonyl) amino] propyl] amino] -2 -pyrimidinyl] amino] phenyl] - (9CI) 
(CA INDEX NAME) 
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RN 702675-43-2 HCAPLUS 

CN l-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [3- [ (3- 

thienylcarbonyl) amino] propyl] amino] -2 -pyrimidinyl] amino] phenyl] - (9CI) 
(CA INDEX NAME) 




RN 702675-45-4 HCAPLUS 

CN 3-Pyridinecarboxamide, N- [3- [ [5-bromo-2- [ [3- [ (1- 

pyrrolidinylcarbonyl) amino] phenyl] amino] -4 -pyrimidinyl] amino] propyl] - 
(9CI) (CA INDEX NAME) 




RN 702675-46-5 HCAPLUS 

CN 2-Pyridinecarboxamide, N- [3- [ [5-bromo-2- [ [3- [ (1- 

pyrrolidinylcarbonyl) amino] phenyl] amino] -4 -pyrimidinyl] amino] propyl] 
(9CI) (CA INDEX NAME) 



* N 



■C-NH— (CH2) 3" NH 




O 



RN 702675-47-6 HCAPLUS 

CN pyrazinecarboxamide, N- [3- [ [5-bromo-2- [ [3- [ (1- 

pyrrolidinylcarbonyl) amino] phenyl] amino] -4 -pyrimidinyl] amino] propyl] - 
(9CI) (CA INDEX NAME) 
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RN 702675-48-7 HCAPLUS 

CN 5-Pyrimidinecarboxamide, N- [3- [ [5-bromo-2- [ [3- [ tl- 
pyrrolidinylcarbonyl ) amino] phenyl] amino] -4 -pyrimidinyl] amino] propyl] - 
(9CI) (CA INDEX NAME) 




RN 702675-49-8 HCAPLUS 

CN Carbamic acid, [2- [ [3- [ [5-bromo-2- [ [3- [ ( 1 -pyrrol idinylcarbonyl ) amino] pheny 
1] amino] -4 -pyrimidinyl] amino] propyl] amino] -2 -oxoethyl] methyl - , 
1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 



■NH- 



N^ 



r 



Br 



O Me O 

II I li 

N H NH- (CH 2 )3 NH-C-CH2-N— C OBu-t 

c— o 



RN 702675-50-1 HCAPLUS 

CN Carbamic acid, [ ( 1R) -2 - [ [3 - [ [5 -bromo-2 - [ [3 - [ ( 1 - 

pyrrol idinylcarbonyl) amino] phenyl] amino] -4 -pyrimidinyl] amino] propyl] amino] 
1- (lH-indol-3-ylmethyl) -2-oxoethyl] -, 1 , 1-dimethylethyl ester (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 
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RN 
CN 



702675-51-2 HCAPLUS 

4-Pyridinecarboxamide, N- [3- [ [5~bromo-2- [ [3- [ (1- 

pyrrolidinylcarbonyl) amino] phenyl] amino] -4-pyrimidinyl] ammo] propyl] 
(9CI) (CA INDEX NAME) 




Br 



C-NH-- (CH 2 )3"NH- 



N 



NH 



N 




NH 




RN 
CN 



702675-52-3 HCAPLUS , 

1- Pyrrolidinecarboxamide, N- [3- [ [4- [ [3- (benzoylamino) propyl] ammo] -5-bromo- 

2- pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 




NH 




0 



NH— (CH2 ) 3 - NH- C~ Ph 



RN 702675-53-4 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [3- 

[ [ (methylamino) acetyl] amino] propyl] amino] -2 -pyrimidinyl] ammo] phenyl] 
(9CI) (CA INDEX NAME) 




Br 



NH- (CH 2 ) 3 -NH-C-CH 2 -NHMe 



C"=0 



RN 702675-54-5 HCAPLUS 

CN 3-Pyridinepropanamide, a- amino -N- [3- [ [5-bromo-2- [ [3- [ (1- 

pyrrolidinylcarbonyl) amino] phenyl] amino] -4 -pyrimidinyl] amino] propyl] 
(aR) - (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 
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RN 702675-55-6 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [4- [ [3- [ [ (2S) -2 -amino-3 - (2 -naphthalenyl ) -1- 
oxopropyl] ammo] propyl ] amino] -5 -bromo-2 -pyrimidinyl] amino] phenyl] 



(CA INDEX NAME) 



(9CI) 



Absolute stereochemistry . 




RN 702675-56-7 HCAPLUS 

CN 1- Pyrrol idinecarboxamide , N- [3- [ [5-bromo-4- [ [3 - [ [ (2S) -2- 

pyrrolidinylcarbonyl] amino] propyl ] amino] -2 -pyrimidinyl] amino] phenyl] 
(9CI) (CA INDEX NAME) 



Absolute stereochemistry . 
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RN 7 02675-57-8 HCAPLUS 
CN i-pyrrolidinecarboxamide , N- [3 
ino] 



[[4-[[3- 

2 -pyrimidinyl] amino] phenyl] - (9CI] 



[ (2 -thienylcarbonyl) amino] propyl] am 
(CA INDEX NAME) 



' N " C- NH 




NH" 




NH- (CH 2 ) 3~NH-C 



RN 
CN 



702675-58-9 HCAPLUS 

1 -Pyrrol idinecarboxamide, N- [3 - [ [5-bromo-4- [ [3- [ [ ( 3 -methyl -2- 
thienyDcarbonyl] amino] propyl] amino] -2 -pyrimidinyl] amino] phenyl] - (9CI) 

(CA INDEX NAME) 



Me 



Br 



C-NH- (CH 2 ) 3~NH- 




■ NH- C- — N 




RN 702675-59-0 HCAPLUS 
CN i-pyrrolidinecarboxamide, N-[3- 
ylcarbonyl) amino] propyl] amino] - 
(CA INDEX NAME) 



[ [4- [ [3- [ (benzo[b] thien-2- 

5 -bromo- 2 -pyrimidinyl] amino] phenyl] - (9CI) 




Br. 



■C-NH- (CH2) 3"NH 




RN 702675-60-3 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [3- [ (2- 

thienylcarbonyl) amino] propyl] amino] -2 -pyrimidinyl] amino] phenyl] -3 -hydroxy - 
, (3R)- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 
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RN 702675-61-4 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [4- [ (2- 

thienylcarbonyl) amino] butyl] amino] -2 -pyrimidinyl] amino] phenyl ] - (9CI) (CA 
INDEX NAME) ^ 




RN 7 02675-62-5 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3 - [ [5-chloro-4- [ [3- [ (2- 

thienylcarbonyl) amino] propyl] amino] -2 -pyrimidinyl ] amino] phenyl] - (9CI) 
(CA INDEX NAME) 




RN 702675-63-6 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-f luoro-4- [ [3- [ (2- 

thienylcarbonyl) amino] propyl] amino] -2 -pyrimidinyl] amino] phenyl] - (9CI) 
(CA INDEX NAME) 




RN 7 02675-64-7 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-cyano-4- [ [3- [ (2- 

thienylcarbonyl) amino] propyl] amino] -2 -pyrimidinyl] amino] phenyl] - (9CI) 
(CA INDEX NAME) 
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RN 
CN 



702675-65-8 HCAPLUS . 
1-Pyrrolidinecarboxamide, N- [3- [ [4- [ [3- [ [ (2R) -2-ammo-3- (4 -hydroxyphenyl) - 
1-oxopropyl] amino] propyl] amino] -5 -bromo-2 -pyrimidinyl] ammo] phenyl] - (9CI) 



(CA INDEX NAME) 
Absolute stereochemistry. 




(CH 2 )3 




PAGE 1-B 




RN 702675-66-9 HCAPLUS 

CN 3-Isoquinolinecarboxamide, N- [3 - [ [5-bromo-2 - [ [3 - [ (1- _ 

pyrrol idinylcarbonyl) amino] phenyl] amino] -4 -pyrimidinyl] ammo] propyl j 
1,2,3,4-tetrahydro- (9CI) (CA INDEX NAME) 




RN 702675-67-0 HCAPLUS 

CN l-Pyrrolidinecarboxamide, N- [3 - [ [4 - [ [3 - [ [ (2R) - 

aminophenylacetyl] amino] propyl] amino] -5 -bromo-2 -pyrimidinyl] ammo] phenyl] 

(9CI) (CA INDEX NAME) 
Absolute stereochemistry. 
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H 



(CH 2 )3 



I 



NH 2 



RN 702675-68-1 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [4- [ [3 - (acetylamino) propyl ] amino] 
2 -pyrimidinyl] amino] phenyl ] - (9CI) (CA INDEX NAME) 



5-bromo- 




RN 702675-69-2 HCAPLUS 

CN 1- Pyrrol idinecarboxamide , N- [3 - [ [5-bromo-4- [ [3- 

[ (methoxyacetyl) amino] propyl] amino] -2 -pyrimidinyl] amino] phenyl] - (9CI) 
(CA INDEX NAME) 



-NH- 



NH 

I 

C— O 




NH- (CH 2 )3^NH~C CH 2 -~OMe 



RN 
CN 



7 02675-70-5 HCAPLUS 

1, 1-Cyclopropanedicarboxamide, N- [3- [ [5-bromo-2- [ [3- [ (1- 
pyrrolidinylcarbonyl) amino] phenyl] amino] -4 -pyrimidinyl] amino] propyl] 
(9CI) (CA INDEX NAME) 
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C-NH- (CH 2 ) 3~NH 




C- NH 2 
0 



RN 
CN 



7 02 67 5-71-6 HCAPLUS 

1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [3- [ (1- 

oxopropyl) amino] propyl] amino] -2 -pyrimidinyl] amino] phenyl] - (9CI) 

INDEX NAME) 



(CA 




NH- (CH 2 )3-NH-C-Et 



RN 702675-72-7 HCAPLUS 

CN l-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [3- 

[ (phenylacetyl) amino] propyl] amino] -2 -pyrimidinyl] amino] phenyl] 
INDEX NAME) 



(9CI) (CA 




0 



NH NH- ( CH 2 ) 3 - NH- C~ CH 2 ~ Ph 

C=~=0 




RN 702675-73-8 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [4- [ [3- [ [ (2S) -2 -amino-l-oxo-3 - 
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(5Sr 1 (S P SiK m iS r0Pylla,nin01 - 5 - brom0 - 2 -P^ i - di ^J-ino]pheny 1] - 
Absolute stereochemistry. 
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PAGE 1-B 



RN 702675-74-9 HCAPLUS 

CN l- Pyrrol idinecarboxamide, N- [3 - [ [5-iodo-4- [ [3- [ (2- 

thienylcarbonyl) amino] propyl] amino] -2 -pyrimidinyl] amino] phenyl] 
(CA INDEX NAME) P Y 1 



(9CI) 



C NH- (CH 2 )3^NH- 




NH- C N 



RN 702675-75-0 HCAPLUS 

CN Propanoic acid, 3- [ [3- [ [5-bromo-2- [ [3- [ ( 1 -pyrrolidinylcarbonyl) amino] pheny 
1] ammo] -4 -pyrimidinyl] ammo] propyl] amino] -3 -oxo- (9CI) ( CA INDEX NAME ) 




NH- 




NH - (CH 2 )3- NH-C-CH 2 -C0 2 H 



RN 



702675-76-1 HCAPLUS 
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CN i-Pyrrolidinecarboxamide, N- [3 - [ [5 -bromo-4 - [ [3 - 

[ (hydroxyacetyl) amino] propyl] amino] -2 -pyrimidinyl] ammo] phenyl] 
(CA INDEX NAME) 



(9CI) 




Br 



NH 

C=0 
N, 



NH- (CH 2 ) 3 " NH- C- CH 2 ~ OH 



RN 702675-77-2 HCAPLUS , 

CN l-Pyrrolidineacetamide, N- [3- [ [5-bromo~4- [ [2 - (lH-imidazol -4 - 

yl) ethyl] amino] -2 -pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 




RN 702675-78-3 HCAPLUS . 
CN 1-Pyrrolidinecarboxamide, N- [3 - [ [5-bromo-4- [ [2 - (3 -pyridinyl) ethyl] ammo] -2- 
pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 



N< 



Br 



■CH2--CH2-NH- 



-NH- 



N 




-NH- 



RN 702675-79-4 HCAPLUS , 
CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4 - [ (2 -hydroxy ethyl) ammo] -2- 



pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 
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RN 702675-80-7 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3 - [ [4- [ [3- ( aminome thy 1 ) phenyl] amino] -5-bromo- 
2 -pyrimidmyl] amino] phenyl] - (9CI) (CA INDEX NAME) 




RN 702 675-81-8 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ (4 -piperidinylmethyl ) amino] -2- 
pyrimidmyl] amino] phenyl] - (9CI) (CA INDEX NAME) 




RN 702675-82-9 HCAPLUS 

CN 1- Pyrrol idinecarboxamide, N- [3- [ [5-bromo-4- [ [ (is) -2-hydroxy-l- ( lH-imidazol ■ 
4 -ylmethyl) ethyl] amino] -2 -pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 



N 

H 



HO., 



1M . \ 




RN 
CN 



7 02 675-84-1 HCAPLUS 

1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [2 - (4 -pyridinyl ) ethyl] amino] -2 
pyrimidmyl] amino] phenyl] - (9CI) (CA INDEX NAME) 
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T?N 702675-85-2 HCAPLUS 
CN i-Pyrrolidinecarboxamide, N- [3 - [ [5-bromo-4 - [ [3 - [ [ (5-methyl-2 - 
~ thienyDcarbonyl] amino] propyl] amino] -2 -pyrimidinyl] ammo] phenyl] - — l) 
(CA INDEX NAME) 




RN 702675-86-3 HCAPLUS 
CN l-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ 3- [ [ (4 , 5 -dibromo-2 - 

thienyDcarbonyl] amino] propyl] amino] -2 -pyrimidinyl] ammo] phenyl] - (9CI) 
(CA INDEX NAME) 




RN 702675-87-4 HCAPLUS r r -u o 

CN l-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ 3- [ [ (3-bromo-2- 

thienyDcarbonyl] amino] propyl] amino] -2 -pyrimidinyl] ammo] phenyl] - (9CI) 

(CA INDEX NAME) 




RN 702675-88-5 HCAPLUS 

CN 1 - Pyrrol idinecarboxamide , N- [3- [ [5-bromo-4- [ [3- [ [ (5-nitro-2- 
^ thienyl) carbonyl] amino] propyl] amino] -2 -pyrimidinyl] ammo] phenyl] - (9CI) 



(CA INDEX NAME) 
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RN 702675-89-6 HCAPLUS 

CN 1 - Pyrrol idinecarboxamide, N- [3- [ [5-bromo-4- [ [3- [ [ (5-bromo-2- 

thienyl) carbonyl] amino] propyl] amino] -2 -pyrimidinyl] amino] phenyl] - (9CI) 
(CA INDEX NAME) 7 ' 




RN 702675-92-1 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [3- [ [ (3- 

thienylamino ) carbonyl ] amino] propyl ] amino] - 2 -pyrimidinyl ] amino] phe 
(9CI) (CA INDEX NAME) 




RN 702675-93-2 HCAPLUS 

CN IH-Imidazole-l-carboxylic acid, 4- [2- [ [5-bromo-2- [ [3- [ (1- 

pyrrolidinylcarbonyl) amino] phenyl] amino] -4 -pyrimidinyl ] amino] ethyl] 
1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 




RN 7 02675-94-3 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [3- [ (4 , 5 -dihydro-2 - 

oxazolyl) amino] propyl] amino] -2 -pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX 
NAME) 
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Br 



^ NH- (CH 2 ) 3"NH- 

— 0 




NH- C N 




RN 702675-95-4 HCAPLUS rM _ , , A 

CN Cyclopentanecarboxamide, N- [3- [ [5-bromo-4- [ [2- (lH-imidazol-4- 

yl) ethyl] amino] -2 -pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 



N- 



CH 2 -CH 2 -NH 




RN 702675-96-5 HCAPLUS , 

CN i-Pyrrolidinecarboxamide, N- [3 - [ [4 - [ (3 -amino-2 , 2 - dime thy lpropyl) ammo] -5- 
bromo-2 -pyrimidinyl] amino] phenyl]- (9CI) (CA INDEX NAME) 




NH— 




NH-CH 2 — C- CH 2 -NH 2 
Me 



RN 702675-97-6 HCAPLUS 
CN Cy c 1 ohexane c arboxami de , 
yl) ethyl] amino] 



N- [3- [ [5-bromo-4- [ [2 
2 -pyrimidinyl] amino] phenyl] - 



(lH-imidazol-4- 

(9CI) (CA INDEX NAME) 



N— 1 



CH 2 -CH 2 "NH 




RN 

CN 



702675-98-7 HCAPLUS 

1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [3- [ (2- 
thienylmethyl) amino] propyl] amino] -2 -pyrimidinyl] amino] phenyl] 
INDEX NAME) 



(9CI) (CA 
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RN 702676-00-4 HCAPLUS 

CN 1- Pyrrol idinecarboxamide, N- [3- [ [5-bromo-4- [ [2- ( lH-imidazol -4 - 

yl) ethyl] amino] - 2 -pyrimidinyl ] amino] phenyl] -3- (dimethyl amino) - (3R) - 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




,...-NMe2 



RN 702676-01-5 HCAPLUS 

CN Benzeneacetamide, N- [3- [ [5-bromo-4- [ [2- (lH-imidazol-4-yl) ethyl] amino] -2- 
pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 




O 

II 

NH- C~ CH 2 - Ph 



RN 702676-04-8 HCAPLUS 

CN Benzoic acid, 2 - [5 -bromo-2 -[ [3 -[( 1 -pyrrolidinylcarbonyl ) amino] phenyl] amino 
] -4-pyrimidinyl] hydrazide (9CI) (CA INDEX NAME) 




NH NH NH— C- Ph 

0 0 




RN 702676-05-9 HCAPLUS 

CN Urea, N' - [3- [ [5-bromo-4- [ [2- ( 1H- imidazol -4 -yl) ethyl] amino] -2- 

pyrimidinyl] amino] phenyl] -N-ethyl-N- [2- ( 1 -piperidinyl ) ethyl] - (9CI) (CA 
INDEX NAME) 
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RN 702676-06-0 HCAPLUS 

CN l-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ (3 -hydroxypropyl) amino J -2- 
pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 



-NH- 



N. 



NH 

C=0 



Br 

NH- (CH 2 )3-OH 



N. 



RN 
CN 



702676-07-1 HCAPLUS 

Urea, N' - [3- [ [5-bromo-4- [ [2- (1H- imidazol -4 -yl) ethyl] amino] -2- 
pyrimidinyl] amino] phenyl] -N-methyl-N- [2 - ( 1-piperidinyl) ethyl] 
INDEX NAME) 



(9CI) (CA 
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r 

-N, 




RN 702676-08-2 HCAPLUS 



PAGE 1-B 



CN 1-Pyrrolidinecarboxamide, N- [3 - [ [5-bromo-4- [ (2 -cyanoethyl) amino] 2 
pyrimidmyl] ammo] phenyl] - (9CI) ( CA INDEX NAME ) 




RN 702676-09-3 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, n- [3- [ [5 -bromo-4 - [ [2 - [(5-nitro-2- 
pyridinyl) amino] ethyl] amino] -2 -pyrimidinyl] amino] phenyl] - 



NAME) 



(9CI) (CA INDEX 



02 N. 



\ Br 

7 if Y N 

k^~- NH- CH 2 - CH 2 - NH— k - NH - 




RN 702676-12-8 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [3- [ (2- 

^S e ?£S"Sffi)" ) amin ° ] Pr ° Pyl] amin ° J ~ 2 " pyrimidinyl ^ ^ino] phenyl] 



(9CI) 




RN 702676-13-9 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, n- [3- [ [5-bromo-4- [ [3- (2- 

N^Er lylamin0)Pr ° Pyl]amin0] " 2 ~ Py ™ (9CI) (CA INDEX 
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RN 
CN 



702676-14-0 HCAPLUS 

3_ _ pyrrol idinecarboxamide , 

pyrimidinyl] amino] phenyl] 



N- [3- [ [5-bromo-4- [ [2- (4 
. (9CI) (CA INDEX NAME) 



-thiazolyl) ethyl] amino] -2- 




CN I°Pyrr;;!dLecaibofa m ide, 3-amino-N- [3- [ [S-bromo-4- [ [2- (lH-iMdazol-4- 
yliShyl] amino] -2 -pyrimidinyl] amino] phenyl]- (9CI) (CA INDEX NAME) 



V // 

N 



— CH 2 -CH 2 -NH- 




O 



NH- C N 




NH 2 



RN 
CN 



702676-16-2 HCAPLUS 

1-Pyrrolidinecarboxamide, 3- (acetylamino) -N- [3- [ [5-bromo 
imidazol-4-yl) ethyl] amino] -2 -pyrimidinyl] ammo] phenyl] -, 
INDEX NAME) 



-4- t [2- (1H- 
(3R) - (9CI) 



(CA 



Absolute stereochemistry. 




RN 702676-17-3 HCAPLUS , 
CN 1-Pyrrolidinecarboxamide, N- [3- [ [4- [ (2-aminoethyl) amino] -5-bromo-2- 
pyrimidinyl] amino] phenyl]- (9CI) (CA INDEX NAME) 
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RN 702676-18-4 HCAPLUS 

CN Benzenepropanamide, a-amino-N- [3 - [ [4 - [ ( 3 -aminopropyl ) amino] -5-bromo- 
2 -pyrimidmyl] amino] phenyl] -, (aR) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



/ (CH 2 )3 

H 2 N 




NH 2 



RN 702676-20-8 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [3- 

[ [ (ethylamino) carbonyl] amino] propyl] amino] -2 -pyrimidinyl] amino] phenyl ] 
(9CI) (CA INDEX NAME) J 



NH 




cr 



N 



Br ,? 



NH- ( CH 2 ) 3 ~ NH- C- NHEt 



RN 702676-22-0 HCAPLUS 



CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [2- (2 -piperidinyl) ethyl] amino] 
2 -pyrimidmyl] ammo] phenyl] - (9CI) (CA INDEX NAME) 
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RN 702676-23-1 HCAPLUS , 

CN Benzenepropanamide, a-amino-N- [3- [ [4- [ (3-aminopropyl) ammo] -5-bromo- 

~ 2 -pyrimidinyl] amino] phenyl]-, (aS) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry . 



H 2 



(CH 2 )3 




NH 2 



RN 702676-25-3 HCAPLUS _ . K ™m~o 

CN Cyclohexanecarboxamide, 1-amino-N- [3- [ [4- [ (3-amxnopropyl) amino] -5-bromo-2- 
pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 



H 2 N~ (CH 2 ) 3"NH 
Br 




NH- 




NH 2 



RN 702676-44-6 HCAPLUS , f-,,^™ 9 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [4- [ (3 -ammopropyl) ammo] -5-f luoro-2- 
pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 




NH- (CH 2 ) 3-NH2 



N. 



RN 
CN 



702676-50-4 HCAPLUS 

1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [3- [ (2 -methyl -1- 
oxopropyl) amino] propyl] amino] -2 -pyrimidinyl] amino] phenyl] 
INDEX NAME) 



(9CI) (CA 
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- nh— tr ^ 



NH 

C=0 




II 

NH- (CH 2 ) 3" ~NH~C-Pr-i 



v 



RN 702676-52-6 HCAPLUS 

CN lH-Pyrazole-5-carboxamide, N- [3- [ [5-bromo-2- [ [3- [ (1- 

pyrrolidinylcarbonyl) amino] phenyl] amino] -4 -pyrimidinyl] amino] propyl] -1 3- 
dimethyl- (9CI) (CA INDEX NAME) ' 




Tl ^ N f ^ 


1 « 


J\ ^J" -NH Us, 


NH- C 


" N 






RN 702676-54-8 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [3- [ [ (4 , 5 -dimethyl -2 - 

furanyl)carbonyl] amino] propyl] amino] -2 -pyrimidinyl] amino] phenyl] - (9CI) 
(CA INDEX NAME) * * ' 




RN 702676-55-9 HCAPLUS 

CN 5-Isoxazolecarboxamide, N- [3- [ [5-bromo-2- [ [3- [ (l- 

pyrrolidinylcarbonyl) amino] phenyl] amino] -4 -pyrimidinyl] amino] propyl] - 
(9CI) (CA INDEX NAME) 




RN 702676-56-0 HCAPLUS 



Searched by Paul Schulwitz 571-272-2527 



Page 53 



Habte 10/824,005 



10/22/2004 



CN 



1 - Pyrrol idinecarboxamide , N- [3 - [ [4 - [ [3 - [ [ (5 -ammo-2 - 

thienyl) carbonyl] amino] propyl] amino] -5 -bromo-2 -pyrimidmyl] ammo] phenyl J - 
(9CI) (CA INDEX NAME) 



H 2 N- 



Br 



-C-NH-" (CH2) 3~ NH- 



-NH- 



N 




O 

NH — C- N 




RN 702676-57-1 HCAPLUS nx . . 

'"^ Butanediamide, N 1 - [3 - [ [5-bromo-2- [ [3- [ <l-PYrrolidinylcarb^ 

]amino]-4-pynmidinyl]amino]pro P yl]-N,N-dimethyl- (9CI) (CA INDEX NAME) 



CN 




NH- 

N - ■ - O O 

li II 
NH NH- ( CH 2 ) 3 - NH C~ CH 2 ~ CH 2 " " C" NMe 2 

C— O 



N. 



[ [5-bromo-4- [ [3- [ (2- 



RN 702676-58-2 HCAPLUS 
CN l-Pyrrolidinecarboxamide, N-[3-_ 

thienylacetyl) amino] propyl] amino] -2 -pyrimidmyl] ammo] phenyl] - (9CI) 

INDEX NAME) 



(CA 




RN 702676-59-3 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N - [ 3 - [ [5 - br omo -4 - [ [ 3 - [ ( 3 - 

thienylacetyl) amino] propyl] amino] -2 -pyrimidmyl] ammo] phenyl] - (9CI) (CA 

INDEX NAME) 




RN 702676-60-6 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [4- [ [3- [ [ (5-acetyl-2- 
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thienyl) carbonyl] amino] propyl] amino] -5 -bromo- 2 -pyrimidinyl] amino] phenyl] - 
(9CI) (CA INDEX NAME) 7 



,\ // 



■C-NH- (CH 2 ) 3~NH 




RN 702676-61-7 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3 - [ [5-bromo-4- [ [3- [ [ (3-ethoxy-2- 

thienyl) carbonyl] amino] propyl] amino] -2 -pyrimidinyl] amino] phenyl] 
(CA INDEX NAME) 



(9CI) 




RN 702676-62-8 HCAPLUS 

CN Butanediamide, 2- (acetylamino) -Nl- [3- [ [5-bromo-2- [ [3- [ (1- 

pyrrolidinyl carbonyl) amino] phenyl] amino] -4 -pyrimidinyl] amino] propyl] - 
<2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 702676-63-9 HCAPLUS 

CN 1- Pyrrol idinecarboxamide , N- [3- [ [5-bromo-4- [ [3- [ [ [ (2S) -4-oxo-2- 

azetidinyl] carbonyl] amino] propyl] amino] -2 -pyrimidinyl] amino] phenyl] - (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 
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RN 702676-64-0 HCAPLUS 

CN l-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [3- [ [ [ (2R) -5-oxo-2- 

pyrrolidinyl] carbonyl] amino] propyl] amino] -2 -pyrimidinyl] ammo] phenyl] - 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 702676-65-1 HCAPLUS 

CN l-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [3- [ [ [ (2S) -5-oxo-2- 

pyrrolidinyl] carbonyl] amino] propyl] amino] -2 -pyrimidinyl] ammo] phenyl] - 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 702676-66-2 HCAPLUS 

CN l - Pyrrol idinecarboxamide, N- [3- [ [5-bromo-4- [ [3- [ [ (3-cnloro-2- 

thienyl) carbonyl] amino] propyl] amino] -2 -pyrimidinyl] amino] phenyl] - (9CI) 
(CA INDEX NAME) 
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RN 702676-67-3 HCAPLUS 

CN Butanediamide, N- [3- [ [5-bromo-2- [ [3- [ ( 1 -pyrrolidinylcarbonyl ) amino] phenyl] 
amino] -4 -pyrimidinyl] amino] propyl] - (9CI) ( CA INDEX NAME ) 




it ii 

NH- (CH 2 ) 3 ~ NH- C - CH 2 ~ CH 2 - C~ NH 2 



NH 



N. 



RN 702676-68-4 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [3- [ [ (2R) -2- 

pyrrolidinylcarbonyl] amino] propyl] amino] -2 -pyrimidinyl] amino] phenyl] 
(9CI) (CA INDEX NAME) Y * 

Absolute stereochemistry. 




RN 702676-69-5 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [3- [ [ (3- 




RN 702676-70-8 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [3- [ [ (2- 

methylcyclopropyl) carbonyl] amino] propyl] amino] -2 -pyrimidinyl] amino] phenyl] 
(9CI) (CA INDEX NAME) v 1 
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NH 



NH 

I 

„ N 




RN 
CN 



702676-71-9 HCAPLUS 

4-Thiazolidinecarboxamide, N- [3 - [ [5-bromo-2- [ [3- [ (1- 

pyrrolidinylcarbonyl) amino] phenyl] amino] -4 -pyrimidinyl] ammo] propyl J 
(4R) - (9CI) (CA INDEX NAME) 



2 -oxo- 



Absolute stereochemistry. 




RN 
CN 



7 02 67 6-72-0 HCAPLUS 

1- Pyrrol idinecarboxamide , N- [3 - [ [5 -bromo-4 - [ [3 - _ 

[(cyclopropylacetyl) amino] propyl] amino] -2 -pyrimidinyl] ammo] phenyl] - (9CI) 
(CA INDEX NAME) 
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RN 702676-73-1 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [3- [ (4 , 4 , 4 - trif luoro- 1 - 

oxobutyl) amino] propyl] amino] -2 -pyrimidinyl ] amino] phenyl] - (9CI) (CA INDEX 
NAME) 




O 

I ° L II 

^ H NH- (CH 2 ) 3-NH-C -CH 2 -CH 2 - CF 3 

C— ^0 



RN 702676-74-2 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [3- [ [ (1- 

methyl cyclopropyl ) carbonyl] amino] propyl] amino] -2 -pyrimidinyl] amino] phenyl] 
(9CI) (CA INDEX NAME) Y 



Br 



-C- NH- (CH 2 ) 3 - NH 





N 




C— 

1 




NH 




6 


^\ — NH— 

N 





Me 



RN 702676-75-3 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [2 , 2 -dimethyl-3 - [ (2 
thienylcarbonyl) amino] propyl] amino] -2 -pyrimidinyl] amino] phenyl] 
(CA INDEX NAME) ' J 



(9CI) 




RN 702676-76-4 HCAPLUS 

CN 4-Imidazolidinecarboxamide, N- [3- [ [5-bromo-2- [ [3- [ (1- 

pyrrolidinylcarbonyl ) amino] phenyl] amino] -4 -pyrimidinyl] amino] propyl] -2 -oxo- 
(9CI) (CA INDEX NAME) 
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RN 702676-77-5 HCAPLUS 

CN l-Pyrrolidinecarboxamide, N- [3 - [ [5 -bromo-4 - [ [3 - [ L v 
hydroxycyclopropyl) carbonyl] amino] propyl] amino] -2- 
pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 




RN 702676-78-6 HCAPLUS 

1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [3- [ (2-ethyl-l- 
oxobutyl) amino] propyl] amino] -2 -pyrimidinyl] amino] phenyl] 
NAME) 



CN 



(9CI) (CA INDEX 




NH- (CH 2 ) 3 - NH- C- CHEt 2 



RN 
CN 



702676-79-7 HCAPLUS 

l-Pyrrolidinecarboxamide, N- [3- [ [5-bromo^4- [ [3- [ (2 , 2 -dimethyl -1- 
oxobutyl) amino] propyl] amino] -2 -pyrimidinyl] ammo] phenyl] - (9CI) 
NAME) 



(CA INDEX 
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- NH- 




RN 702676-80-0 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [3- [ [ (tetrahydro-2 - 
furanyl) carbonyl] amino] propyl] amino] -2 -pyrimidinyl] amino] phenyl 1 
(CA INDEX NAME) " Y ■* 



(9CI) 




RN 702676-81-1 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [3- [ [ (2S) -2 -methyl -1- 

^^ tyl ]amino] P r opyl] amino] -2 -pyrimidinyl] amino] phenyl ] - (9CI) (CA INDEX 

Absolute stereochemistry. 




RN 702676-82-2 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [3- [ [ ( tetrahydro-3 - 

furanyl) carbonyl] amino] propyl] amino] -2 -pyrimidinyl] amino] phenyl] - (9CI 1 
(CA INDEX NAME) 1 
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CN i-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [3- [ [ [ (2R) -tetrahydro-2- 

furanyllcarbonyl] amino] propyl] amino] -2 -pyrimidinyl] ammo] phenyl] - [9CD 
(CA INDEX NAME) 

Absolute stereochemistry. 




CH 2 )3 




RN 702676-84-4 HCAPLUS 

CN i-pyrrolidinecarboxamide, N- [3 - [ [5 -bromo-4 - [ [3 - _ 

[ (cyclopropylcarbonyl) amino] propyl] amino] -2 -pyrimidinyl] ammo] phenyl] 
(9CI) (CA INDEX NAME) 



-NH- 




RN 702676-85-5 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4~ [ [3- [ [ ( 3 , 4 , 5 -trichloro-2 - 

thienyDcarbonyl] amino] propyl] amino] -2 -pyrimidinyl] ammo] phenyl ] - (9CIJ 
(CA INDEX NAME) 




RN 702676-86-6 HCAPLUS 

CN l-Pyrrolidinecarboxamide, N- [3 - [ [5 -bromo-4 - L L3 - L L Ll - 

(trif luoromethyl) cyclopropyl] carbonyl] amino] propyl] ammo] -2- 
pyrimidinyl] amino] phenyl]- (9CI) (CA INDEX NAME) 
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RN 702676-87-7 HCAPLUS 

CN 1- Pyrrol idinecarboxamide , N- [3- [ [5 -bromo-4 - [ [3- [ [ [1- 

(trif luoromethyl) cyclobutyl] carbonyl] amino] propyl] amino] -2- 
pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 




RN 702 676-88-8 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [3- [ [ (3-fluoro-2- 

thienyl) carbonyl] amino] propyl] amino] -2 -pyrimidinyl] amino] phenyl] - (9CI) 
(CA INDEX NAME) 




RN 702676-89-9 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [3- [ [ (5-f luoro-2- 

thienyl) carbonyl] amino] propyl] amino] -2 -pyrimidinyl] amino] phenyl] - (9CI) 
(CA INDEX NAME) ^ 1 
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RN 702676-90-2 HCAPLUS 

CN 1 - Pyrrol idinecarboxamide , N- [3 - [ [5 -bromo-4 - [ [3 - [ [l-oxo-3 - 

(phenylsulfonyl) propyl] amino] propyl] amino] -2 -pyrimidinyl] ammo] phenyl j - 
(9CI) (CA INDEX NAME) 



r 




if ^ 


NH 

1 


NH- 


C — 0 









Br 



O 



RN 
CN 



702676-91-3 HCAPLUS nx , 

Butanediamide, N- [3- [ [5-bromo-2- [ [3- [ ( 1 -pyrrol idinylcarbonyl) ammo] phenyl] 
amino] -4 -pyrimidinyl] amino] propyl] -N 1 -methyl- (9CI) (CA INDEX NAME) 




RN 
CN 



702676-92-4 HCAPLUS 

1- Pyrrol idinecarboxamide, N- [3- [ [5-bromo-4- [ [3- [ (3-metnyl-l- 
oxobutyl) amino] propyl] amino] -2 -pyrimidinyl] amino] phenyl] - (9CI) 
NAME) 



(CA INDEX 
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NH- 



NH 

i 




Dv- O 

II 

NH— (CH 2 ) 3-NH-C-Bu-i 



RN 702676-93-5 HCAPLUS 

CN Propanediamide, N- [3- [ [5-bromo-2- [ [ 3 - [ ( 1 -pyrrolidinylcarbonyl) amino] phenyl 
]amino]-4-pyrimidinyl]amino]propyl]-2 / 2-dimethyl- (9CI) (CA INDEX NAME) 




0 Me 0 

II I II 

NH- ( CH 2 ) 3 - NH- C~ C C~ NH 2 
Me 



RN 702676-95-7 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [4- [ [3- [ [2- [ (aminocarbonyl) amino] -2 -methyl - 
1-oxopropyl] amino] propyl] amino] -5-bromo-2- 
(CA INDEX NAME) 



-pyrimidinyl] amino] phenyl] - (9CI) 




NH 

I 

C-=~0 
N 



Br ^ c ~ NH 2 

NH- (CH 2 ) 3 - NH - C~ C~ Me 

Me 



RN 702676-96-8 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [4 - [ [3 - [ [ (2S) ~2 -amino- 3 - (4 -methoxyphenyl ) - 
1-oxopropyl] amino] propyl] amino] -5 -bromo-2 -pyrimidinyl] amino] phenyl] - (9CI) 
(CA INDEX NAME) 



Absolute stereochemistry. 
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PAGE 1-A 




PAGE 1-B 




RN 7 02676-97-9 HCAPLUS 

CN Butanediamide, 2 - amino -Nl- [3 - [ [5_-bromo-2- [ [3-111 



pyrrolidinylcarbonyl) amino] phenyl] amino] -4 -pynmidmyl] ammo] propyl] 
(2S)- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 




RN 702676-98-0 HCAPLUS 



CN 1-Pyrrolidinecarboxamide, N- [3- [ [4- [ [3- [ [ (2S) -2-amino-3- (4 -bromophenyl) - 1- 
opropyl] amino] propyl] amino] -5 -bromo- 2 -pyrimidmyl] ammo] phenyl] - (9CI) 



oxc 

(CA INDEX NAME) 



Absolute stereochemistry. 




(CH 2 )3 




NH 2 



Br 
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RN 702677-01-8 HCAPLUS 

CN 1 - Pyrrol idinecarboxamide , N- [3- [ [4- [ [3- [ [ (acetylamino) acetyl] amino] propyl ] 
amino] -5 -bromo-2 -pyrimidinyl] amino] phenyl ] - (9CI) (CA INDEX NAME) 




O 



N H NH- ( CH 2 ) 3 ~ NH- C~ CH 2 ~ NHAc 




RN 702677-02-9 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [4- [ [3- [ [ ( 1-aminocyclobutyl ) carbonyl ] amino 
] propyl] amino] -5 -bromo-2 -pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 




RN 702 677-03-0 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [4- [ [3- [ (aminoacetyl ) amino] propyl ] amino] -5- 
bromo-2-pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 
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-NH- 




NH 

C=0 



NH- ( CH 2 ) 3 " NH- C - CH 2 ~ NH 2 



N. 



RN 

CN 



702677-04-1 HCAPLUS 

1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [2- [ (2- 
thienylcarbonyl) amino] ethyl] amino] -2 -pyrimidinyl] amino] phenyl] 
INDEX NAME) 



(9CI) (CA 




RN 702677-05-2 HCAPLUS , 
CN Ethanediamide, [3- [ [5-bromo-2- [ [3- [ (1-pyrrolidinylcarbonyl) ammo] phenyl] am 
ino] -4 -pyrimidinyl] amino] propyl] - (9CI) (CA INDEX NAME) 



NH 



NH 

c=o 




O 0 



NH- ( CH 2 ) 3 - NH- C- C- NH 2 



N 



RN 702677-06-3 HCAPLUS 
CN 3-Pyrrolidinecarboxylic acid, 1 



[3- [ [2- [ [3- [ [ (2R) -2-amino-l-oxo-3- 
phenylpropyl] amino] phenyl] amino] -5 -bromo-4 -pyrimidinyl] amino] propyl] -2-oxo- 
(9CI) (CA INDEX NAME) 



Absolute stereochemistry . 
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C0 2 H 



RN 702677-08-5 HCAPLUS 

CN 1, 1-Cyclopropanedicarboxamide, N- [3- [ [5-bromo-2- [ [3- [ [ (2S) -2- 
Absolute stereochemistry. 



H 




NH 2 



RN 702677-09-6 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3 - [ [4 - [ [3 - [ [ ( 1-aminocyclopentyl ) carbonyl] amin 
NAmT PY ]amin ° ] - 5 ^ brom °- 2 -Py rim idinyl]amino]phenyl] - (9CI) (CA INDEX 



H 2 N 0 Br 
C-NH- (CH 2 ) 3-NH- 





-NH-- C — N" 




RN 702677-10-9 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [3- 

("cir^ ( iSDEX e N^r in0] amin ° ] " 2 ^ imidi ^ ^ phenyl] 
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Br 



NH - (CH2 ) 3 - NH ~ C " CH 2" SMe 



[ [ (2S) -2 -amino- 4 -methyl -1- 



RN 702677-11-0 HCAPLUS 

pn 1 -Pvrrolidinecarboxamide, N- [3 - [ [4 - [ [3 - __. 

oxopentyJ] amino] propyl] amino] -B-bromo-2-pyrimidinyl] amno] phenyl] 
(CA INDEX NAME) 



(9CI) 



Absolute stereochemistry. 




RN 
CN 



702677-12-1 HCAPLUS 

4-Imidazolidineacetamide, N- [3- [ [5-bromo-2- [ [3- [ 1; t 
pyrrolidinylcarbonyl ) amino] phenyl] amino] ~4 -pyrimidinyl] ammo] propyl] -2 , 5 
dioxo- (9CI) (CA INDEX NAME) 



PAGE 1-A 




CH 2 -C-NH- (CH 2 ) 3" 



Br. 



• NH 




NH- 




PAGE 1-B 



-O 



RN 702677-13-2 HCAPLUS 
CN 



1, l-cyclopropanedicarboxamide, N- [3- [ [5-iodo-2- [ [3- [ (1- 
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pyrrolidinylcarbonyl) amino] phenyl] amino] -4 -pyrimidinyl] amino] propyl] - 
(9CI) (CA INDEX NAME) ' * 




RN 702677-14-3 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [4- [ [3- [ [ ( 1 -aminocyclobutyl ) carbonyl] amino 
J propyl] ammo J -5 -iodo-2 -pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 




RN 702677-15-4 HCAPLUS 

CN 1- Pyrrol idinecarboxamide , N- [3- [ [5-bromo-4- [ [3-oxo-3- (2- 

thiazolylamino) propyl] amino] -2 -pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX 



NAME) 




RN 702677-16-5 HCAPLUS 

CN 2-Thiazolecarboxamide, N- [3- [ [5-bromo-2- [ [3- [ (l- 

^9Ci°^^^CA^INDEX°N^E^ m ^ n °'' ^ > ^ len ^^ ^ am ino] -4 -pyrimidinyl ] amino] propyl] 
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RN 702677-17-6 HCAPLUS 

CN l-Pyrrolidinecarboxamide, N- [3- [ [4- [ [3- [ [ (2S) -2 -amino- 3 -methyl -1 

oxobutyl] amino] propyl] amino] -5-bromo-2 -pyrimidinyl] ammo] phenyl] - (9CI) 



(CA INDEX NAME) 



Absolute stereochemistry. 




(CH 2 )3 



NH 2 




Pr-i 



o 



RN 702677-18-7 HCAPLUS 
CN 3-Pyrrolidinecarboxylic acid, 



l-[3-[[2-[[3-[[(l- 
aminocyclohexyl) carbonyl] amino] phenyl] amino] -5-bromo-4- 
pyrimidinyl] amino] propyl] -2-oxo- 



(9CI) (CA INDEX NAME) 




RN 702677-19-8 HCAPLUS 

CN Propanediamide, N- [3- [ [2- [ [3- [ [ (2S) -2 -amino-l-oxo-3 - 



phenylpropyl] amino] phenyl] amino] -5 -chloro-4 -pyrimidinyl] amino] propyl] -2,2- 
dimethyl- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 
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NH 2 




Me Me 



H 



(CH 2 )3 



-NH 2 



RN 702677-20-1 HCAPLUS 

CN Propanediamide, N- [3- [ [2- [ [3- [ [ (2R) -2 -amino- 1 -oxo-3 - 

phenylpropyl] amino] phenyl] amino] -5 -bromo- 4 -pyrimidinyl] amino] propyl ] -2 2- 
dimethyl- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



NH 2 




(CH 2 ) 3 



Me Me 




NH 2 



RN 702677-21-2 HCAPLUS 

CN Pentanoic acid, 4 -amino- 5 - [ [3 - [ [2 - [ [3 - [ [ (2R) -2 -amino- 1 -oxo-3 - 

phenylpropyl] amino] phenyl] amino] - 5 -bromo-4 -pyrimidinyl] amino] propyl] amino] 
5-OXO- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 



H0 2 C 




(CH 2 ) 3 



NH 2 




PAGE 1-B 



Ph 



RN 
CN 



702 677-22-3 HCAPLUS 

Propanediamide, N- [3- [ [5 -bromo- 2- [ [3- [ [ [ (3R) - 3 -hydroxy- 1- 

pyrrolidinyl] carbonyl] amino] phenyl] amino] -4 -pyrimidinyl] amino] propyl] -2,2- 
dimethyl- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 
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Me Me 




OH 



RN 702677-23-4 HCAPLUS 

CN i-Pyrrolidinecarboxamide, N- [3- [ [5 -bromo-4 - [ [3- [ [ [ (2S) -5-oxo-2- 

pyrrolidinyl] carbonyl] amino] propyl] amino] -2 -pyrimidmyl] ammo] phenyl] -3- 
hydroxy-, (3R) - (9CI) (CA INDEX NAME) 



Absolute stereochemistry . 



PAGE 1-A 




PAGE 1-B 



.—■OH 



RN 702677-24-5 HCAPLUS , 

CN 2-Pyrrolidinecarboxamide, N- [3- [ [2- [ [3- [ [ (2R) -2 -amino-l-oxo-3 - 

phenylpropyl] amino] phenyl] amino] - 5 -bromo -4 -pyrimidmyl] ammo] propyl] -5-oxo- 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 702677-25-6 HCAPLUS 

CN Propanediamide, N- [3- [ [2- [ [3- [ [ (2R) -2 -amino- 1 -oxo-3 - 

phenylpropyl ] amino] phenyl ] amino] - 5 - chloro -4 -pyrimidinyl ] amino] propyl ] - 2 , 2 - 
dimethyl- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 702677-26-7 HCAPLUS 

CN Benzenepropanamide, a-amino-N- [3- [ [5-bromo-4- [ [3- (2-oxo-l- 

pyrrolidinyl) propyl] amino] -2 -pyrimidinyl] amino] phenyl] (aR) - (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 




RN 702677-27-8 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [4- [ [3- [ [ (2S,3S) -2 -amino -3 -methyl -1- 

oxopentyl] amino] propyl] amino] -5 -bromo- 2 -pyrimidinyl] amino] phenyl] - (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 



NH 2 




RN 702677-28-9 HCAPLUS 
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CN i-Pyrrolidinecarboxamide, N- [3 - [ [4 - [ [3 - [ [ (2R) -2 - amino- 1 - 

oxopropyl] amino] propyl] amino] -5 -bromo-2 -pyrimidinyl] amino] phenyl] - (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 




(CH 2 ) 3 



NH 2 




Me 



RN 7 02677-2 9-0 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3 - [ [4 - [ [3 - [ [ (2S) -2 -amino- 3 -hydroxy- 1- 
oxopropyl] amino] propyl] amino] -5 -bromo-2 -pyrimidinyl] amino] phenyl] - 
(CA INDEX NAME) 



(9CI) 



Absolute stereochemistry. 




RN 702677-31-4 HCAPLUS 

CN 1, 1-Cyclopentanedicarboxamide, N- [3- [ [5 -bromo-2- [ [3- [ (1- 

pyrrolidinylcarbonyl) amino] phenyl] amino] -4 -pyrimidinyl] amino] propyl] - 
(9CI) (CA INDEX NAME) 




RN 702677-32-5 HCAPLUS , 
CN 1-Pyrrolidinecarboxamide, N- [3- [ [4- [ [3- [ [ (2 -amino-2 , 3 -dihydro- lH-mden-2 - 
yl) carbonyl] amino] propyl] amino] -5 -bromo-2 -pyrimidinyl] amino] phenyl] - (9CI) 
(CA INDEX NAME) 
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702677-33-6 HCAPLUS 

2-Piperazinecarboxamide, N- [3 - [ [5-bromo-2- [ [3- [ (1- 

pyrrolidinylcarbonyl) amino] phenyl] amino] -4-pyrimidinyl] amino] propyl] - 
(9CI) (CA INDEX NAME) 




702677-34-7 HCAPLUS 

P-Alanine, N- [5-bromo-2- [ [3- [ ( 1 -pyrrolidinylcarbonyl ) amino] phenyl] ami 
no] -4-pyrimidinyl] -, hydrazide (9CI) (CA INDEX NAME) 




NH NH-CH 2 -CH 2 -C -NH~NH 2 

C=0 




702677-35-8 HCAPLUS 

Glycinamide, N- [5-bromo-2- [ [3- [ ( 1 -pyrrolidinylcarbonyl ) amino] phenyl] amino] - 
4-pyrimidinyl] -p-alanyl- (9CI) (CA INDEX NAME) 
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N - O 0 

I " II II 

NH NH ■ CH 2 - CH 2 ' C ~ NH CH 2 " C NH 2 

c=o 



RN 702677-37-0 HCAPLUS 

CN Propanediamide, N- [3- [ [2- [ [3- [ [ (2S) -aminophenylacetyl] amino] Phenyl] amino] 
5-bromo-4 -pyrimidinyl] amino] propyl] -2 , 2-dimethyl- 

Absolute stereochemistry. 



(9CI) (CA INDEX NAME) 



H 2 N 




(CH 2 )3 



Me Me 




NH 2 



RN 702677-39-2 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [4- [ [3- [ [ (2R, 3R) -2 -amino- 3 -hydroxy- 1 - 

oxobutyl] amino] propyl] amino] -5 -bromo- 2 -pyrimidinyl] amino] phenyl] - (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 



NH 2 




RN 702677-40-5 HCAPLUS 

CN Propanediamide, N- [3- [ [2- [ [3- [ [ ( 1-aminocyclohexyl ) carbonyl] amino] phenyl] am 
ino] - 5 -bromo- 4 -pyrimidinyl] amino] propyl] -2 , 2 -dimethyl- (9CI) (CA INDEX 
NAME) 
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0 Me 0 



H 2 N-C-C-C-NH- (CH 2 )3-NH 



~N 



NH- 




NH 2 



IT 702677-41-6P 702677-42-7P 702677-43-8P 
702677-44-9P 702677-45-0P 702677-46-1P 
702677-47-2P 702677-48-3P 702677-49-4P 
702677-50-7P 702677-51-8P 702677-52-9P 
702677-53-0P 702677-56-3P 702677-57-4P 
702677-58-5P 702677-59-6P 702677-60-9P 
702677-63-2P 702677-64-3P 702677-65-4P 
702677-66-5P 702677-67-6P 702677-68-7P 
702677-69-8P 702677-70-1P 702677-92-7P 
702677-93-8P 702677-94-9P 702677-95-0P 
702677-96-1P 702677-97-2P 702677-98-3P 

702677- 99-4P 702678-00-OP 702678-01-1P 

702678- 02-2P 702678-03-3P 702678-04-4P 
702678-05-5P 702678-06-6P 702678-07-7P 
702678-08-8P 702678-09-9P 702678-10-2P 
702678-12-4P 702678-13-5P 702678-14-6P 
702678-15-7P 702678-16-8P 702678-17-9P 
702678-18-0P 702678-19-1P 702678-21-5P 
702678-22-6P 702678-23-7P 702678-24-8P 
702678-25-9P 702678-26-0P 702678-27-1P 
702678-67-9P 702678-68-0P 702678-69-1P 
702678-70-4P 702678-71-5P 702678-72-6P 
702678-73-7P 702678-74-8P 702678-75-9P 
702678-76-OP 702678-77-1P 702678-78-2P 
702678-79-3P 702678-80-6P 702678-81-7P 
702678-82-8P 702678-83-9P 702678-84-0P 
702678-85-1P 702678-86-2P 702678-87-3P 
702678-88-4P 702678-89-5P 702678-90-8P 
702678-91-9P 702678-92-0P 702678-93-1P 
702678-94-2P 702678-95-3P 702678-96-4P 

702678- 98-6P 702678-99-7P 702679-00-3P 

702679- 01-4P 702679-02-5P 702679-03-6P 
702679-04-7P 702679-05-8P 702679-06-9P 
702679-07-0P 702679-08-1P 702679-09-2P 
702679-10-5P 702679-12-7P 702679-48-9P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(preparation of Chk-, pdk- and akt -inhibitory pyrimidines) 
RN 702677-41-6 HCAPLUS 

CN 4-Piperidinecarboxamide, N- [3- [ [ 5 - br omo - 2 - [ [3- [ (1- 

pyrrolidinylcarbonyl) amino] phenyl] amino] -4 -pyrimidinyl] amino] propyl] - 
(9CI) (CA INDEX NAME) 
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RN 702677-42-7 HCAPLUS 

CN 1 , l-Cyclopropanedicarboxamide , N- [3 - [ [2 - [ [3 - [ [ (2S) - 

aminophenylacetyl] amino] phenyl] amino] -5 -bromo-4 -pyrimidinyl] amino] propyl] - 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 702677-43-8 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [3- [ (3- 

pyrrolidinylcarbonyl) amino] propyl] amino] -2 -pyrimidinyl] amino] phenyl] - 
(9CI) (CA INDEX NAME) 




RN 702677-44-9 HCAPLUS 

CN 3-Piperidinecarboxamide, N- [3- [ [5-bromo-2- [ [3- [ (1- 

pyrrolidinylcarbonyl) amino] phenyl] amino] -4 -pyrimidinyl] amino] propyl] - 
(9CI) (CA INDEX NAME) 




RN 702677-45-0 HCAPLUS 

CN 2-Piperidinecarboxamide, N- [3- [ [5-bromo-2- [ [3- [ (1- 

pyrrolidinylcarbonyl) amino] phenyl] amino] -4 -pyrimidinyl] amino] propyl] - 
(9CI) (CA INDEX NAME) 
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RN 702677-46-1 HCAPLUS 

CN Propanediamide, N- [3 - [ [2- [ [3 - [ [ (2S) -2 -amino- 1 -oxo-3 - 

phenylpropyl] amino] phenyl] amino] -5 -bromo-4 -pyrimidinyl] amino] propyl] -2,2- 
dimethyl- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 702677-47-2 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [4- [ [3- [ (2 -amino-2 -methyl -l- 

oxopropyl) amino] propyl] amino] -5 -bromo- 2 -pyrimidinyl] amino] phenyl] - (9CI) 
(CA INDEX NAME) 




0 NH2 



NH NH- ( CH 2 ) 3 - NH- C~ C - Me 

C^-0 Me 




RN 702677-48-3 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [3- [ [2 -methyl - 1 -oxo-2 - 
[ (trif luoroacetyl) amino] propyl] amino] propyl] amino] -2- 
pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 
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0 

0 NH— C-CF3 



NH NH- (CH2)3-NH-C~ C~ Me 

C=0 Me 




RN 702677-49-4 HCAPLUS 

CN Propanediamide, N- [3- [ [2- [ [3- [ [ (2S) -2-amino-3- (4 -hydroxyphenyl) -1- 

oxopropyl] amino] phenyl] amino] -5 -bromo-4 -pyrimidinyl] amino] propyl] -2,2- 
dimethyl- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



PAGE 1-A 




PAGE 1-B 




RN 702677-50-7 HCAPLUS 

CN Propanediamide, N- [3- [ [2- [ [3- [ [ (2R) -2- (acetylamino) -l-oxo-3- 

phenylpropyl] amino] phenyl] amino] -5 -bromo-4 -pyrimidinyl] amino] propyl] -2,2- 
dimethyl- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 702677-51-8 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [4- [ [3- [ [ [1- (acetylamino) cyclopentyl] carbo 
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nyl] amino] propyl] amino] - 5 -bromo- 2 -pyrimidinyl] amino] phenyl] - (9CI) (CA 
INDEX NAME) 



AcNH 0 

o- 



Br 



C -NH- (CH2) 3 — NH- 



N 



N 



NH 




RN 702677-52-9 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [4- [ [3- [ [2- (acetylamino) -4 - (methyl thio) -1- 
oxobutyl] amino] propyl] amino] -5-bromo-2 -pyrimidinyl] amino] phenyl] - (9CI) 
(CA INDEX NAME) 




NH 

C=~ 0 



Br 



O NHAc 



NH ( CH 2 ) 3 ~ NH— C- CH- CH 2 " CH 2 SMe 



N 



RN 702677-53-0 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [4- [ [3- [ [2- (acetylamino) -3 -mercapto-3 - 

methyl -1-oxobutyl] amino] propyl] amino] -5 -bromo -2 -pyrimidinyl] amino] phenyl] 
(9CI) (CA INDEX NAME) 




NH" (CH 2 )3~NH-C- CH — ~ C~ Me 
C— 0 SH 




RN 702677-56-3 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [4- [ [3- [ [ (2R) -2 -amino-3 - (methylthio) -1- 
oxopropyl] amino] propyl] amino] -5-bromo-2 -pyrimidinyl] amino] phenyl] - (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 
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NH 2 




RN 702677-57-4 HCAPLUS 

CN l-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [3 - [ [ (2S) -2- (formylammo) -4- 
(methylthio) -1-oxobutyl] amino] propyl ] amino] -2 -pyrimidinyl] amino] phenyl] - 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 702677-58-5 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [4- [ [3- [ [2- (acetylamino) -4-methyl-l- 

oxopentyl] amino] propyl] amino] - 5 -bromo- 2 -pyrimidinyl] amino] phenyl] - (9CI) 
(CA INDEX NAME) 




RN 702677-59-6 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [4- [ [3- [ [2- (acetylamino) -l-oxo-3- 

phenylpropyl] amino] propyl] amino] -5 -bromo-2 -pyrimidinyl] amino] phenyl] - 
(9CI) (CA INDEX NAME) 
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O NHAc 



NH NH- ( CH 2 ) 3 - NH ~ C~ CH- CH 2 " Ph 

C— O 




RN 702677-60-9 HCAPLUS 

CN 1- Pyrrol idinecarboxamide, N- [3- [ [4- [ [3- [ [ (2S, 3S) -2- (acetylamino) -3 -methyl - 
1-oxopentyl] amino] propyl] amino] -5-bromo-2-pyrimidinyl] amino] phenyl] - (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 



NHAc 




RN 702677-63-2 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [3- [ (2 , 2 -dimethyl -1- 

oxopropyl) amino] propyl] amino] -2 -pyrimidinyl] amino] phenyl] - (9CI) (CA 
INDEX NAME) 




RN 702677-64-3 HCAPLUS 

CN Propanediamide, N- [3- [ [5-f luoro-2- [ [3- [ ( 1 -pyrrolidinylcarbonyl ) amino] pheny 
1] amino] -4 -pyrimidinyl] amino] propyl] -2 , 2 -dimethyl - (9CI) (CA INDEX NAME) 
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NH NH— ( CH2 ) 3 - NH " " c ~ ^ c ^ NH 2 

C= 0 Me 




RN 702677-65-4 HCAPLUS , 
CN Propanediamide, N- [3 - [ [5-bromo-2- [ [3- [ (1-pyrrolidinylcarbonyl) amino] phe: 
] amino] -4 -pyrimidinyl] amino] propyl] - (9CI) (CA INDEX NAME) 




NH 



Br 



NH- ( CH 2 ) 3 " - NH" C— CH 2 " 



NH 2 



RN 702677-66-5 HCAPLUS 
CN Butanoic acid, 4 - [ [5 -bromo-2 - [ [3 • 
no] -4 -pyrimidinyl] amino] - (9CI) 



[ (l-pyrrolidinylcarbonyl) amino] phenyl] ami 
(CA INDEX NAME) 




Br 

NH- (CH2) 3~C0 2 H 



RN 
CN 



702677-67-6 HCAPLUS 

Propanoic acid, 3- [ [3- [ [5-bromo-2- [ [3- [( 1 -pyrrol idinylcarbonyl) ammo] pheny 
1] amino] -4 -pyrimidinyl] amino] propyl] amino] -2 , 2 -dimethyl-3 -oxo- (9CI) (CA 
INDEX NAME) 
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O Me 



NH- ( CH2 ) 3 " NH- C~ C~ C0 2 H 
C^O Me 




RN 702677-68-7 HCAPLUS 

CN Propanediamide, N- [3- [ [5-bromo-2- [ [3- [ ( 1 -pyrrol idinylcarbonyl ) amino] phenyl 
] amino] -4 -pyrimidinyl ] amino] propyl] -N 1 , 2 , 2 -trimethyl- (9CI) (CA INDEX 
NAME) 




RN 702677-69-8 HCAPLUS 

CN Propanediamide, N ' - [3- [ [5-bromo-2- [ [3- [ ( 1 -pyrrolidinylcarbonyl) amino]pheny 
1] ammo] -4 -pyrimidinyl] amino] propyl] -N, N, 2 , 2 - tetramethyl - (9CI) (CA INDEX 
NAME) 




RN 702677-70-1 HCAPLUS 

CN Propanediamide, N- [3- [ [5-bromo-2- [ [3- [ ( l -pyrrolidinylcarbonyl) amino] phenyl 
] ammo] -4 -pyrimidinyl] amino] propyl ] -N, 2, 2 -trimethyl- (9CI) (CA INDEX 
NAME) 
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Me O Me 0 



NH NH- ( CH2 ) 3 ~ N- C- C — C~ NH2 

O Me 




RN 702677-92-7 HCAPLUS 

CN l-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- (2 -propynyl amino) -2- 
pyrimidinyl] amino] phenyl ] - (9CI) (CA INDEX NAME) 




RN 702677-93-8 HCAPLUS 

CN l-Pyrrolidinecarboxamide, N- [3 - [ [5 -bromo-4 - [ (2 -phenylethyl ) ammo] -2- 
pyrimidinyl] amino] phenyl ] - (9CI) (CA INDEX NAME) 




RN 702677-94-9 HCAPLUS 

CN Glycine, N- [5-bromo-2- [ [3- [ (1-pyrrolidinylcarbonyl ) amino] phenyl] ammo] -4- 
pyrimidinyl] -, methyl ester (9CI) (CA INDEX NAME) 
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RN 702677-95-0 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [3- (4-methyl-l- 

piperazinyl) propyl] amino] -2 -pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX 
NAME) 




RN 702677-96-1 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [3- 

(dimethylamino) propyl] amino] -2 -pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX 
NAME) 




RN 702677-97-2 HCAPLUS 

CN 1 -Pyrrol idinecarboxamide , N- [3- [ [5-bromo-4- [ [3- (4- 

morpholinyl) propyl] amino] -2 -pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX 
NAME) 
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NH- (CH 2 ) 3 



Br 



RN 
CN 



702677-98-3 HCAPLUS , 

1- Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [2 - (1-pipendinyl ) ethyl] amino J 

2 - pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 




N CH 2 " CH 2 ~NH 




RN 
CN 



7 02 677-99-4 HCAPLUS 

1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [2- (1- 
pyrrolidinyl) ethyl] amino] -2 -pyrimidinyl] amino] phenyl] - 
NAME) 



(9CI) (CA INDEX 




RN 702678-00-0 HCAPLUS • , ^ 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ (2 -methoxyethyl) ammo] -2- 
pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 
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RN 702678-01-1 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [4- [ [2- (acetylamino) ethyl ] amino] -5-bromo-2- 
pyrimidmyl] amino] phenyl] - (9CI) (CA INDEX NAME) 




j NH- CH 2 ~ CH 2 " NHAc 

C— =0 




RN 702678-02-2 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3 - [ [4- [ [2 - [bis (2- 

hydroxyethyl) amino] ethyl] amino] -5 -bromo-2 -pyrimidinyl] amino] phenyl] - (9CI) 
(CA INDEX NAME) 




CH 2 -CH 2 -OH 



|* NH- CH 2 - CH 2 - N- CH 2 - CH 2 - OH 

C-^0 




RN 702678-03-3 HCAPLUS 

CN Alanine, N- [5-bromo-2- [ [3- [ ( 1 -pyrrolidinylcarbonyl) amino] phenyl] amino] -4- 
pyrimidinyl] - , methyl ester (9CI) (CA INDEX NAME) 
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CN i-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [ (1R) -2 -hydroxy- 1- (lH-indol-3 - 
ylmethyl) ethyl] amino] -2 -pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 702678-05-5 HCAPLUS , 
CN l-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ ( 1-phenylpropyl) ammo] -2- 
pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 




NH NH — CH~ Et 




NH— CH" Et 
Ph 



RN 702678-06-6 HCAPLUS , 
CN l-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [2- (5 -hydroxy- IH-mdol -3 - 
yl) ethyl] amino] -2 -pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 




RN 702678-07-7 HCAPLUS 

CN 1 - Pyrrol idinecarboxamide, N- [3- [ [5-bromo-4- [ [2- (4- 

hydroxyphenyl) ethyl] amino] -2 -pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX 
NAME) 
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RN 702678-08-8 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ (2 -methoxy-l- 
methylethyl) amino] -2 -pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 




Br 



NH NH— CH~ CH 2 - OMe 

C-=0 Me 

O 

RN 702678-09-9 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [2 -hydroxy-2 - (3- 

hydroxyphenyl) ethyl] amino] -2 -pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX 
NAME) 




RN 702678-10-2 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [3- (1- 

pyrrolidinyl) propyl] amino] -2 -pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX 
NAME) 




RN 702678-12-4 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ ( 1 -methyl -3 - 

phenylpropyl) amino] -2 -pyrimidinyl] amino] phenyl ] - (9CI) (CA INDEX NAME) 
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NH NH — CH~ CH 2 CH2 ~ Ph 

C " • O Me 




RN 702678-13-5 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ ( 3 -phenylpropyl) ammo] -2- 
pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 




NH NH- (CH 2 ) 3"Ph 

C=0 




RN 7 02678-14-6 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5 -bromo-4 - [ (phenylmethyl) amino] -2- 
pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 




NH NH~ CH2 — Ph 

C=-^0 




RN 7 02678-15-7 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ (cyanomethyl) amino] -2- 
pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 
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RN 702678-16-8 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [ (4 -methylphenyl ) methyl] amino] - 
2 -pyrimidinyl] amino] phenyl ] - (9CI) (CA INDEX NAME) 




RN 7 02678-17-9 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ (2 , 3 -dihydroxypropyl ) amino] -2- 
pyrimidinyl] amino] phenyl] - (9CI) (CA "INDEX NAME) 




OH 



NH - CH 2 ~CH-CH 2 - OH 



N 



RN 702678-18-0 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ (2 -f uranylmethyl) amino] -2- 



pyrimidinyl] amino] phenyl ] - (9CI) (CA INDEX NAME) 



Br 



CH 2 ~NH- 



x N 



N 



NH- 



- NH- C- 



N 



RN 702678-19-1 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [[5-bromo-4- [ (2 -phenylpropyl) amino] -2- 
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NH NH-CH2— CH— Me 

C" • O Ph 




RN 702678-21-5 HCAPLUS 

CN 1 - Pyrrol idinecarboxamide , N- [3- [ [5-bromo-4- [ [ ( tetrahydro-2 - 

furanyl) methyl] amino] -2 -pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 




RN 702678-22-6 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [4- (1-azetidinyl) -5-bromo-2- 
pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 




RN 702678-23-7 HCAPLUS 

CN l-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [2- ( 6 -methoxy-lH-indol -3 - 
yl) ethyl] amino] -2 -pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 
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RN 702678-24-8 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [ (3 -methylphenyl) methyl] amino] - 
2 -pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 




RN 702678-25-9 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ ( 1 , 2 -diphenylethyl ) amino] -2- 
pyrimidinyl] amino] phenyl ] - (9CI) (CA INDEX NAME) 




C~=0 Ph 




RN 702678-26-0 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [3- (2 -methyl -1- 

piperidinyl) propyl] amino] -2 -pyrimidinyl] amino] phenyl ] - (9CI) (CA INDEX 
NAME) 




RN 702678-27-1 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ (2 -pyridinylmethyl) amino] -2- 
pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 




RN 7 02678-67-9 HCAPLUS 

CN Benzenepropanamide, a-amino-N- [3- [ [5-bromo-4- (2 -propynyl amino) -2- 
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Absolute stereochemistry. 



10/22/2004 




NH 2 



RN 702678-68-0 HCAPLUS 

CN Benzenepropanamide, a-amino-N- [3- [ [5-bromo-4- [ (2 -phenylethyl) ammo] - 
2 -pyrimidinyl] amino] phenyl] -, (aR) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry . 




NH 2 



RN 702678-69-1 HCAPLUS , , 

Glycine, N- [2 - [ [3 - [ [ (2R) -2 -amino-l-oxo-3 -phenylpropyl] ammo] phenyl J ammo J 
5-bromo-4-pyrimidinyl] -, methyl ester (9CI) (CA INDEX NAME) 



CN 



Absolute stereochemistry. 




0 NH 2 



RN 702678-70-4 HCAPLUS 

CN Benzenepropanamide, a-amino-N- [3- [ [5-bromo-4- [ [3- (4 -methyl -1- 

piperazinyl) propyl] amino] -2 -pyrimidinyl] amino] phenyl] -, (aR) - (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 
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RN 702678-71-5 HCAPLUS 

CN Benzenepropanamide, cx-amino-N- [3- [ [5-bromo-4- [ [3- 

(dimethylamino) propyl] amino] -2 -pyrimidinyl] amino] phenyl] -, (otR) - 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




NH 2 

RN 702678-72-6 HCAPLUS 

CN Benzenepropanamide, a-amino-N- [3- [ [5-bromo -4- [ [2- (1- 

piperidinyl) ethyl] amino] -2 -pyrimidinyl] amino] phenyl] -, (ccR) - (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 




NH 2 



RN 702678-73-7 HCAPLUS 

CN Benzenepropanamide, a-amino-N- [3- [ [5-bromo-4- [ [2- (1- 

pyrrolidinyl) ethyl] amino] -2 -pyrimidinyl] amino] phenyl] -, (aR) - (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 
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RN 7 02678-74-8 HCAPLUS 

CN Benzenepropanamide, a-amino-N- [3- [ [5-bromo-4- [ (2 -methoxyethyl ) ammo] - 
2 -pyrimidinyl] amino] phenyl] (aR) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 702678-75-9 HCAPLUS 

CN Benzenepropanamide, N- [3- [ [4- [ [2 - (acetylamino) ethyl] amino] -5-bromo-2- 
pyrimidinyl] amino] phenyl] -a-amino-, (aR) - (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 



AcNH 




NH 2 



RN 702678-76-0 HCAPLUS 

CN Benzenepropanamide, a-amino-N- [3- [ [5-bromo-4- [ [2- (2- 

hydroxyethoxy) ethyl] amino] -2 -pyrimidinyl] amino] phenyl] 
(CA INDEX NAME) 



(aR) - (9CI) 



Absolute stereochemistry. 




RN 702678-77-1 HCAPLUS 

CN Benzenepropanamide, a-amino-N- [3- [ [5-bromo-4- [ [2- (lH-indol-3- 

yl) ethyl] amino] -2 -pyrimidinyl] amino] phenyl] (aR) - (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry . 
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Br 



RN 702678-78-2 HCAPLUS 

CN Benzenepropanamide, a-amino-N- [3- [ [4- [ [2- [bis (2- 

hydroxyethyl) amino] ethyl] amino] -5-bromo-2 -pyrimidinyl] amino] phenyl] - , 
(<xR) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




NH 2 



RN 702678-79-3 HCAPLUS 

CN Benzenepropanamide, a-amino-N- [3- [ [5-bromo-4- [[(3,4- 

dimethylphenyl) methyl] amino] -2 -pyrimidinyl] amino] phenyl] -, (aR) - 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




Me 



Me 



RN 702678-80-6 HCAPLUS 

CN Alanine, N- [2- [ [3- [ [ (2R) -2 -amino- 1 -oxo-3 -phenylpropyl] amino] phenyl] amino] - 
5 -bromo-4 -pyrimidinyl] -, methyl ester (9CI) (CA INDEX NAME) 
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Absolute stereochemistry. 




702678-81-7 HCAPLUS 

Benzenepropanamide, a-amino-N- [3- [ [5-bromo-4- [ [ (1R) -2 -hydroxy-1- (1H- 
indol-3-ylmethyl) ethyl] amino] -2 -pyrimidinyl] amino] phenyl] (aR) - 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 702678-82-8 HCAPLUS 

CN Benzenepropanamide, a-amino-N- [3- [ [5-bromo-4- [ (1-phenylpropyl) ammo] - 
2 -pyrimidinyl] amino] phenyl] (aR) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry . 




NH 2 



RN 702678-83-9 HCAPLUS 

CN L-Tyrosine, N- [2- [ [3- [ [ (2R) -2 -amino-l-oxo-3 -phenylpropyl] ammo] phenyl] ami 
o] -5 -bromo-4 -pyrimidinyl] -3 -hydroxy-, methyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 702678-84-0 HCAPLUS 

CN Benzenepropanamide, a-amino-N- [3- [ [5-bromo-4- [ [2- (3- 

hydroxyphenyl) ethyl] amino] -2 -pyrimidinyl] amino] phenyl] -, (aR) - (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 




NH 2 



RN 702678-85-1 HCAPLUS 

CN Benzenepropanamide, a-amino-N- [3- [ [5-bromo-4- [ [ (4 -hydroxy-3 - 

methoxyphenyl) methyl] amino] -2 -pyrimidinyl] amino] phenyl] (aR) - 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




OMe 



RN 702678-86-2 HCAPLUS 

CN Benzenepropanamide, a-amino-N- [3- [ [5-bromo-4- [ [ (2,4- 

dimethoxyphenyl) methyl] amino] -2 -pyrimidinyl] amino] phenyl] (aR) - 
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(9CI) (CA INDEX NAME) 
Absolute stereochemistry. 




OMe 



RN 702678-87-3 HCAPLUS 

CN Benzenepropanamide, a-amino-N- [3- [ [5-bromo-4- [ [2- ( 5 -hydroxy- lH-indol- 
3 -yl) ethyl] amino] -2 -pyrimidinyl] amino] phenyl] (ocR) - (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry . 




RN 702678-88-4 HCAPLUS 

CN Benzenepropanamide, a-amino-N- [3- [ [5-bromo-4- [ [2- (4- 

hydroxypheny 1 ) ethyl] amino] -2 -pyrimidinyl] amino] phenyl] (aR) - (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 




NH 2 

RN 702 678-89-5 HCAPLUS 
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CN Benzenepropanamide, a-amino-N- [3- [ [5-bromo-4- t (2 -methoxy- 1 - 

methylethyl) amino] -2 pyrimidinyl] amino] phenyl] - , (cxR) - (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 




RN 702678-90-8 HCAPLUS 

CN Benzenepropanamide, a-amino-N- [3- [ [5-bromo-4- [ [2 -hydroxy-2 - (3- 

hydroxyphenyl) ethyl] amino] -2 -pyrimidinyl] amino] phenyl] ~, (aR) - (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 




Br 



RN 702678-91-9 HCAPLUS 

CN Benzenepropanamide, a-amino-N- [3- [ [5-bromo-4- [ (2 -cyanoethyl ) amino] -2- 
pyrimidinyl] amino] phenyl] - , (aR) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




NH 2 



RN 702678-92-0 HCAPLUS 

CN Benzenepropanamide, a-amino-N- [3- [ [5 -bromo-4 - [ (3 -phenylpropyl) amino] - 
2 -pyrimidinyl] amino] phenyl] -, (aR) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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NH 2 



RN 702678-93-1 HCAPLUS 

CN Benzenepropanamide, a-amino-N- [3- [ [5-bromo-4- [ (phenylmethyl) amino] -2- 
pyrimidinyl] amino] phenyl] -, (ctR) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




NH 2 

RN 702678-94-2 HCAPLUS 

CN Benzenepropanamide, a-amino-N- [3- [ [5-bromo-4- [ [ (4- 

me thy lphenyl) methyl] amino] -2 -pyrimidinyl] amino] phenyl] -, (ccR) - (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry . 




Me 



RN 702678-95-3 HCAPLUS 

CN Benzenepropanamide, a-amino-N- [3 - [ [5-bromo-4- [(2,3- 

dihydroxypropyl) amino] -2 -pyrimidinyl] amino] phenyl] -, (ctR) - (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 




RN 702678-96-4 HCAPLUS 

CN Benzenepropanamide, a-amino-N- [3- [ [5-bromo-4- [ (2- 
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furanylmethyl) amino] - 2 -pyrimidinyl] amino] phenyl] -, (aR) - (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 




RN 702678-98-6 HCAPLUS 

CN Benzenepropanamide, a-amino-N- [3- [ [5-bromo-4- [ [ ( tetrahydro-2 - 

furanyl) methyl] amino] -2 -pyrimidinyl] amino] phenyl ] -, (aR) - (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 




RN 702678-99-7 HCAPLUS 

CN Benzenepropanamide, a-amino-N- [3- [ [5-bromo-4- [ [2- ( 1H- indol -3 -yl ) -1- 
methylethyl] amino] -2 -pyrimidinyl] amino] phenyl] - , (aR) - (9CI) (CA 
INDEX NAME) 



Absolute stereochemistry. 
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RN 702679-00-3 HCAPLUS 

CN Benzenepropanamide , a-amino-N- [3 - [ [5 -bromo-4 - [ [ (3 - 

methylphenyl) methyl] amino] -2 -pyrimidinyl] amino] phenyl] -, (ccR) - (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 




RN 702679-01-4 HCAPLUS 

CN Benzenepropanamide, a-amino-N- [3- [ [5-bromo-4- ( 1-piperidinyl) -2- 
pyrimidinyl] amino] phenyl] -, (aR) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 702679-02-5 HCAPLUS 

CN Benzenepropanamide, a-amino-N- [3- [ [5-bromo-4- [ [2- (2- 

pyridinyl) ethyl] amino] -2 -pyrimidinyl] amino] phenyl] -, (aR) - (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry . 
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NH 2 



RN 702679-03-6 HCAPLUS 

CN Benzenepropanamide, a-amino-N- [3- [ [5-bromo-4- [ (3- 

hydroxypropyl) amino] -2 -pyrimidinyl ] amino] phenyl ] -, (ctR) - (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 

Br /\ 




NH 2 



RN 7 02679-04-7 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3 - [ [5-bromo-4- [ [3 - [ [ (2,4- 
dichlorophenyl) acetyl] amino] propyl] amino] -2 -pyrimidinyl] amino] phenyl] - 
(9CI) (CA INDEX NAME) 



PAGE 1-A 




RN 702679-05-8 HCAPLUS 

CN 1 - Pyrrol idinecarboxamide , N- [3- [ [5-bromo-4- [ [3- [ [ (4- 

bromophenyl) acetyl] amino] propyl] amino] -2 -pyrimidinyl] amino] phenyl] - (9CI) 
(CA INDEX NAME) 
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Br 



CH2--C-NH— (CH2)3"NH- 




PAGE 1-B 



-O 

RN 702679-06-9 HCAPLUS 

CN l-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [3- [ [ (4- 

methylphenyl) acetyl] amino] propyl] amino] -2 -pyrimidinyl] amino] phenyl] - (9CI) 
(CA INDEX NAME) 




CH 2 - C- NH- ( CH2 ) 3 - NH ~ 




PAGE 1-B 



RN 
CN 



702679-07-0 HCAPLUS 

1- Pyrrol idinecarboxamide, N- [3 - [ [5-bromo-4- [ [3- [ [ (2,4- 
dif luorophenyl) acetyl] amino] propyl] amino] -2 -pyrimidinyl] amino] phenyl] 
(9CI) (CA INDEX NAME) 



PAGE 1-A 



Br. 



CH2~ C- NH— ( CH2 ) 3 " NH ' 
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PAGE 1-B 




RN 702679-08-1 HCAPLUS 

CN 1 - Pyrrol idinecarboxamide, N- [3- [ [5-bromo-4- [ [3- [ [ [2 , 3 -dichloro-4 - (2- 
methylene-l-oxobutyl)phenoxy] acetyl] amino] propyl] amino] -2- 
pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 



PAGE 1-A 

H 2£ 0 rn 




PAGE 1-B 




RN 702679-09-2 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [3- [ [ (3R) -l-oxo-3- 

phenylbutyl] amino] propyl] amino] - 2 -pyrimidinyl] amino] phenyl] - (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 



H H H H 




RN 702679-10-5 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3 - [ [5-bromo-4- [ [3- [ (3- 

bromobenzoyl) amino] propyl] amino] -2 -pyrimidinyl ] amino] phenyl] - (9CI) (CA 
INDEX NAME) 
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RN 7 02679-12-7 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [2- (4 -methyl -5 - 

thiazolyl) ethoxy] -2 -pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 




RN 702 679-48-9 HCAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [3- [ [5-bromo-4- [ [3- [ [3- (2 , 3 -dichlorophenyl) -1- 
oxobutyl] amino] propyl] amino] -2 -pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX 
NAME) 



PAGE 1-A 




PAGE 1-B 




IT 702679-31-0P 702679-32-1P 702679-38-7P 

RL: RCT (Reactant) ; SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of Chk-, pdk- and akt- inhibitory pyrimidines) 
RN 702679-31-0 HCAPLUS 

CN Benzoic acid, 3 - [ [5-bromo-4- (2 -propynyloxy) -2 -pyrimidinyl] amino] -5- [ [ (2R) - 
2- [ [ (1, 1-dimethylethoxy) carbonyl] amino] -l-oxo-3 -phenylpropyl] amino] - (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 
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CH 



C0 2 H 



RN 702679-32-1 HCAPLUS 

CN Carbamic acid, [ ( 1R) -2 - [ [3 - [ [5 -bromo-4 - ( 2 -propynyloxy) -2 - 

pyrimidinyl] amino] -5- [( 1 -pyrrol idinylcarbonyl ) amino] phenyl] amino] -2-oxo-l- 
(phenylmethyl) ethyl] -, 1 , 1 -dimethylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




N,\ >\ 
^ "Br 



RN 702679-38-7 HCAPLUS 

CN p-Alanine, N- [5-bromo-2- [ [3- [ ( 1 -pyrrol idinylcarbonyl) amino] phenyl] ami 
no] -4 -pyrimidinyl] - (9CI) (CA INDEX NAME) 
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TITLE: 
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PATENT ASSIGNEE (S) : 
SOURCE : 

DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



2004 :453191 HCAPLUS 
141:23546 

Preparation of 2 , 4 -bis (phenyl amino) pyrimidine 
derivatives for treating hyperprolif erat ive disorders 
Wood, Jill E.; Bierer, Donald; Bear, Brian; Brennan, 
Catherine; Chandler, Brent; Chen, Gang; Chen, Yuanwei; 
Dixon, Julie; Fu, Wenlang; Guernon, Leatte; Liu, 
Donglei; McClure, Andrea; Miranda, Karl; Nagarathnam, 
Dhanapalan; Sibley, Robert; Turner, Michael; Verma, 
Sharad; Wang, Chunguang; Yi , Lin; Zhao, Jin; Zhu, 
Qingming 

Bayer Pharmaceuticals Corporation, USA 

PCT Int. Appl., 159 pp. 

CODEN: PIXXD2 

Patent 

English 

2 



PATENT 


NO. 






KIND 


DATE 




APPLICATION 


NO. 




DATE 




WO 


2004046118 




A2 




20040603 


WO 2003- 


US14294 




20030506 


WO 


2004046118 




A3 




20040812 




















W: 
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CH, 
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TR, 
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US 2002- 


378329P 




P 20020506 


OTHER SOURCE (S) : 






MAR PAT 


141 : 


23546 
















AB Title 


compds . I 


[P 


= 0- 


2; X = alkyl, 


CF3, halo; 


Rl 


= H, 


OH, 


halo, etc . ; R2 



= H, S(0)2NH2, halo, etc.; R3 = H, alkyl, halo, etc.; R4 = H, halo, 
ethynyl, etc.; R5-6 = H, halo, CF3 ; R7 = H, halo, alkoxy; R8 = H, alkyl, 
alkoxy, halo; R9 = H, alkoxy] are prepared For instance, 4 - f luoroaniline is 
alkylated with 5 -bromo-2 , 4 -dichloropyrimidine (THF, H20, NaOAc) ; this 
intermediate is treated with 3 - ( 1-methyl- lH-pyrazol -3 -yl) benzeneamine 
(t-BuOH, HC1) to give II. Compds. of the invention inhibit cell 
proliferation (no data) . 
IT 6 98347 -9 1-0P, 5 -Bromo-2- [ [3- ( ( (R) -2 , 2 -dimethyl - [1 , 3 ] dioxolan-4 - 
yDmethoxy) phenyl] amino] -4- [ (4 -fluorophenyl) amino] pyrimidine 
RL: PAC (Pharmacological activity); RCT (Reactant) ; SPN (Synthetic 
preparation) ; THU (Therapeutic use) ; BIOL (Biological study) ; PREP 
(Preparation); RACT (Reactant or reagent); USES (Uses) 

(preparation of 2 , 4 -bis (phenylamino) pyrimidine derivs . for treating 
hyperprolif erative disorders) 
RN 698347-91-0 HCAPLUS 

CN 2,4-Pyrimidinediamine, 5-bromo-N2- [3- [ [ (4R) -2 , 2 -dimethyl -1 , 3 -dioxolan-4 - 
yl] methoxy] phenyl] -N4- (4 -fluorophenyl) - (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 
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IT 698996-42-8P, N- [5-Bromo-4- [ (4 - f luorophenyl ) amino] - 2 -pyrimidinyl] - 
N- [3- [2- (IH-imidazol-l-yl) ethoxy] -4 -methoxyphenyl ] amine 
698996-47-3P, N- [5-Bromo-4- [ (4 -f luorophenyl ) amino] -2 -pyrimidinyl ] - 
N- [4-methoxy-3- [2- ( 1 -pyrrolidinyl ) ethoxy] phenyl ] amine 698996-52-0P 
, N- [5-Bromo-4- [ (4 - f luorophenyl ) amino] -2 -pyrimidinyl ] -N- [4 -methoxy-3 - [2- (4- 
morpholinyl) ethoxy] phenyl] amine 6 98997 -21-6P , 

N- [5-Bromo-4- [ (4 - f luorophenyl ) amino] -2 -pyrimidinyl] -N- [4 -methoxy-3 - [ [2- (4- 
morpholinyl) ethoxy] methyl ] phenyl] amine 698997 -54-5P, 

N- [5-Bromo-4- [ ( 3 - f luorophenyl ) amino] -2 -pyrimidinyl] -N- [3- [2- (lH-imidazol-1- 
yl) ethoxy] -4 -methoxyphenyl ] amine 698997-55- 6P, 

N- [5-Bromo-2- [ [3- [2- ( 1H- imidazol - 1 -yl ) ethoxy] -4 -methoxyphenyl] amino] -4- 
pyrimidinyl] -N- (4 -methoxyphenyl ) amine 698997-77-2P, 

5-Bromo-2- [ [4 -methoxy-3 - [2- (4 -morpholinyl ) ethoxy] phenyl ] amino] -4- [ (4- 
methoxyphenyl) amino] pyrimidine trif luoroacetate 698998 -40-2P, 
5-Bromo-2- [ [4 -methoxy- 3 - [2- (4 -morpholinyl ) ethoxy] phenyl] amino] -4- [ [3- (1H- 
pyrazol - 3 -yl ) phenyl] amino] pyrimidine trif luoroacetate 698998-42- 4P 
, 5-Bromo-4- [ (3 -ethynyl phenyl) amino] -2- [ [4 -methoxy-3 - [2- (4- 
morpholinyl) ethoxy] phenyl] amino] pyrimidine trif luoroacetate 
6 989 98-44-6P, 5-Bromo-4- [ ( lH-indol-5 -yl) amino] -2- [ [4 -methoxy-3 - [2- 
(4 -morpholinyl) ethoxy] phenyl] amino] pyrimidine trif luoroacetate 
698998-46-8P, 1- [3- [ [5-Bromo-2- [ [4 -methoxy- 3 - [2- (4- 

morpholinyl) ethoxy] phenyl ] amino] -4 -pyrimidinyl] amino] phenyl] ethanone 
trif luoroacetate 698998 -48 -OP , 1- [4- [ [5-Bromo-2- [ [4 -methoxy-3 - [2- 
(4 -morpholinyl) ethoxy] phenyl] amino] -4 -pyrimidinyl] amino] phenyl] -1-butanone 
trif luoroacetate 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of 2 , 4 -bis (phenylamino) pyrimidine derivs . for treating 
hyperprolif erative disorders) 
RN 698996-42-8 HCAPLUS 

CN 2 , 4-Pyrimidinediamine, 5-bromo-N4- (4 -f luorophenyl ) -N2- [3- [2- ( lH-imidazol -1- 
yl) ethoxy] -4 -methoxyphenyl ] - (9CI) (CA INDEX NAME) 




RN 698996-47-3 HCAPLUS 

CN 2,4-Pyrimidinediamine, 5-bromo-N4- (4 -f luorophenyl) -N2- [4 -methoxy-3 - [2- (1- 
pyrrolidinyl) ethoxy] phenyl ] - (9CI) (CA INDEX NAME) 
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Br. 




OMe 



O- CH 2 " CH 2 — N^^/ 



RN 698996-52-0 HCAPLUS 

CN 2 , 4-Pyrimidinediamine, 5-bromo-N4- (4 - f luorophenyl ) -N2- [4-methoxy-3 - [2- (4- 
morpholinyl) ethoxy] phenyl] - (9CI) (CA INDEX NAME) 



N CH 2 ~ CH 2 ~ O 



MeO 




RN 698997-21-6 HCAPLUS 

CN 2 ,4-Pyrimidinediamine, 5-bromo-N4- (4 -f luorophenyl) -N2- [4 -methoxy-3 - [ [2- (4- 
morpholinyl) ethoxy] methyl] phenyl] - (9CI) (CA INDEX NAME) 



N — CH 2 -CH 2 -0- CH 2 
MeO 




- N x 



NH— 



N. 




NH- 
Br 




RN 698997-54-5 HCAPLUS 

CN 2 , 4-Pyrimidinediamine, 5-bromo-N4- ( 3 -f luorophenyl ) -N2- [3- [2- (lH-imidazol-1- 
yl) ethoxy] -4 -methoxyphenyl] - (9CI) (CA INDEX NAME) 




RN 6 98 997-55-6 HCAPLUS 

CN 2 ,4-Pyrimidinediamine, 5-bromo-N2- [3- [2- ( lH-imidazol-l-yl) ethoxy] -4- 
methoxyphenyl] -N4- (4 -methoxyphenyl) - (9CI) (CA INDEX NAME) 




RN 698997-77-2 HCAPLUS 
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CN 2 , 4-Pyrimidined.iamine, 5-bromo-N2- [4 -methoxy-3 - [2- (4- 

morpholinyl) ethoxy] phenyl] -N4- (4 -methoxyphenyl ) -, mono ( trif luoroacetate) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 698997-76-1 

CMF C24 H2 8 Br N5 04 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



F 

F- C C0 2 H 
F 



RN 698998-40-2 HCAPLUS 

CN 2 , 4-Pyrimidinediamine, 5-bromo-N2- [4 -methoxy-3 - [2- (4- 

morpholinyl) ethoxy] phenyl ] -N4- [3- ( lH-pyrazol-3 -yl ) phenyl ] - , 

mono (trif luoroacetate) (9CI) (CA INDEX NAME) 

CM 1 

CRN 698998-39-9 

CMF C26 H28 Br N7 03 




OMe 
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CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



F 

F— C -CO2H 
F 



RN 698998-42-4 HCAPLUS 

CN 2,4-Pyrimidinediamine, 5-bromo-N4- (3 -ethynylphenyl) -N2 - [4 -methoxy-3 - [2- (4- 
morpholinyl ) ethoxy] phenyl] -, mono ( trif luoroacetate) (9CI) (CA INDEX NAME) 

CM 1 

CRN 698998-41-3 

CMF C25 H26 Br N5 03 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



F 

F~ C- C0 2 H 
F 



RN 698998-44-6 HCAPLUS 

CN 2 ,4-Pyrimidinediamine, 5-bromo-N4 -lH-indol-5-yl-N2 - [4 -methoxy-3 - [2- (4- 

morpholinyl ) ethoxy] phenyl] mono (trif luoroacetate) (9CI) (CA INDEX NAME) 

CM 1 

CRN 698998-43-5 

CMF C25 H27 Br N6 03 
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CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



F 

F- C- CO2H 
F 

RN 698998-46-8 HCAPLUS 

CN Ethanone, 1- [3- [ [5-bromo-2- [ [4 -methoxy-3 - [2- (4- 

morpholinyl) ethoxy] phenyl] amino] -4 -pyrimidinyl] amino] phenyl] - , 
mono (trif luoroacetate) (9CI) (CA INDEX NAME) 

CM 1 

CRN 698998-45-7 

CMF C2 5 H2 8 Br N5 04 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



F 

F—C-CO2H 
F 

RN 698998-48-0 HCAPLUS 

CN 1-Butanone, 1- [4- [ [5-bromo-2- [ [4 -methoxy-3 - [2- (4- 

morpholinyl) ethoxy] phenyl] amino] -4 -pyrimidinyl] amino] phenyl] - , 
mono (trif luoroacetate) (9CI) (CA INDEX NAME) 
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CM 1 

CRN 698998-47-9 

CMF C2 7 H3 2 Br N5 04 



O 

II 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



F 

F— C- CO2H 
F 



L18 ANSWER 5 OF 67 HCAPLUS COPYRIGHT 2 0 04 ACS on STN 
ACCESSION NUMBER: 2004:433768 HCAPLUS 

DOCUMENT NUMBER: 141:7140 

TITLE: Preparation of amides, which contain pyridinyl, 

pyrimidinyl and pyrazinyl moieties, as potassium 
channel openers 

INVENTOR(S): Wu, Yong-Jin; Sun, Li-Qiang; Chen, Jie; He, Huan 

PATENT ASSIGNEE (S) : USA 

SOURCE: U.S. Pat. Appl . Publ . , 32 pp. 

CODEN: USXXCO 
DOCUMENT TYPE: Patent 
LANGUAGE: English 
FAMILY ACC. NUM. COUNT: 1 
PATENT INFORMATION: 

PATENT NO. KIND DATE APPLICATION NO. DATE 



US 


2004102449 




Al 




20040527 




US 2003- 


719538 




20031121 


wo 


2004047739 




A2 




20040610 




WO 2003- 


US37306 




20031121 


wo 


2004047739 




A3 




20040916 














W: AE , AG, 


AL, 


AM, 


AT, 


AU, AZ, 


BA, 


BB, BG, 


BR, BW, 


BY, 


BZ, CA, CH, 




CN, CO, 


CR, 


CU, 


cz, 


DE, DK, 


DM, 


DZ, EC, 


EE, EG, 


ES, 


FI, GB, GD, 




GE, GH, 


GM, 


HR, 


HU, 


ID, IL, 


IN, 


IS, JP, 


KE , KG , 


KP, 


KR, KZ, LC, 




LK, LR, 


LS, 


LT, 


LU, 


LV, MA, 


MD, 


MG, MK, 


MN, MW, 


MX, 


MZ, NI, NO, 




NZ, OM, 


PG, 


PH, 


PL, 


PT, RO, 


RU, 


SC, SD, 


SE, SG, 


SK, 


SL, SY, TJ, 




TM, TN, 


TR, 


TT, 


TZ, 


UA, UG, 


UZ, 


VC, VN, 


YU, ZA, 


ZM, 


ZW, AM, AZ, 




BY, KG, 


KZ, 


MD 
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RW: BW # GH, GM, KE, LS , MW, MZ , SD, SL, SZ, TZ, UG # ZM, ZW, AT, BE, 
BG, CH, CY, CZ, DE, DK, EE, ES , FI , FR, GB , GR, HU, IE, IT, LU, 
MC, NL, PT, RO, SE, SI, SK, TR, BF, BJ, CF, CG, CI, CM, GA, GN, 
GQ, GW, ML, MR, NE, SN, TD , TG 

PRIORITY APPLN. INFO.: US 2002-428352P P 20021122 

OTHER SOURCE (S): MARPAT 141:7140 

AB Amides, such as I [Rl = unsubs tituted- or substituted-Ph, pyridinyl, 

3-quinolinyl, cycloalkyl, thienyl, furanyl; R2 = CF3 , CH20H, alkyl; R3 , 
R4, R5, R6 = H, F; A = -CH:CH-, -(CH2)n-; B = pyridinyl, pyrimidinyl, 
pyrazinyl, benzyl; Z = O, CH2 , - (CH2 ) mN (R7) - ; R7 = H, alkyl; n = 0, 1, 2, 
3; m = 0, 1], were prepared for therapeutic use as openers or activators of 
KCNQ potassium channels and were claimed for use in the treatment of 
migraine or a migraine attack, bipolar disorders, epilepsy, acute and 
chronic pain and anxiety. Thus, amide II was prepared via an amidation 
reaction of cinnamic acid with (S )- 1 - [3 - (pyridin-2 -yloxy) phenyl] ethylamine 
using EDAC.HC1 and DMAP in CH2C12 . The prepared amides were assayed for K+ 
channel activity using a KCNO patch-clamp method. 

IT 694511-25-6P 694511-26-7P 694511-27-8P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(preparation of pyridinyl, pyrimidinyl and pyrazinyl amides for use in 
pharmaceutical compns . as potassium channel openers) 
RN 694511-25-6 HCAPLUS 

CN 2-Propenamide, 3- (2 -f luorophenyl ) -N- [ ( IS) -1- [3 - (2 - 

pyrimidinyloxy) phenyl] ethyl] -, (2E) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry as shown. 




RN 694511-26-7 HCAPLUS 

CN 2-Propenamide, 3- (2 , 3 -dif luorophenyl) -N- [ (IS) -1- [3- (2- 

pyrimidinyloxy) phenyl] ethyl] -, (2E) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry as shown. 




RN 694511-27-8 HCAPLUS 

CN 2-Propenamide, 3- (2, 6 -dif luorophenyl ) -N- [ ( IS) - 1- [3 - (2 - 

pyrimidinyloxy) phenyl] ethyl] -, (2E) - (9CI) (CA INDEX NAME) 
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Absolute stereochemistry. 
Double bond geometry as shown. 
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CORPORATE SOURCE: 
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PUBLISHER: 
DOCUMENT TYPE: 
LANGUAGE : 
AB 



IT 



RN 
CN 



HCAPLUS COPYRIGHT 2 0 04 ACS on STN 
20 04:236703 HCAPLUS 
140 :423636 

Solid-Phase Synthesis of 2 , 4 -Diaminopyrimidines via 
Lewis Acid-Mediated Aromatic Nucleophilic Substitution 
Arvanitis, Elena A. ; Chadha, Naresh; Pottorf, Richard 
S.; Player, Mark R. 

3 -Dimensional Pharmaceuticals Inc., Cranbury, NJ, 
08512, USA 

Journal of Combinatorial Chemistry (2004), 6(3), 
414-419 

CODEN: JCCHFF; ISSN: 1520-4766 
American Chemical Society 
Journal 
English 

Primary amines were immobilized on (4 -f ormyl -3 , 5 - 

dimethoxyphenoxy) methylpolystyrene resin via reductive amination. 
Attachment of two different 4 -chloro-2 -methylthiopyrimidines , followed by ^ 
sulfide oxidation, led to the sulfone intermediates. Aromatic nucleophilic 
substitution with various anilines or heteroarom. amines in the presence 
of trimethylaluminum afforded the desired 2 , 4 -diaminopyrimidines after 
acidic cleavage from the resin. The synthetic methodol . described herein 
was validated with the synthesis of a small 162 -member library. 

691402- 47-8P 691402-65-0P 691402-83-2P 

691403- 01-7P 691403-20-OP 691403 -38-0P 

691403- 65-3P 691403-92-6P 691404-19-OP 

691404- 42-9P 691404-68-9P 691404-91-8P 

691405- 12-6P 691405-30-8P 691405-50-2P 
691405-68-2P 691405-86-4P 691406-04-9P 
RL: CPN (Combinatorial preparation); CMBI 

(Preparation) 

(solid-phase combinatorial synthesis of 2 , 4 -diaminopyrimidines via 
Lewis acid-mediated aromatic nucleophilic substitution) 
691402-47-8 HCAPLUS 

2,4-Pyrimidinediamine, N2- [3- (phenylmethoxy) phenyl] -N4- (phenylmethyl) -, 
mono(trifluoroacetate) (9CI) (CA INDEX NAME) 



(Combinatorial study) ; PREP 



CM 



CRN 691402-46-7 
CMF C24 H22 N4 0 
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CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



F~ C~ C0 2 H 



RN 691402-65-0 HCAPLUS 

CN 2 , 4-Pyrimidinediamine, N2- [3- ( phenyl me thoxy) phenyl] -N4- [ ( tetrahydro-2 - 
furanyl) methyl] - , mono ( trif luoroacetate) (9CI) (CA INDEX NAME) 

CM 1 

CRN 691402-64-9 
CMF C2 2 H24 N4 02 



CH 2 - NH 




O™ CH2-Ph 



CM 2 



CRN 76-05-1 
CMF C2 H F3 02 



F 

! 

F- C- C0 2 H 
F 

RN 691402-83-2 HCAPLUS 

CN 2 , 4 -Pyrimidinediamine, N4- [ (4 -methylphenyl) methyl] -N2- [3- 

(phenylmethoxy) phenyl] - , mono (trif luoroacetate) (9CI) (CA INDEX NAME) 



CM 1 



CRN 691402-82-1 
CMF C25 H24 N4 0 
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CM 2 



CRN 76-05-1 
CMF C2 H F3 02 



F 

I 

F— C- CO2H 

I 

F 

RN 691403-01-7 HCAPLUS 

CN 2,4-Pyrimidinediamine, N4 - [3 - ( 1 -methylethoxy) propyl] -N2 - [3 - 

(phenylmethoxy) phenyl] mono ( trif luoroacetate) (9CI) (CA INDEX NAME) 



CM 1 



CRN 691403-00-6 
CMF C2 3 H2 8 N4 02 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



F 

I 

F~ C-.- C0 2 H 
F 



RN 6914 03-2 0-0 HCAPLUS 

CN 2 ,4-Pyrimidinediamine, N4- [2- (2 , 4 -dichlorophenyl) ethyl] -N2- [3- 

(phenylmethoxy) phenyl] - , mono (trif luoroacetate) (9CI) (CA INDEX NAME) 

CM 1 

CRN 691403-19-7 



Searched by Paul Schulwitz 571-272-2527 



Page 124 



CMF C2 5 H2 2 C12 N4 O 



Habte 10/824,005 



10/22/2004 



Ph~ CH2~Ck 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 

F 

F C-C0 2 H 
F 

RN 691403-3 8-0 HCAPLUS 

CN 2,4-Pyrimidinediamine, N4- [2- ( 3 , 4 -dimethoxyphenyl) ethyl] -N2- [3- 

(phenylmethoxy) phenyl] -, mono ( trif luoroacetate) (9CI) (CA INDEX NAME) 

CM 1 

CRN 691403-37-9 
CMF C2 7 H2 8 N4 03 




CM 2 

CRN 76-05-1 
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CMF C2 H F3 02 

F 

F- C- CO2H 
F 

RN 6914 03-65-3 HCAPLUS 

CN 2,4-Pyrimidinediamine, N4- [ (2 -met hoxyphenyl) methyl] -N2- [3- 

(phenylmethoxy) phenyl] mono ( trif luoroacetate) (9CI) (CA INDEX NAME) 

CM 1 

CRN 691403-64-2 
CMF C2 5 H24 N4 02 



Ph— CH 2 ~ O- 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 

. F 

F~ C- C0 2 H 
F 

RN 6 914 03-92-6 HCAPLUS 

CN 2 , 4-Pyrimidinediamine, N4- [ (4 -fluorophenyl) methyl] -N2- [3- 

(phenylmethoxy) phenyl] mono (trif luoroacetate) (9CI) (CA INDEX NAME) 

CM 1 

CRN 691403-91-5 
CMF C24 H21 F N4 0 



Searched by Paul Schulwitz 571-272-2527 



Page 126 



Habte 10/824,005 10/22/2004 




CM 2 

CRN 76-05-1 

CMF C2 H F3 02 

F 

I 

F— C CO2H 
F 

RN 691404-19-0 HCAPLUS 

CN 2 , 4-Pyrimidinediamine, N2- [3 - (phenylmethoxy) phenyl] -N4-propyl-, 
mono (trif luoroacetate) (9CI) (CA INDEX NAME) 

CM 1 

CRN 691404-18-9 
CMF C2 0 H22 N4 O 




NHPr-n 



CM 2 

CRN 76-05-1 
CMF C2 H F3 02 

F 

F— C- CO2H 
F 

RN 691404-42-9 HCAPLUS 

CN 5-Pyrimidinecarbonitrile, 2- [ [3- (phenylmethoxy) phenyl] amino] -4- 

[ (phenylmethyl) amino] - , mono (trif luoroacetate) (9CI) (CA INDEX NAME) 

CM 1 

CRN 691404-41-8 
CMF C2 5 H21 N5 O 
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CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



F 

F C- CO2H 
F 



RN 691404-68-9 HCAPLUS 

CN 5-Pyrimidinecarbonitrile, 2- [ [3- (phenylmethoxy) phenyl] amino] -4- 

[ [ (tetrahydro-2-furanyl) methyl] amino] -, mono ( trif luoroacetate) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 691404-67-8 
CMF C2 3 H2 3 N5 02 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



F 

F~ C -CO2H 
F 

RN 691404-91-8 HCAPLUS 

CN 5-Pyrimidinecarbonitrile, 4- [ [ (4 -methylphenyl ) methyl] amino] -2- [ [3- 

(phenylmethoxy) phenyl] amino] - , mono (trif luoroacetate) (9CI) (CA INDEX 
NAME) 
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CM 1 



CRN 691404-90-7 
CMF C2 6 H2 3 N5 O 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



F 

F- C- C0 2 H 
F 



RN 691405-12-6 HCAPLUS 

CN 5-Pyrimidinecarbonitrile, 4- [ [3- ( 1 -methylethoxy) propyl ] amino] -2- [ [3- 

(phenylmethoxy) phenyl] amino] - , mono { trif luoroacetate) (9CI) (CA INDEX 
NAME) 



CM 1 



CRN 691405-11-5 
CMF C24 H27 N5 02 




CM 2 



CRN 76-05-1 
CMF C2 H F3 02 
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F 

F-C-CO2H 
F 



RN 691405-30-8 HCAPLUS 

CN 5-Pyrimidinecarbonitrile, 4- [ [2- (2 , 4 -dichlorophenyl) ethyl] amino] -2- [ [3- 
(phenylmethoxy) phenyl] amino] mono (trif luoroacetate) (9CI) (CA INDEX 
NAME) 

CM 1 

CRN 691405-29-5 

CMF C26 H21 C12 N5 0 



Ph" CH 2 — 0. 




CN CI 



CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



F 

F- C- C0 2 H 
F 



RN 691405-50-2 HCAPLUS 

CN 5-Pyrimidinecarbonitrile, 4- [ [2- (3 , 4 -dimethoxyphenyl) ethyl] amino] -2- [ [3- 
(phenylmethoxy) phenyl] amino] - , mono (trif luoroacetate) (9CI) (CA INDEX 
NAME) 

CM 1 

CRN 691405-49-9 
CMF C28 H27 N5 03 
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CM 2 

CRN 76-05-1 
CMF C2 H F3 02 

F 

F- C- CO2H 
F 

RN 6914 05-6 8-2 HCAPLUS 

CN 5-Pyrimidinecarbonitrile, 4- [ [ (2 -met hoxyphenyl ) methyl] amino] -2- [ [3- 

(phenylmethoxy) phenyl] amino] -, mono (trif luoroacetate) (9CI) (CA INDEX 
NAME) 

CM 1 

CRN 691405-67-1 
CMF C2 6 H23 N5 02 



Ph~ CH2— 0. 




CM 2 
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CRN 76-05-1 
CMF C2 H F3 02 



F- C- CO2H 



RN 691405-86-4 HCAPLUS 

CN 5-Pyrimidinecarbonitrile, 4 - [ [ (4 -fluorophenyl) methyl] amino] -2- [ [3- 

(phenylmethoxy) phenyl] amino] -, mono (trif luoroacetate) (9CI) (CA INDEX 
NAME) 

CM 1 

CRN 691405-85-3 
CMF C2 5 H2 0 F N5 0 



Ph-CH 2 CL 




CN 



CM 2 

CRN 76-05-1 
CMF C2 H F3 02 

F 

F- C- C0 2 H 
F 

RN 6 914 06-04-9 HCAPLUS 

CN 5-Pyrimidinecarbonitrile, 2- [ [3- (phenylmethoxy) phenyl] amino] -4- 
(propylamino) -, mono (trif luoroacetate) (9CI) (CA INDEX NAME) 

CM 1 

CRN 691406-03-8 
CMF C21 H21 N5 O 
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CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



F 

F- C- CO2H 
F 



REFERENCE COUNT: 



22 THERE ARE 22 CITED REFERENCES AVAILABLE FOR THIS 
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PATENT ASSIGNEE (S) : 
SOURCE : 

DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



2004 : 142963 HCAPLUS 
140 : 199334 

Preparation of 2 , 4 -pyrimidinediamines as IgE and/or 
IgG receptor modulators for treatment of autoimmune 
diseases 

Singh, Rajinder; Argade, Ankush; Payan, 
Clough, Jeffrey; Keim, Holger; Sylvain, 
Hui; Bhamidipati, Somasekhar 
Rigel Pharmaceuticals, USA 
PCT Int. Appl. , 811 pp. 
CODEN: PIXXD2 
Patent 
English 
2 



Donald G . ; 
Catherine; Li, 



PATENT NO. 



KIND 



DATE 



APPLICATION NO. 



DATE 



WO 2004014382 Al 

W: AE, AG, AL, AM, 

CO, CR, CU, CZ, 

GM, HR, HU, ID, 

LS, LT, LU, LV, 

PG, PH, PL, PT, 

TR, TT, TZ, UA, 

KG, KZ, MD, RU 

RW: GH, GM, KE , LS , 

CH, CY, CZ, DE, 

NL, PT, RO, SE, 

GW, ML, MR, NE, 
PRIORITY APPLN. INFO. : 



20040219 WO 2003-US24087 

AT, AU, AZ, BA, BB , BG, BR, BY, 

DE, DK, DM, DZ, EC, EE, ES , FI, 

IL, IN, IS, JP, KE, KG, KP, KR, 

MA, MD, MG, MK, MN, MW, MX, MZ, 

RO, RU, SC, SD, SE, SG, SK, SL, 

UG, US, UZ, VC, VN, YU, ZA, ZM, 

MW, MZ, SD, SL, SZ, TZ , UG , ZM, 
DK, EE, ES, FI, FR, GB , GR, HU, 
SI, SK, TR, BF, BJ, CF, CG, CI, 
SN, TD, TG 

US 2002-399673P 
US 2003-443949P 



20030729 

BZ, CA, CH, CN, 

GB, GD, GE, GH, 

KZ, LC, LK, LR, 

NI, NO, NZ, OM, 

SY, TJ, TM, TN, 

ZW, AM, AZ, BY, 

ZW, AT, BE, BG, 
IE, IT, LU, MC, 
CM, GA, GN, GQ, 

P 20020729 
P 20030131 
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US 2003-452339P P 20030306 

US 2003-631029 A 20030729 

OTHER SOURCE (S) : MAR PAT 140:199334 

AB The present invention provides methods of treating or preventing 

autoimmune diseases with 2 , 4 -pyrimidinediamine compds . , as well as methods 
of treating, preventing or ameliorating symptoms associated with such 
diseases. Title compds. I [wherein LI and L2 = independently a bond or a 
linker; R2 = (un) substituted alkyl , (hetero) cycloalkyl , or (hetero) aryl ; 
R4 = H or R2; R5 = R6 or (un) substituted alkyl, alkenyl, or alkynyl; R6 = 
independently H, an electroneg. group, protected ale. or thiol, 
haloalkyl (oxy) , halo, CN, NC, OCN, SCN, NO, N02 , N3 , or (un) substituted 
amino, sulf amoyl (oxy) , acyl, carboxy, carbamoyl, (hetero) aryl (alkyl) , 
etc.; with provisos and exclusions; and salts, hydrates, solvates, 
N-oxides, and prodrugs thereof] were prepared as inhibitors of the IgE 
and/or igG receptor signaling cascades that lead to the release of chemical 
mediators. For example, coupling of 2 , 4 -dichloropyrimidine with 
4-ethoxyaniline in EtOH provided N2 , N4 -bis (4 -ethoxyphenyl ) -2 , 4 - 
pyrimidinediamine (II) . The latter inhibited degranulation of bone marrow 
derived mast cells challenged with anti-IgE and ionomycin with IC50 values 
of 4.5 u.M and 4.4 u-M, resp. Thus, I and their pharmaceutical 
compns . are useful in the treatment and prevention of diseases 
characterized by, caused by, or associated with the release of chemical 
mediators via degranulation of mast, basophil, neutrophil, or eosinophil 
cells and other processes effected by activation of the IgE and/ or IgG 
receptor signaling cascades. Specific examples of autoimmune diseases 
that can be treated or prevented with I and their pharmaceutical compns. 
include rheumatoid arthritis, systemic lupus erythematosis , and multiple 
sclerosis (no data) . 

IT 575481-22-0P 

RL: ADV (Adverse effect, including toxicity) ; PAC (Pharmacological 
activity) ; RCT (Reactant) ; SPN (Synthetic preparation) ; THU (Therapeutic 
use) ; BIOL (Biological study) ; PREP (Preparation) ; RACT (Reactant or 
reagent) ; USES (Uses) 

(IgE and/or IgG receptor modulator; preparation of pyrimidinediamines as IgE 
and/or IgG receptor modulators for treatment of autoimmune diseases) 

RN 575481-22-0 HCAPLUS 

CN 2,4-Pyrimidinediamine, N4- (2 , 3 -dihydro- 1 , 4 -benzodioxin- 6 -yl ) -5 -f luoro-N2 - 
[3- [2- (4 -morpholinyDethoxy] phenyl] - (9CI) (CA INDEX NAME) 




IT 575477-87-1P 575481-27-5P 575481-30-0P 
575481-35-5P 

RL: ADV (Adverse effect, including toxicity); PAC (Pharmacological 
activity) ; SPN (Synthetic preparation) ; THU (Therapeutic use) ; BIOL 
(Biological study); PREP (Preparation); USES (Uses) 

(IgE and/or IgG receptor modulator; preparation of pyrimidinediamines as IgE 
and/or IgG receptor modulators for treatment of autoimmune diseases) 
RN 575477-87-1 HCAPLUS 

CN 2 , 4 -Pyrimidinediamine, N4- (2 , 3 -dihydro- 1 , 4 -benzodioxin- 6 -yl) -5 -f luoro-N2 - 
[3- [ (5 -methyl -1,2, 4 -oxadiazbl-3-yl)methoxy] phenyl] - (9CI) (CA INDEX NAME) 
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RN 575481-27-5 HCAPLUS 

CN Phenol, 4- [ [5-fluoro-2- [ [3- [2- ( 1 -piperazinyl ) ethoxy] phenyl] amino] -4- 

pyrimidinyl] amino] -2, 6 -dimethyl-, dihydrochloride (9CI) (CA INDEX NAME) 



Me 




• 2 HC1 

RN 575481-30-0 HCAPLUS 

CN Phenol, 2-chloro-4- [ [5-f luoro-2- [ [3- [2- ( 1-piperazinyl) ethoxy] phenyl] amino] - 
4-pyrimidinyl] amino] -6 -methyl-, dihydrochloride (9CI) (CA INDEX NAME) 



Me 




#2 HC1 

RN 575481-35-5 HCAPLUS 

CN 2 ,4-Pyrimidinediamine, N4- (2 , 3 -dihydro-1, 4 -benzodioxin-6-yl) -5 -f luoro-N2 - 
[3- [2- (4-morpholinyl) ethoxy] phenyl] -, hydrochloride (9CI) (CA INDEX NAME) 




• x HC1 
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IT 575477-45-1P 575479-77-5P 575480-07-8P 
575480-17-0P 575480-25-0P 575480-31-8P 
575480-54-5P 575480-59-0P 575481-26-4P 
575482-64-3P 

RL: PAC (Pharmacological activity); RCT (Reactant) ; SPN (Synthetic 
preparation) ; THU (Therapeutic use) ; BIOL (Biological study) ; PREP 
(Preparation) ; RACT (Reactant or reagent) ; USES (Uses) 

(IgE and/or IgG receptor modulator; preparation of pyrimidinediamines as IgE 
and/or IgG receptor modulators for treatment of autoimmune diseases) 
RN 575477-45-1 HCAPLUS 

CN 2-Furancarboxylic acid, 4- [ [3- [ [4- [ (2 , 3-dihydro-l, 4-benzodioxin-6- 

yl) amino] -5 -fluoro-2 -pyrimidinyl] amino] phenoxy] methyl] -, methyl ester 
(9CI) (CA INDEX NAME) 



0 




RN 575479-77-5 HCAPLUS 

CN 2-Benzofurancarboxylic acid, 5- [ [5-fluoro-2- [ [3- [ ( 5 -methyl - 1 , 2 , 4 -oxadiazol - 
3-yl) methoxy] phenyl] amino] -4 -pyrimidinyl] amino] -, methyl ester (9CI) (CA 
INDEX NAME) 




RN 5754 80-07-8 HCAPLUS 

CN Piperazine, 1- [ [3- [ [4- [ (3 -chloro-4 -hydroxy- 5 -methylphenyl) amino] -5-f luoro- 
2 -pyrimidinyl] amino] phenoxy] acetyl] - (9CI) (CA INDEX NAME) 



Me 




RN 575480-17-0 HCAPLUS 

CN Piperazine, 1- [ [3- [ [5-f luoro-4- [ (4 -methoxy- 3 , 5-dimethylphenyl) amino] -2- 
pyrimidinyl] amino] phenoxy] acetyl] - (9CI) (CA INDEX NAME) 
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Me 




RN 575480-25-0 HCAPLUS 

CN Piperazine, 1- [ [3- [ [5-f luoro-4- [ ( 3 -hydroxyphenyl ) amino] -2- 
pyrimidinyl] amino] phenoxy] acetyl] - (9CI) (CA INDEX NAME) 




RN 575480-31-8 HCAPLUS 

CN Morpholine, 4- [ [3- [ [5-f luoro-4- [ (4 -hydroxy-3 , 5 -dimethylphenyl ) amino] -2- 
pyrimidinyl] amino] phenoxy] acetyl] - (9CI) (CA INDEX NAME) 



Me 




RN 575480-54-5 HCAPLUS 

CN Morpholine, 4 - [ [3 - [ [4 - [ (2 , 3 -dihydro- 1 , 4 -benzodioxin- 6 -yl ) amino] -5-f luoro-2- 
pyrimidinyl] amino] phenoxy] acetyl] - (9CI) (CA INDEX NAME) 



0 




RN 575480-59-0 HCAPLUS 

CN Piperazine, 1- [ [3 - [ [4 - [ (2 , 3 -dihydro- 1 , 4 -benzodioxin- 6 -yl ) amino] -5-f luoro-2- 
pyrimidinyl] amino] phenoxy] acetyl] - (9CI) (CA INDEX NAME) 



0 




RN 575481-26-4 HCAPLUS 
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CN Phenol, 4- [ [5 -f luoro-2- [ [3- [2- (4 -morpholinyl ) ethoxy] phenyl] amino] -4- 
pyrimidinyl] amino] -2 , 6-dimethyl- (9CI) (CA INDEX NAME) 



Me 




m 575482-64-3 HCAPLUS 

CN 2H-Isoindole -2 -acetic acid, a- [3 - [ [3 - [ [4- [ (3 -aminophenyl) amino] -5- 

f luoro-2 -pyrimidinyl] amino] phenyl] amino] -3 -oxopropyl] -1, 3-dihydro-l, 3- 
dioxo- (9CI) (CA INDEX NAME) 



PAGE 1-A 




PAGE 1-B 



^ NH 2 

IT 575475-04-6P 575476-77-6P 575476-79-8P 
575477-88-2P 575479-75-3P 575479-79-7P 

575479- 80-0P 575480-61-4P 575480-70-5P 

575480- 71-6P 575480-72-7P 575480-94-3P 

575480- 97-6P 575480-99-8P 575481-02-6P 

575481- 03-7P 575481-08-2P 575481-09-3P 
575481-10-6P 575481-13-9P 575481-19-5P 
575481-31-1P 575481-33-3P 575481-39-9P 
575481-42-4P 575481-43-5P 575481-98-0P 

575481- 99-1P 575482-02-9P 575482-62-1P 

575482- 63-2P 575483-06-6P 662222-86-8P 
662223-01-0P 662232-22-6P 662232-33-9P 

662232- 38-4P 662232-45-3P 662232-52-2P 

662233- 99-0P 662234-05-1P 662234-23-3P 

662234- 38-0P 662236-09-1P 

RL: PAC (Pharmacological activity) ; SPN (Synthetic preparation) ; THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(IgE and/or IgG receptor modulator; preparation of pyrimidinediamines as IgE 
and/or IgG receptor modulators for treatment of autoimmune diseases) 
RN 575475-04-6 HCAPLUS 

CN 2 , 4-Pyrimidinediamine, 5 -f luoro-N, N ' -bis [3- (phenylmethoxy) phenyl] - (9CI) 
(CA INDEX NAME) 
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O- CH 2 -Ph 



F 



RN 575476-77-6 HCAPLUS 

CN 2,4-Pyrimidinediamine, 5 - f luoro-N, N ' -bis [3- [ [2- 

(phenylmethoxy) ethyl] amino] phenyl] - (9CI) (CA INDEX NAME) 




NH-CH 2 "CH 2 -0 CH 2 ~Ph 



NH- CH 2 — CH 2 O- CH 2 - Ph 




RN 575476-79-8 HCAPLUS 

CN 2 , 4-Pyrimidinediamine, N4- (3 -aminophenyl ) -5 -f luoro-N2 - [3- [ [2- 
(phenylmethoxy) ethyl] amino] phenyl] - (9CI) (CA INDEX NAME) 



H 2 N^ 




NH- CH 2 — CH 2 - O— CH 2 - Ph 



RN 575477-88-2 HCAPLUS 

CN 2,4-Pyrimidinediamine, 5-f luoro-N4- [4- ( 1 -methylethoxy) phenyl] -N2- [3- [ (5- 
methyl-l,2,4-oxadiazol-3-yl)methoxy]phenyl] - (9CI) (CA INDEX NAME) 
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Me 



RN 575479-75-3 HCAPLUS 

CN Phenol, 3- [ [5-f luoro-2 - [[3- [ { 5 -methyl - 1 , 2 , 4 -oxadiazol -3 - 

yl)methoxy] phenyl] amino] -4 -pyrimidinyl] amino] - (9CI) (CA INDEX NAME) 




Me 



RN 575479-79-7 HCAPLUS 

CN 2-Benzofurancarboxylic acid, 5- [ [5-f luoro-2- [ [3- [ (5 -methyl- 1 , 2 , 4 -oxadiazol - 
3 -yDmethoxy] phenyl] amino] -4 -pyrimidinyl] amino] - (9CI) (CA INDEX NAME) 




RN 575479-80-0 HCAPLUS 

CN 2-Benzofurancarboxamide, 5- [ [5-fluoro-2- [ [3- [ (5 -methyl - 1 , 2 , 4 -oxadiazol- 3 - 
yl) methoxy] phenyl] amino] -4 -pyrimidinyl] amino] - (9CI) (CA INDEX NAME) 



O 




RN 575480-61-4 HCAPLUS 

CN Acetamide, N-cyclohexyl -2 - [3- [ [4- [ (2 , 3-dihydro-l, 4-benzodioxin-6-yl) amino] - 
5 -f luoro-2 -pyrimidinyl] amino] phenoxy] - (9CI) (CA INDEX NAME) 
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575480-70-5 HCAPLUS 

Morpholine, 4- [ [3- [ [4- [ (3 -chloro-4 -hydroxy- 5 -methylphenyl ) amino] -5-f luoro- 
2 -pyrimidinyl] amino] phenoxy] acetyl] - (9CI) (CA INDEX NAME) 



CI 




575480-71-6 HCAPLUS 

Morpholine, 4- [ [3- [ [4- [ (3 , 5 -dichloro-4 -hydroxyphenyl ) amino] -5-fluoro-2- 
pyrimidinyl] amino] phenoxy] acetyl] - (9CI) (CA INDEX NAME) 



CI 




575480-72-7 HCAPLUS 

Piperazine, 1- [ [3- [ [4- [ (3 , 5 -dichloro-4 -hydroxyphenyl ) amino] -5-fluoro-2- 
pyrimidinyl] amino] phenoxy] acetyl] - (9CI) (CA INDEX NAME) 



CI 




575480-94-3 HCAPLUS 

Acetamide, 2- [ [3- [ [4- [ (2 , 3 -dihydro- 1 , 4 -benzodioxin-6 -yl ) amino] ~5-fluoro-2- 
pyrimidinyl] amino] phenyl] amino] -N- [2- (4 -morpholinyl) ethyl] - (9CI) (CA 
INDEX NAME) 



PAGE 1-A 

O 
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PAGE 1-B 




RN 575480-97-6 HCAPLUS 

CN Morpholine, 4- [ [ [3- [ [4- [ (2 , 3 -dihydro-1 , 4 -benzodioxin-6-yl) ammo] -5-fluoro- 
2-pyrimidinyl] amino] phenyl] amino] acetyl] - (9CI) (CA INDEX NAME) 



0 




RN 575480-99-8 HCAPLUS 

CN Piperazine, 1- [ [ [3- [ [4- [ (2 , 3 -dihydro-1 , 4 -benzodioxin-6-yl) amino] -5-fluoro- 
2 -pyrimidinyl] amino] phenyl] amino] acetyl] -4 -methyl- (9CI) (CA INDEX NAME) 



Me 



- N 



N -C— CH 2 -NH" 




RN 575481-02-6 HCAPLUS 

CN Piperazine, 1- [ [ [3- [ [4- [ (2 , 3 -dihydro-1 , 4 -benzodioxin-6 -yl ) amino] -5-fluoro- 
2 -pyrimidinyl] amino] phenyl] amino] acetyl] - (9CI) (CA INDEX NAME) 



C~ CH2 NH 




RN 575481-03-7 HCAPLUS 

CN Acetamide, 2- [ [3- [ [4- [ (2 , 3 -dihydro- 1 , 4 -benzodioxin-6 -yl) amino] -5-f luoro-2- 
pyrimidinyl] amino] phenyl] amino] -N- [2- [ (phenylmethyl) amino] ethyl] - (9CI) 
(CA INDEX NAME) 
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PAGE 1-A 



Ph CH 2 -NH- CH 2 ~ CH 2 - NH~ C~ CH 2 - NH 




NH- 



N. 




PAGE 1-B 




RN 575481-08-2 HCAPLUS 

CN Morpholine, 4- [ [ [3- [ [5-f luoro-4- [ (3 -hydroxyphenyl) amino] -2- 

pyrimidinyl] amino] phenyl] amino] acetyl] - (9CI) (CA INDEX NAME) 




RN 575481-09-3 HCAPLUS 

CN Piperazine, 1- [ [ [3- [ [5-f luoro-4- [ ( 3 -hydroxyphenyl ) amino] -2- 

pyrimidinyl] amino] phenyl] amino] acetyl] - (9CI) (CA INDEX NAME) 



HO' 




RN 575481-10-6 HCAPLUS 

CN Piperazine, 1- [ [ [3- [ [5-f luoro-4- [ (3 -hydroxyphenyl) amino] -2- 

pyrimidinyl] amino] phenyl] amino] acetyl] -4 -methyl- (9CI) (CA INDEX NAME) 




RN 575481-13-9 HCAPLUS 

CN Acetamide, 2- [ [3- [ [5-f luoro-4- [ ( 3 -hydroxyphenyl ) amino] -2- 

pyrimidinyl] amino] phenyl] amino] -N- [2- (4-morpholinyl) ethyl] - (9CI) (CA 
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INDEX NAME) 

PAGE 1-A 




PAGE 1-B 



RN 575481-19-5 HCAPLUS 

CN 2-Furancarboxamide, 4 - [ [3- [ [4 - [ (2 , 3-dihydro-l , 4 -benzodioxin-6 -yl) ammo] -5- 
f luoro-2-pyrimidinyl] amino] phenoxy] methyl] -N-methyl- (9CI) (CA INDEX 
NAME) 



O 




RN 575481-31-1 HCAPLUS 

CN 2,4-Pyrimidinediamine, 5 -f luoro-N4 - (4 -methoxy-3 , 5 -dimethylphenyl) -N2- [3- [2- 
(1-piperazinyl) ethoxy] phenyl] dihydrochloride (9CI) (CA INDEX NAME) 



Me 




• 2 HC1 



RN 575481-33-3 HCAPLUS 

CN Piperazine, 1- [ [3- [ [4- [ (2 , 3 -dihydro-1 , 4 -benzodioxin-6-yl) amino] -5-f luoro-2- 
pyrimidinyl] amino] phenoxy] acetyl] -, hydrochloride (9CI) (CA INDEX NAME) 
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HN 




N C- CH 2 -0- 



NH- 



NH- 




>x HC1 



RN 575481-39-9 HCAPLUS 

CN Piperazine, 1- [ [3- [ [5-f luoro-4- [ ( 3 -hydroxyphenyl) amino] -2- 

pyrimidinyl] amino] phenoxy] acetyl] -, hydrochloride (9CI) (CA INDEX NAME) 




NH- 




0-CH 2 ~C " K 



NH 



>X HC1 



RN 575481-42-4 HCAPLUS 
CN Phenol, 4 - [ [5 -f luoro-2 - 
pyrimidinyl] amino] -2,6- 



[ [3- [2- (4-morpholinyl) ethoxy] phenyl] amino] -4- 
dimethyl-, hydrochloride (9CI) (CA INDEX NAME) 




0- CH 2 CH 2 N 



HC1 



RN 575481-43-5 HCAPLUS 
CN Phenol, 2 -chloro-4 - [ [5 -f luoro- 
4 -pyrimidinyl] amino] - 6 -methyl - 



2- [ [3- [2- (4-morpholinyl) ethoxy] phenyl] amino] 
, hydrochloride (9CI) (CA INDEX NAME) 
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>x HC1 



RN 
CN 



575481-98-0 HCAPLUS 

Acetamide, 2- [ [3- [ [5-f luoro-4- [ [3- [ (2 -hydroxyethyl ) amino] phenyl] amino] -2- 
pyrimidinyl] amino] phenyl] amino] -N- [2- [ (phenylmethyl ) amino] ethyl] - (9CI) 
(CA INDEX NAME) 



PAGE 1-A 



Ph- CH 2 - NH- CH 2 ™ CH 2 NH- C" CH 2 - NH 




NH-CH 2 " 



PAGE 1-B 



— CH 2 -OH 



RN 575481-99-1 HCAPLUS 

CN Morpholine, 4- [ [ [3- [ [5-f luoro-4- [ [3- [ (2 -hydroxyethyl) amino] phenyl] amino] -2- 
pyrimidinyl] amino] phenyl] amino] acetyl] - (9CI) (CA INDEX NAME) 
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PAGE 1-B 



RN 5754 82-02-9 HCAPLUS 

CN Acetamide, 2- [ [3- [ [5-fluoro-4- [ [3- [ (2 -hydroxyethyl ) amino] phenyl ] amino] -2- 
pyrimidinyl] amino] phenyl] amino] -N- [2- (4 -morpholinyl) ethyl] - (9CI) (CA 
INDEX NAME) 



PAGE 1-A 

0 

NH- CH 2 -C - NH 



PAGE 1-B 




RN 575482-62-1 HCAPLUS 

CN Piperazine, 1- [ [ [3- [ [5-f luoro-4- [ [3- [ (2 -hydroxyethyl) amino] phenyl] amino] -2- 
pyrimidinyl] amino] phenyl] amino] acetyl] -4 -methyl- (9CI) (CA INDEX NAME) 
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PAGE 1-B 

Me 




RN 575482-63-2 HCAPLUS 

CN Piperazine, 1- [ [ [3- [ [5-f luoro-4- [ [3- [ (2 -hydroxyethyl) amino] phenyl] ammo] -2- 
pyrimidinyl] amino] phenyl] amino] acetyl] - (9CI) (CA INDEX NAME) 



PAGE 1-A 



HO- CH 2 -CH2-NH 




NH- CH2-C- 



PAGE 1-B 



— N- 



NH 



RN 575483-06-6 HCAPLUS 

CN Acetamide, N-cyclopropyl-2 - [3- [ [4- [ (2 , 3 -dihydro-1 , 4 -benzodioxin-e- 
yl) amino] -5 -f luoro-2 -pyrimidinyl] amino] phenoxy] - (9CI) (CA INDEX NAME) 



NH— C— CH2-O 




RN 662222-86-8 HCAPLUS 

CN Acetamide, 2- [3- [ [4- [ (3 -chloro-4 -methoxyphenyl ) amino] -5-fluoro-2- 
pyrimidinyl] amino] phenoxy] -N-cyclopropyl- (9CI) (CA INDEX NAME) 



CI 




RN 662223-01-0 HCAPLUS 

CN Acetamide, 2- [3- [ [4- [ (3 -chloro-4 -methoxyphenyl) amino] -5-f luoro-2- 
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NH 



RN 662232-22-6 HCAPLUS 

CN Acetamide, N-cyclopropyl -2 - [3- [ [5-fluoro-4- [ [4- (4- 

morpholinyl) phenyl] amino] -2 -pyrimidinyl] amino] phenoxy] - (9CI) (CA INDEX 
NAME) 



0 




RN 662232-33-9 HCAPLUS 

CN Acetamide, N-cyclobutyl -2 - [3- [ [5-fluoro-4 - [ [4- ( 4 -morpholinyl) phenyl] amino] - 
2 -pyrimidinyl] amino] phenoxy] - (9CI) (CA INDEX NAME) 



O 




RN 662232-38-4 HCAPLUS 

CN Acetamide, N-cyclopropyl-2 - [3- [ [4- (cyclopropylamino) -5-f luoro-2- 
pyrimidinyl] amino] phenoxy] - (9CI) (CA INDEX NAME) 




RN 662232-45-3 HCAPLUS 

CN Acetamide, N-cyclobutyl -2 - [3- [ [4- (cyclopropylamino) -5-fluoro-2- 
pyrimidinyl] amino] phenoxy] - (9CI) (CA INDEX NAME) 



Searched by Paul Schulwitz 571-272-2527 



Page 14 9 



Habte 10/824,005 



10/22/2004 




NH 



RN 662232-52-2 HCAPLUS 

CN Acetamide, 2- [3- [ [4- (cyclopropylamino) -5-f luoro-2- 

pyrimidinyl] amino] phenoxy] -N- [4- (4 -morpholinyl) phenyl] - (9CI) (CA INDEX 
NAME) 




RN 662233-99-0 HCAPLUS 

CN Acetamide, N-cyclobutyl -2 - [3- [ [4- [ (3 , 4 -dihydro-3 -oxo-2H-pyrido [3 , 2 -b] -1,4- 
oxazin-6-yl) amino] -5-f luoro- 2 -pyrimidinyl] amino] phenoxy] - (9CI) (CA INDEX 
NAME) 




ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 662234-05-1 HCAPLUS 

CN Acetamide, N-cyclopropyl-2 - [3- [[4- [ (3 , 4 -dihydro- 3 -oxo-2H-pyrido [3 , 2 -b] -1,4 
oxazin-6-yl) amino] -5-f luoro- 2 -pyrimidinyl] amino] phenoxy] - (9CI) (CA INDEX 
NAME) 




ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 662234-23-3 HCAPLUS 

CN Acetamide, 2- [3- [ [4- (cyclobutylamino) -5-f luoro-2- 

pyrimidinyl] amino] phenoxy] -N-cyclopropyl- (9CI) (CA INDEX NAME) 



Searched by Paul Schulwitz 571-272-2527 



Page 15 0 



Habte 10/824,005 



10/22/2004 



□ 



NH 




0— CH2~C- NH- 



RN 662234-38-0 HCAPLUS 

CN Acetamide, N-cyclobutyl -2 - [3- [ [4- (cyclobutylamino) -5-fluoro-2- 
pyrimidinyl] amino] phenoxy] - (9CI) (CA INDEX NAME) 




RN 662236-09-1 HCAPLUS 

CN Acetamide, N-cyclobutyl-2 - [3- [ [4- [ (3 , 4 -dihydro-2 , 2 -dimethyl-3 -oxo-2H- 

pyrido [3 , 2-b] - 1 , 4 -oxazin- 6 -yl ) amino] -5-f luoro-2 -pyrimidinyl] amino] phenoxy] - 
(9CI) (CA INDEX NAME) 




ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
IT 575481-44-6 

RL: RCT (Reactant) ; RACT (Reactant or reagent) 

(preparation of pyrimidinediamines as IgE and/or IgG receptor modulators for 
treatment of autoimmune diseases) 
RN 575481-44-6 HCAPLUS 

CN Phenol, 2-chloro-4- [ [5-f luoro-2- [ [3- [2- (4 -morpholinyl ) ethoxy] phenyl] amino] - 
4 -pyrimidinyl] amino] -6-methyl- (9CI) (CA INDEX NAME) 



CI 
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MARPAT 139:292258 
The pyrimidine derivs . (I) are claimed, wherein X = 

R3, R4 independently is H, OH, Cl-8alkyl, C2-8alkenyl, C3 - 8cycloalkyl , 
C3-8cycloalkyl-Cl-8alkyl, hydroxyCl - 8alkyl , CI- 8alkoxyCl- 8alkyl , 
hydroxyCl-8alkoxyCl-8alkyl, arylCl - 8alkyl which optionally may be 
substituted on the ring by OH, Cl-8alkoxy, carboxy, CI- 8alkoxycarbonyl or 
R3 and R4 form together with N and C atoms to which they are attached to a 
5-10 membered heterocyclic ring containing 1, 2 or 3 heteroatoms of N, 0 or S ; 
Rl and R2 form together with C atoms to which they are attached aryl of 
5-10 membered heteroaryl moiety containing 1-2 heteroatoms of N, O, S; R and 
R6 independently is H, halo, CN, Cl-8alkyl, haloCl- 8alkyl , C2-8alkenyl, 
C2-8alkynyl, C3 - 8cycloalkyl , C3 - 8cycloalkylCl - 8alkyl , C5 - lOarylCl - 8alkyl , ; 
R7, R8 and R9 is independently H, OH, Cl-8alkyl, C2-8alkenyl, 
haloCl-8alkyl, Cl-8alkoxy, C3 - 8cycloalkyl , C3 -8cycloalkylCl-8 , 
arylCl-8alkyl . disorders where ZAP-70 and/or Syk inhibition plays a role 
or caused by a malfunction of signal cascades connected with FAK. I are 
useful in disorders where ZAP-70 and/or Syk inhibition plays a role or 
caused by a malfunction of signal cascades connected with FAK. 
Pharmaceutical compns . containing I are claimed. 
604800-98-8P 604800-99-9P 604801-00-5P 

604801-03-8P 
604801-13-OP 
604801-16-3P 
604801-25-4P 
604801-34-5P 
604801-62-9P 



604801-01-6P 
604801-07-2P 
604801-14-1P 
604801-18-5P 



604801-02-7P 
604801-11-8P 
604801-15-2P 
604801-21-OP 



604801-27-6P 604801-30-1P 
604801-60-7P 604801-61-8P 



604801-63-OP 604801-68-5P 604801-69-6P 



Searched by Paul Schulwitz 571-272-2527 Page 152 



Habte 10/824, 005 



10/22/2004 



604801 


-71 


-OP 


604801 


-72 


-IP 


604801 


-75 


-4P 


604801 


-77 


-6P 


604801 


-96 


-9P 


604801 


-97 


-OP 


604802 


-00 


-8P 


604802 


-01 


-9P 


604802 


-02 


-OP 


604802 


-03 


-IP 


604802 


-04 


-2P 


604802 


-05 


-3P 


604802 


-07 


-5P 


604802 


-08 


-6P 


604802 


-09 


-7P 


604802 


-10 


-OP 


604802 


-11 


-IP 


604802 


-12 


-2P 


604802 


-14 


-4P 


604802 


-15 


-5P 


604802 


-17 


-7P 


604802 


-18 


-8P 


604802 


-19 


-9P 


604802 


-22 


-4P 


604802 


-24 


-6P 


604802 


-26 


-8P 


604802 


-28 


-OP 


604802 


-29 


-IP 


604802 


-30 


-4P 


604802 


-33 


-7P 


604802 


-34 


-8P 


604802 


-35 


-9P 


604802 


-36 


-OP 


604802 


-37 


-IP 


604802 


-38 


-2P 


604802 


-49 


-5P 


604802 


-50 


-8P 


604802 


-52 


-OP 


604802 


-53 


-IP 


604802 


-58 


-6P 


604802 


-60 


-OP 









RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(preparation as protein kinase inhibitor) 
RN 604800-98-8 HCAPLUS 

CN Benzenesulfonamide, 2- [ [2- [ [3- [2- (hexahydro- 1 -methyl - lH-azepin-2 - 

yl) ethoxy] phenyl] amino] -4 -pyrimidinyl] amino] - (9CI) (CA INDEX NAME) 




RN 604800-99-9 HCAPLUS 

CN Phenol, 2- [ [2- [ [4 -methoxy-3 - [2- (1 -piperidinyl ) ethoxy] phenyl ] amino] -4- 
pyrimidinyl] amino] - (9CI) (CA INDEX NAME) 




RN 604801-00-5 HCAPLUS 

CN Phenol, 2- [ [2- [ [3- [2 - (hexahydro- 1 -methyl - lH-azepin-2 - 

yl) ethoxy] phenyl] amino] -4 -pyrimidinyl] amino] - (9CI) (CA INDEX NAME) 




RN 604 801-01-6 HCAPLUS 

CN Benzenesulfonamide, 2- [ [2- [ [3- [3- ( lH-imidazol - 1 -yl) propoxy] -4- 

methoxyphenyl] amino] -4 -pyrimidinyl] amino] - (9CI) (CA INDEX NAME) 
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H 2 N 




NH" 




OMe 



0" (CH 2 ) 3 N N 



RN 604801-02-7 HCAPLUS 

CN Benzenesulfonamide, 2- [ [2- [ [4 -methoxy-3 - [2- (1- 

piperidinyl) ethoxy] phenyl] amino] -4 -pyrimidinyl] amino] - (9CI) 
NAME) 



(CA INDEX 




RN 604801-03-8 HCAPLUS 

CN Phenol, 2- [ [2- [ [3- [2 - (1H-1 , 2 , 4 -triazol-l-yl) ethoxy] phenyl] ammo] -4- 
pyrimidinyl] amino] - (9CI) (CA INDEX NAME) 




RN 604801-07-2 HCAPLUS 

CN Benzenesulfonamide, 2 -[ [2 -[ [3 - [2 - (1H-1, 2 , 4 -triazol-l- 
yl) ethoxy] phenyl] amino] -4 -pyrimidinyl] amino] - (9CI) (CA INDEX NAME) 




RN 604801-11-8 HCAPLUS 

CN Benzenesulfonamide, 2- [ [2- [ [3- [2- (lH-imidazol-l-yl ) ethoxy] -4- 

methoxyphenyl] amino] -4 -pyrimidinyl] amino] -N-methyl- (9CI) (CA INDEX NAME) 
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RN 604 801-13-0 HCAPLUS 

CN Benzenesulfonamide, 2 - [ [2 - [ [3 - [2 - ( 1 -piper idinyl ) ethoxy] phenyl] amino] -4- 
pyrimidinyl] amino] - (9CI) (CA INDEX NAME) 




RN 604801-14-1 HCAPLUS 

CN Benzenesulfonamide, 2- [ [2- [ [3- [2- ( IH-imidazol - 1-yl) ethoxy] phenyl] amino] -4- 
pyrimidinyl] amino] - (9CI) (CA INDEX NAME) 




RN 604 801-15-2 HCAPLUS 

CN Phenol, 2- [ [2- [ [3- [2- ( 1 -piperidinyl ) ethoxy] phenyl] amino] -4- 
pyrimidinyl] amino] - (9CI) (CA INDEX NAME) 




RN 604 801-16-3 HCAPLUS 

CN Phenol, 2 - [ [2 - [ [3 - [3 - ( 1H- imidazol -1-yl ) propoxy] phenyl] amino] -4- 
pyrimidinyl] amino] - (9CI) (CA INDEX NAME) 



Searched by Paul Schulwitz 571-272-2527 



Page 155 



Habte 10/824, 005 



10/22/2004 




RN 604801-18-5 HCAPLUS 

CN Benzenesulfonamide, 2- [ [2- [ [3- [2- (4 -morpholinyl ) ethoxy] phenyl] ammo] -4- 
pyrimidinyl] amino] - (9CI) (CA INDEX NAME) 




RN 604801-21-0 HCAPLUS 

CN Phenol, 2-[[2-[[3-[2- ( 4 -morpholinyl ) ethoxy] phenyl] amino] -4- 
pyrimidinyl] amino] - (9CI) (CA INDEX NAME) 



-OH 




O- CH2-CH2 N, 




RN 604801-25-4 HCAPLUS 
CN Benzenesulfonamide, 2- [ [2- 
pyrimidinyl] amino] - (9CI) 



[ [3- [3- (IH-imidazol-l-yl)propoxy] phenyl] amino] -4 
(CA INDEX NAME) 




RN 604801-27-6 HCAPLUS 

CN Benzenesulfonamide, N- ( 2 -hydroxy ethyl) -2- [ [2- [ [3- [2- ( 1H- imidazol - 1 - 
yl) ethoxy] phenyl] amino] -4 -pyrimidinyl] amino] - (9CI) (CA INDEX NAME) 
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RN 604801-30-1 HCAPLUS 

CN 2,4-Pyrimidinediamine, N2- [3- [ ( 3 -pyridinylmethyl) amino] phenyl] -N4 - [2- (1H- 
tetrazol-5-yl)phenyl] - (9CI) (CA INDEX NAME) 




N N 

H 



RN 604801-34-5 HCAPLUS 

CN Benzenesulfonamide, 2- [ [2- [ [3- [2- (lH-imidazol-l-yl) ethoxy] phenyl] amino] -4- 
pyrimidinyl] amino] -N, N-dimethyl - (9CI) (CA INDEX NAME) 




RN 604801-60-7 HCAPLUS 

CN Benzenesulfonamide, 3- [ [2- [ [3- [2- ( lH-imidazol-l-yl) ethoxy] -4- 

methoxyphenyl] amino] -4 -pyrimidinyl] amino] - (9CI) (CA INDEX NAME) 




RN 604801-61-8 HCAPLUS 

CN Phenol, 3- [ [2- [ [4 -methoxy-3 - [2 - ( 1-piperidinyl ) ethoxy] phenyl] amino] -4- 
pyrimidinyl] amino] - (9CI) (CA INDEX NAME) 
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NH- 




RN 604801-62-9 HCAPLUS 

CN Phenol, 3- [ [2- [ [3- [2- (lH-imidazol-l-yl) ethoxy] -4 -methoxyphenyl] ammo] -4- 
pyrimidinyl] amino] - (9CI) (CA INDEX NAME) 




■NH- 




OMe 



~0-CH 2 -CH 2 ^N N N 



RN 604801-63-0 HCAPLUS , 
CN Benzenesulfonamide, 3- [ [2- [ [3- [2 - ( lH-imidazol -1-yl) ethoxy] phenyl] ammo] -4- 
pyrimidinyl] amino] - (9CI) (CA INDEX NAME) 




-NH- 




NH" 




0-CH 2 -CH 2 — N N 



RN 604801-68-5 HCAPLUS 

CN Phenol, 3- [ [2- [ [3- [2- ( 1 -piperidinyl) ethoxy] phenyl] ammo] -4- 
pyrimidinyl] amino] - (9CI) 



(CA INDEX NAME) 



HO' 




-NH- 




0~ CH 2 - CH 2 " 




RN 604801-69-6 HCAPLUS 

CN Benzenesulfonamide, 3- [ [2- [ [3- [2- (IH-imidazol-l-yl) ethoxy] phenyl] ammo] -4- 
pyrimidinyl] amino] -N- ( 1-methylethenyl) - (9CI) (CA INDEX NAME) 




0— CH 2 -CH 2 N 



N 



RN 604801-71-0 HCAPLUS 

CN Phenol, 3- [ [2- [ [3- [2- (lH-imidazol -1-yl) ethoxy] phenyl] ammo] -4- 
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HO' 



■NH- 




NH" 



O- CH 2 -CH 2 — N 



RN 604801-72-1 HCAPLUS 

CN Phenol 3 - [ [2 - [ [3 - [3 - ( 1H- imidazol - 1 -yl ) propoxy ] -4 -methoxyphenyl ] amino] - 4 - 



pyrimidinyl] amino] - (9CI) (CA INDEX NAME) 




RN 604801-75-4 HCAPLUS 

CN Benzenesulfonamide, 3- [ [2- [ [3- [2- (lH-imidazol-l-yl) ethoxy] -4- 

methoxyphenyl] amino] -4 -pyrimidinyl] amino] -N-methyl- (9CI) (CA INDEX NAME) 




O 



RN 604801-77-6 HCAPLUS 

CN Phenol, 3 - [ [2 - [ [3 - [2 - (4 -morpholinyl) ethoxy] phenyl] amino] -4- 
pyrimidinyl] amino] - (9CI) (CA INDEX NAME) 




RN 604801-96-9 HCAPLUS 

CN Benzenesulfonamide, 2- [ [5-bromo-2- [ [4 -methoxy- 3 - [2- (l-methyl-4- 

piperidinyl) ethoxy] phenyl] amino] -4 -pyrimidinyl] amino] - (9CI) (CA INDEX 
NAME) 
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RN 
CN 



604801-97-0 HCAPLUS 

Benzenesulfonamide, 2- [ [2- [ [3- [2- (lH-imidazol-l-yl) ethoxy] phenyl] ammo] 
pyrimidinyl] amino] -6 -methyl- (9CI) (CA INDEX NAME) 



-4- 




O- CH 2 -CH 2 - 



N 



RN 604802-00-8 HCAPLUS 

CN Benzenesulfonamide , 2 - [ [2 - [ [ 3 - [2 - ( 1H- imidazol - 1-yl) ethoxy] phenyl ] ammo] -4 - 
pyrimidinyl] amino] -5 -methyl- (9CI) 



(CA INDEX NAME) 




-NH- 




CH 2 -CH 2 ' 



N 



N 



RN 
CN 



604 802-01-9 HCAPLUS 

Phenol, 5- [ [2- [ [3- [2- (hexahydro-l-methyl-lH-azepin-4- 
yl) ethoxy] phenyl] amino] -4 -pyrimidinyl] amino] -2-methoxy- 
NAME) 



(9CI) (CA INDEX 



MeO 




NH 




0- CH 2 -CH 2 




RN 604802-02-0 HCAPLUS , 
CN Phenol, 5- [ [2- [ [3- [3- ( 1H- imidazol - 1 -yl ) propoxy] -4 -methoxyphenyl] ammo] -4 
pyrimidinyl] amino] -2-methoxy- (9CI) (CA INDEX NAME) 



MeO 




OMe 



0~ (CH 2 ) 3 N N 



RN 604802-03-1 HCAPLUS 

CN Phenol, 2-methoxy-5- [ [2- [ [4 -methoxy-3 - [2 - (1-piperidmyl ) ethoxy] phenyl] amm 
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OH 




OMe 



RN 604802-04-2 HCAPLUS 

CN Phenol, 2-methoxy-5- [ [2- [ [3- [2- ( 1 -piperidinyl ) ethoxy] phenyl] amino] -4- 
pyrimidinyl] amino] - (9CI) (CA INDEX NAME) 



OH 




RN 604802-05-3 HCAPLUS 

CN Benzenesulfonamide, 2-methoxy-6- [ [2- [ [3- [2- (1- 

pyrrolidinyl) ethoxy] phenyl] amino] -4 -pyrimidinyl] amino] - (9CI) (CA INDEX 
NAME) 



MeO 




H 2 N- S= O 



0 

RN 604802-07-5 HCAPLUS 

CN Benzenesulfonamide, 2-methoxy-6- [ [2- [ [4 -methoxy-3 - [3- (4- 

morpholinyDpropoxy] phenyl] amino] -4 -pyrimidinyl] amino] - (9CI) (CA INDEX 
NAME) 




0 



RN 6048 02-08-6 HCAPLUS 
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CN Benzenesulfonamide, 2 - [ [2 - [ [4 -methoxy- 3 - [2 - (4 -methyl - 1- 

piperazinyDethoxy] phenyl] amino] -4 -pyrimidinyl] amino] -6- (1-methyletnoxy) 
(9CI) (CA INDEX NAME) 




RN 604802-09-7 HCAPLUS 

CN Benzenesulfonamide, 2-methoxy-6- [ [2- [ [3- [2- (1- 

piperidinyl) ethoxy] phenyl] amino] -4 -pyrimidinyl] amino] - (9CI) (CA INDEX 

NAME) 




RN 604802-10-0 HCAPLUS 

CN Benzenesulfonamide, 2 -methoxy- 6- [ [2- [ [4 -methoxy-3 - [3- (1- 

pyrrolidinyDpropoxy] phenyl] amino] -4 -pyrimidinyl] amino] -3 -methyl- (9CI) 
(CA INDEX NAME) 




RN 604802-11-1 HCAPLUS 

CN Benzenesulfonamide, 2 -methoxy-3 -me thyl-6- [[2-[[3-[3-(l- 

pyrrolidinyDpropoxy] phenyl] amino] -4 -pyrimidinyl] amino] - (9CI) (CA INDEX 
NAME) 
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RN 604802-12-2 HCAPLUS 

CN Benzenesulfonamide, 2- ( 1 -methyl ethoxy) -6- [ [2- [ [3- [2- (1- 

piperidinyl) ethoxy] phenyl] amino] -4 -pyrimidinyl] amino] - (9CI) 
NAME) 



(CA INDEX 




O- CH 2 -CH 2 




RN 604802-14-4 HCAPLUS 

CN Benzenesulfonamide, 6- [ [2- [ [4 -methoxy-3 - [3- (1- 



pyrrolidinyl)propoxy] phenyl] amino] -4 -pyrimidinyl] amino] -2 , 3 -dimethyl - 
(9CI) (CA INDEX NAME) ^ 




OMe 



O- (CH 2 )3" -N 




RN 604802-15-5 HCAPLUS 

CN Benzenesulfonamide, 5-methoxy-2- [ [2- [ [4 -methoxy-3 - [3- (1- 

pyrrolidinyDpropoxy] phenyl] amino] -4 -pyrimidinyl] amino] - (9CI) (CA INDEX 
NAME) 
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RN 
CN 



604802-17-7 HCAPLUS 

Benzenesulfonamide, 2- [ [2- [ [4 -methoxy-3 - [2- (l-methyl-2 - 
pyrrol idinyl ) ethoxy] phenyl] amino] -4 -pyrimidinyl] amino] - 6 -methyl - 
(CA INDEX NAME) . 



(9CI) 




RN 
CN 



604 8 02-18-8 HCAPLUS 

Benzenesulfonamide, 5-methoxy-2- [ [2- [ [3- [2- (1- 
piperidinyl) ethoxy] phenyl] amino] -4 -pyrimidinyl] amino 
NAME) 



] - (9CI) (CA INDEX 



MeO 




0- CH2-CH2 



RN 604802-19-9 HCAPLUS 

CN Benzenesulfonamide, 5 -methoxy-2 - [ [2- [ [4 -methoxy-3 - [2- (1- 

pyrrolidinyl) ethoxy] phenyl] amino] -4 -pyrimidinyl] amino] - (9CI) 
NAME) 



(CA INDEX 



MeO 




OMe 



O-CH2-CH2 N 




RN 604802-22-4 HCAPLUS 
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CN Benzenesulfonamide, 2 , 3 -dimethoxy-6 - [[2- [ [4 -methoxy- 3 - [2- (4 -methyl - 1 - 

piperazinyDethoxy] phenyl] amino] -4 -pyrimidinyl] amino] - (9CI) (CA INDEX 
NAME) 




RN 604802-24-6 HCAPLUS 

CN Benzenesulfonamide, 2- [ [2- [ [3- [2- (4 -cyclopentyl - 1 - 

piperazinyDethoxy] phenyl] amino] -4-pyrimidinyl] amino] - 6 -methyl- (9CI) (CA 
INDEX NAME) 




RN 604802-26-8 HCAPLUS 

CN Benzenesulfonamide, 2 - [ [2 - [ [3 - [2 - ( 1 -piperazinyl ) ethoxy] phenyl ] 
pyrimidinyl] amino] - (9CI) (CA INDEX NAME) 




RN 604802-28-0 HCAPLUS 

CN Benzenesulfonamide, 2-methoxy-6- [ [2- [ [3- [2- [4- (phenylmethyl ) -1- 

piperazinyl] ethoxy] phenyl] amino] - 4 -pyrimidinyl] amino] - (9CI) (CA INDEX 
NAME) 
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MeO 




NH 1 \ NH 

N 




.CH 2 -Ph 



r r 

O- CH 2 -CH 2 *k 



RN 604802-29-1 HCAPLUS , 
CN Benzenesulfonamide, 2- [ [2- [ [3 - (2 -cyclopentylethoxy) -4 -methoxyphenyl] ammo] 
4 -pyrimidinyl] amino] -5 -methyl- (9CI) (CA INDEX NAME) 




RN 604802-30-4 HCAPLUS 

CN Benzenesulfonamide, 5-bromo-2- [ [2- [ [3- [2- (l-piperidmyl) ethoxy] phenyl] amm 
o] -4-pyrimidinyl]amino] - (9CI) (CA INDEX NAME) 




RN 
CN 



604802-33-7 HCAPLUS 

Phenol, 4-chloro-2- [ [2- [ [4 -methoxy-3 - [2- ( l-piperidmyl ) ethoxy] phenyl] ammo 
] -4-pyrimidinyl]amino] - (9CI) (CA INDEX NAME) 



• N ■ CH 2 ~ CH 2 - 0-j|^^ NH— ^ 



MeO 




OH 



RN 604802-34-8 HCAPLUS 

CN Phenol, 4-chloro-2- [ [2- [ [3- [2- (hexahydro- 1-methyl - lH-azepm-4 - 

yl) ethoxy] phenyl] amino] -4 -pyrimidinyl] amino] - (9CI) (CA INDEX NAME) 
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CI 




OH 



RN 6048 02-35-9 HCAPLUS 

CN Phenol, 4-chloro-2- [ [2- [ [3- [2- (hexahydro-l-methyl-lH-azepin-2 - 

yl) ethoxy] phenyl] amino] -4 -pyrimidinyl] amino] - (9CI) (CA INDEX NAME) 



CI 




RN 604802-36-0 HCAPLUS 

CN Phenol, 4-chloro-2- [ [2- [ [3- [3- (lH-imidazol-l-yl) propoxy] -4- 

methoxyphenyl] amino] -4 -pyrimidinyl] amino] - (9CI) (CA INDEX NAME) 




RN 604802-37-1 HCAPLUS 

CN Phenol, 4-chloro-2- [[2- [ [3- [2- (1H-1, 2 , 4-triazol-l-yl) ethoxy] phenyl] amino] - 
4 -pyrimidinyl] amino] - (9CI) (CA INDEX NAME) 




RN 604802-38-2 HCAPLUS 

CN Phenol, 4-chloro-2- [ [2- [ [3- [2- (4 -morpholinyl ) ethoxy] phenyl] amino] 
pyrimidinyl] amino] - (9CI) (CA INDEX NAME) 
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CI 



■ NH 




O- CH 2 -CH2" 



r 

N 



OH 



RN 604802-49-5 HCAPLUS 

CN Benzenesulfonamide, 2- [ [2- [ [4 -methoxy-3 - [2- (1- 

piperidinyDethoxy] phenyl] amino] -4 -pyrimidinyl] amino] -6- ( 1-methylethoxy) 
(9CI) (CA INDEX NAME) 




RN 604802-50-8 HCAPLUS 

CN Benzenesulfonamide, 2-methoxy-6- [ [2- [ [3- [2- (4 -methyl- 1- 

piperazinyl) ethoxy] phenyl] amino] -4 -pyrimidinyl] amino] - (9CI) 

NAME) 



(CA INDEX 



Me 




O- CH 2 -CH 2 - 



-N 



RN 6 04802-52-0 HCAPLUS 

CN Benzenesulfonamide, 2- [ [2- [ [4 -methoxy-3 - [3- (1- 

piperidinyDpropoxy] phenyl] amino] -4 -pyrimidinyl] amino] -6 -methyl - 
(CA INDEX NAME) 



(9CI) 




I ~ 0_ NH 



MeO 
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RN 604802-53-1 HCAPLUS 

CN Benzenesulfonamide, 2- [ [2- [ [4 -methoxy-3 - [3- (1- 

pyrrolidinyDpropoxy] phenyl] amino] -4 -pyrimidinyl] amino] -6 -methyl- (9CI) 
(CA INDEX NAME) 




RN 604802-58-6 HCAPLUS 

CN Benzenesulfonamide, 2- [ [2- [ [4 -methoxy-3 - [2- (4 -methyl -1- 

piperazinyl) ethoxy] phenyl] amino] -4 -pyrimidinyl] amino] -6 -methyl- (9CI) (CA 
INDEX NAME) ~ 




RN 604802-60-0 HCAPLUS 

CN Benzenesulfonamide, 2- [ [2- [ [4 -methoxy-3 - [2- (1- 

pyrrolidinyl) ethoxy] phenyl] amino] -4 -pyrimidinyl] amino] - (9CI) (CA INDEX 
NAME) 
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Significant abl inhibitory activities were observed only when a benzamido 
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2 -phenyaminopyridopyr imidine moiety . 
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derived mast cells challenged with anti-IgE and ionomycm with IC50 values 
of 4.5 uM and 4.4 uM, resp. Thus, I and their pharmaceutical 
compns. are useful in the treatment and prevention of diseases 
characterized by, caused by, or associated with the release of chemical 
mediators via degranulation of mast, basophil, neutrophil, or eosinophil 
cells and other processes effected by activation of the IgE and/or IgG 
receptor signaling cascades. The treatment and prevention of allergic 
diseases, low grade scarring, diseases associated with tissue destruction, 
diseases 'associated with tissue inflammation, inflammation, and scarring are 
targeted uses (no data) . 
IT 575481-22-0P . 

RL- ADV (Adverse effect, including toxicity); PAC (Pharmacological 
activity) ; RCT (Reactant) ; SPN (Synthetic preparation) ; THU (Therapeutic 
use) ; BIOL (Biological study) ; PREP (Preparation) ; RACT (Reactant or 
reagent); USES (Uses) , 

(IgE and/or IgG receptor modulator; preparation of pyrimidinediammes as IgE 
and/or IgG receptor modulators for treatment _ of allergic diseases, 
inflammatory conditions, and tissue destruction) 
RN 575481-22-0 HCAPLUS ( < 

2, 4 ^Pyrimidinediamine, N4- (2 , 3 -dihydro- 1 , 4 -benzodioxm- 6 -yl ) -5 -f luoro-N2 - 
[3- [2- (4 -morpholinyDethoxy] phenyl] - (9CI) (CA INDEX NAME) 



CN 



N — ~~ CH2-CH2-O 




IT 575477-87-1P 575481-27-5P 575481-30-0P 

575481-35-5P , i n 

RL: ADV (Adverse effect, including toxicity); PAC (Pharmacological 
activity) ; SPN (Synthetic preparation) ; THU (Therapeutic use) ; BIOL 
(Biological study) ; PREP (Preparation); USES (Uses) _ _ 

(IgE and/or IgG receptor modulator; preparation of pyrimidinediammes as IgE 
and/or IgG receptor modulators for treatment of allergic diseases, 
inflammatory conditions, and tissue destruction) 
RN 575477-87-1 HCAPLUS , 

CN 2, 4 -Pyrimidinediamine, N4 - (2 , 3 -dihydro- 1 , 4 -benzodioxm- 6 -yl) -5-f luoro-N2 - 
[3-[(5-methyl-l,2,4-oxadiazol-3-yl)methoxy]phenyl]- (9CI) (CA INDEX NAME) 



Me^ 




CH 2 ~ 




RN 
CN 



5754 81-27-5 HCAPLUS 

Phenol, 4- [ [5-fluoro-2- [ [3- [2- ( 1-piperazinyl ) ethoxy] phenyl] ammo] -4- 
pyrimidinyl]amino]-2,6-dimethyl-, dihydrochloride (9CI) (CA INDEX NAME) 



Searched by Paul Schulwitz 571-272-2527 



Page 172 



Habte 10/824,005 



10/22/2004 




• 2 HC1 



RN 575481-30-0 HCAPLUS 

CN Phenol, 2-chloro-4- [ [5-fluoro-2- [ [3 - [2 - ( 1 -piperazinyl ) ethoxy] phenyl ] amino] 
4-pyrimidmyl] amino] -6-methyl-, dihydrochloride (9CI) (CA INDEX NAME) 




NH 



• 2 HC1 



RN 575481-35-5 HCAPLUS 

CN 2,4-Pyrimidinediamine, N4- (2 , 3 -dihydro-1 , 4 -benzodioxin- 6 -yl ) -5 -f luoro-N2 - 
[3- [2- (4-morpholinyl) ethoxy] phenyl] -, hydrochloride (9CI) (CA INDEX NAME) 




• x HCl 



IT 575477-45-1P 575479-77-5P 575480-07-8P 
575480-17-0P 575480-25-0P 575480-31-8P 
575480-54-5P 575480-59-0P 575481-26-4P 
575482-64-3P 

RL: PAC (Pharmacological activity); RCT (Reactant) ; SPN (Synthetic 
preparation) ; THU (Therapeutic use) ; BIOL (Biological study) ; PREP 
(Preparation); RACT (Reactant or reagent); USES (Uses) 

(IgE and/or IgG receptor modulator; preparation of pyrimidinediamines as IgE 
and/or IgG receptor modulators for treatment of allergic diseases, 
inflammatory conditions, and tissue destruction) 
RN 575477-45-1 HCAPLUS 

CN 2-Furancarboxylic acid, 4 - [ [3 - [ [4 - [ (2 , 3 -dihydro- 1 , 4 -benzodioxin-6 - 

yl) amino] -5 -fluoro-2 -pyrimidinyl] amino] phenoxy] methyl] -, methyl ester 



Searched by Paul Schulwitz 571-272-2527 



Page 173 



Habte 10/824,005 



10/22/2004 



(9CI) (CA INDEX NAME) 



0 

II 

MeO~ C 




CH2~0 




-NH- 




RN 
CN 



57547 9-77-5 HCAPLUS 

2- Benzofurancarboxylic acid, 5- [ [5-f luoro-2 - [ [3 - 

3 - yl)methoxy] phenyl] amino] -4 -pyrimidinyl] amino] ■ 
INDEX NAME) 



[ (5 -methyl -1, 2 , 4 -oxadiazol - 
, methyl ester (9CI) (CA 




RN 575480-07-8 HCAPLUS , 
CN Piperazine, 1- [ [3- [ [4- [ (3 -chloro-4 -hydroxy-5 -methylphenyl) ammo] -5-fluoro- 
2 -pyrimidinyl] amino] phenoxy] acetyl]- (9CI) (CA INDEX NAME) 




RN 575480-17-0 HCAPLUS , 
CN Piperazine, 1- [ [3- [ [5-fluoro-4- [ (4 -methoxy-3 , 5 -dime thy lphenyl) ammo] -2- 
pyrimidinyl] amino] phenoxy] acetyl] - (9CI) (CA INDEX NAME) 



Me 




RN 575480-25-0 HCAPLUS 

CN Piperazine, 1- [ [3- [ [5-f luoro-4- [ (3 -hydroxyphenyl) amino] -2- 
pyrimidinyl] amino] phenoxy] acetyl] - (9CI) (CA INDEX NAME) 



Searched by Paul Schulwitz 571-272-2527 



Page 174 



Habte 10/824,005 



10/22/2004 




RN 575480-31-8 HCAPLUS 

CN Morpholine, 4 - [ [3 - [ [5-fluoro-4- [ (4 -hydroxy-3 , 5 -dimethylphenyl ) amino] -2- 
pynmidmyl] ammo] phenoxy] acetyl] - (9CI) (CA INDEX NAME) 

Me 




RN 575480-54-5 HCAPLUS 

CN Morpholine, 4- [ [3- [ [4- [ (2 , 3 -dihydro-1 , 4 -benzodioxin- 6-yl) amino] -5-fluoro-2- 
pyrimidinyl] amino] phenoxy] acetyl] - (9CI) (CA INDEX NAME) 



0 




RN 575480-59-0 HCAPLUS 

CN Piperazine, 1- [ [3- [ [4- [ (2 , 3 -dihydro-1 , 4 -benzodioxin-6-yl) amino] -5-fluoro-2- 
pynmidinyl] amino] phenoxy] acetyl] - (9CI) (CA INDEX NAME) 



0 




RN 575481-26-4 HCAPLUS 

CN Phenol, 4- [ [5-fluoro-2- [ [3- [2- (4 -mo rpholinyl ) ethoxy] phenyl] amino] -4- 
pyrimidinyl] amino] -2, 6-dimethyl- (9CI) (CA INDEX NAME) 




RN 575482-64-3 HCAPLUS 



Searched by Paul Schulwitz 571-272-2527 



Page 175 



Habte 10/824 , 005 



10/22/2004 



2H-Isoindole-2-acetic acid, a- [3- [ [3- [ [4- [ (3 -aminophenyl) amino] -5- 
f luoro-2-pyrimidinyl] amino] phenyl] amino] -3 -oxopropyl] -1 , 3 -dihydro- 
dioxo- (9CI) (CA INDEX NAME) 




PAGE 1-B 



NH 2 

IT 575475-04-6P 575476-77-6P 575476-79-8P 
575477-88-2P 575479-75-3P 575479-79-7P 

575479- 8O-0P 575480-61-4P 575480-70-5P 

575480- 71-6P 575480-72-7P 575480-94-3P 

575480- 97-6P 575480-99-8P 575481-02-6P 

575481- 03-7P 575481-08-2P 575481-09-3P 
575481-10-6P 575481-13-9P 575481-19-5P 
575481-31-1P 575481-33-3P 575481-39-9P 
575481-42-4P 575481-43-5P 575481-98-0P 

575481- 99-1P 575482-02-9P 57 54 82 - 6 2 - IP 

575482- 63-2P 575483-06-6P , ■ - ■ , rmm 

RL- PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(IgE and/or IgG receptor modulator; preparation of pyrimidinediamines as IgE 
and/or IgG receptor modulators for treatment of allergic diseases, 
inflammatory conditions, and tissue destruction) 
RN 575475-04-6 HCAPLUS 

CN 2,4-Pyrimidinediamine, 5-fluoro-N, N ■ -bis [3 - (phenylmethoxy) phenyl] - (9CI) 
(CA INDEX NAME) 




Searched by Paul Schulwitz 571-272-2527 



Page 176 



Habte 10/824,005 



10/22/2004 



RN 575476-77-6 HCAPLUS 

CN 2,4-Pyrimidinediamine, 5 - f luoro-N, N ' -bis [3- [ [2- 

(phenylmethoxy) ethyl] amino] phenyl ] - (9CI) (CA INDEX NAME) 




F 



RN 575476-79-8 HCAPLUS 

CN 2 , 4-Pyrimidinediamine, N4 - ( 3 -aminophenyl ) -5 - f luoro-N2 - [3- [ [2- 
(phenylmethoxy) ethyl] amino] phenyl ] - (9CI) (CA INDEX NAME) 




RN 575477-88-2 HCAPLUS 

CN 2,4-Pyrimidinediamine, 5-fluoro-N4- [4- ( 1 -methylethoxy) phenyl] -N2- [3- [ (5- 
methyl-l,2,4-oxadiazol-3-yl)methoxy]phenyl] - (9CI) (CA INDEX NAME) 




RN 575479-75-3 HCAPLUS 

CN Phenol, 3- [ [5-fluoro-2- [ [3- [ ( 5 -methyl - 1 , 2 , 4 -oxadiazol-3 - 

yDmethoxy] phenyl] amino] -4 -pyrimidinyl] amino] - (9CI) (CA INDEX NAME) 




Searched by Paul Schulwitz 571-272-2527 



Page 177 



Habte 10/824,005 



10/22/2004 



RN 
CN 



5754 79-79-7 HCAPLUS 

2- Benzofurancarboxylic acid, 5- [ [5-f luoro-2 - [ [3 - 

3 - yl) me thoxy] phenyl] amino] -4 -pyrimidinyl] amino] ■ 



[ (5-methyl-l, 2 , 4 -oxadiazol - 
(9CI) (CA INDEX NAME) 



Me. 



// 

N 



- CH 2 " 




C0 2 H 



RN 

CN 



575479-80-0 HCAPLUS 

2-Benzofurancarboxamide, 5- [ [5-fluoro-2- [ [3- [ ( 5 -methyl - 1 , 2 , 4 -oxadiazol - 
yDmethoxy] phenyl] amino] -4 -pyrimidinyl] amino] - (9CI) (CA INDEX NAME) 



Me. 



. N. 

X' // 

O^N 




-NH- 



N. 




NH- 




RN 
CN 



575480-61-4 HCAPLUS , 

Acetamide, N-cyclohexyl-2 - [3- [ [4 - [ (2 , 3 -dihydro-1 , 4 -benzodioxm-6-yl) ammo] 

5-f luoro-2 -pyrimidinyl] amino] phenoxy] - (9CI) (CA INDEX NAME) 




NH~ C- CH 2 -0- 




NH 




RN 
CN 



575480-70-5 HCAPLUS 

Morpholine, 4 - [ [3- [ [4- [ (3 -chloro-4 - hydroxy - 
2 -pyrimidinyl] amino] phenoxy] acetyl] - (9CI) 



5-methylphenyl) amino] 
(CA INDEX NAME) 



-5-f luoro- 




- NH 




O 



0- CH2-C— N. 




RN 
CN 



575480-71-6 HCAPLUS , 
Morpholine, 4- [ [3- [ [4- [ (3 , 5-dichloro-4-hydroxyphenyl) ammo] -5-f luoro-2- 

pyrimidinyl] amino] phenoxy] acetyl] 



(9CI) (CA INDEX NAME) 



Searched by Paul Schulwitz 571-272-2527 



Page 17 8 



Habte 10/824,005 



10/22/2004 



CI 



CI 





0- CH 2 " 



-N. 



RN 5754 80-72-7 HCAPLUS 

pynmidinyl] amino] phenoxy] acetyl] - (9CI) (CA INDEX NAME) 



CI 



HO 



CI 




— NH 




NH 



O- CH 2 C N v 



RN 575480-94-3 HCAPLUS 

CN Acetamide 2-[[3-[[4-[(2 / 3-dihydro-l,4-benzodioxin-6-yl)am 



PAGE 1-A 



f " f~ CH 2 - CH 2 - NH C- CH 2 - NH" 
0. 



"NH- 



f 

N, 



- NH — 




PAGE 1-B 



RN 575480-97-6 HCAPLUS 

CN Morpholine, 4 - [ [ [3 - [ [4 - [ (2 , 3 -dihydro- 1 , 4 -benzodioxin- 
2 -pynmidinyl] amino] phenyl] amino] acetyl] - (9CI) (CA 



6-yl ) amino] 
INDEX NAME) 



5 -f luoro- 



N C- CH 2 - NH 




Searched by Paul Schulwitz 571-272-2527 



Page 179 



Habte 10/824,005 



10/22/2004 



HCAPLUS 

1- [ [ [3- [ [4- [ (2,3-dihydro-l,4-benzodioxin-6-yl)ammo 
2-pyrimidinyl] amino] phenyl] amino] acetyl] -4 -methyl 



RN 575480-99-8 
CN Piperazine, 



(9CI) 



5-f luoro- 
(CA INDEX NAME) 



Me 



' N C— CH2~NH- 



-N 




-NH- 




RN 
CN 



575481-02-6 HCAPLUS , . 

Pinerazine 1- [ [ [3- [ [4- [ (2 , 3 -dihydro- 1 , 4 -benzodioxm- 6 -yl ) ammo j 
2-pJrWinyl]aM <9CI> (CA INDEX NAME) 



■5-f luoro- 



HN. 



S N~ C- CH 2 -NH- 




-NH- 



N._ 



NH- 




RN 
CN 



575481-03-7 HCAPLUS _ n _ 0 

Acetamide, 2 - [ [3 - [ [4- [ (2 , 3 -dihydro-1 , 4 -benzodioxm- 6 -yl) amino] -5-f luoro-2 • 
pyrimidinyl] amino] phenyl] amino] -N- [2 - [ (phenylme thy 1) ammo] ethyl] - (9CI) 
(CA INDEX NAME) 



PAGE 1-A 



O 



Ph- CH 2 - NH- CH 2 ~ CH 2 - NH- C" CH 2 ~ NH 




- N^ 



-NH- 



N 




NH" 



PAGE 1-B 



-O. 



RN 
CN 



575481-08-2 HCAPLUS , 
Morpholine, 4- [ [ [3 - [ [5-f luoro-4- [ (3 -hydroxyphenyl) ammo] -2- 
pyrimSinyi] amino] phenyl] amino] acetyl] - (9CI) (CA INDEX NAME) 



Searched by Paul Schulwitz 571-272-2527 



Page 1 



Habte 10/824,005 



10/22/2004 



HO 




NH~ CH 2 " C— N> 



RN 575481-09-3 
CN Piperazine, 

pyrimidinyl] amino] phenyl] amino] acetyl] - 



HCAPLUS 

[ !~^ UOr °" 4 " [ ( 3 - h y dro ^yphenyl) amino] -2- 

(9CI) (CA INDEX NAME) 




RN 575481-10-6 HCAPLUS 

CN Piperazine 1- [ [ [ 3 - [ [5-f luoro-4- [ (3 -hydroxyphenyl) amino] -2- 

pyrimidmyl] ammo] phenyl ] amino] acetyl] -4 -methyl- (9CI) (CA INDEX NAME) 




RN 575481-13-9 HCAPLUS 

CN Acetamide, 2- [ [3- [ [5 -f luoro-4 - [ (3 -hydroxyphenyl) amino] -2- 

^Sex'nS ]amin ° ] P hen y 1 ^ min °J -N- (4-morpholinyl) ethyl] - (9CI) (CA 




■N. 



PAGE 1-B 



RN 575481-19-5 HCAPLUS 
CN 2-Furancarboxamide, 4 - [ [3 - [ [4 - [ (2 , 3 -dihydro- 1 , 4 -benzodioxin- 6-yl ) amino] 

inyl] Phen ° Xy] methYl] -N-methyl- (9CI) (d li 



5 



Searched by Paul Schulwitz 571-272-2527 



Page 181 



Habte 10/824,005 



10/22/2004 




CH 2 " 




NH- 




NH- 




VT P^imidinedSne, 5-fluoro-N4- (4-methoxy-3 , 5-dimethylphenyl) -N2- [3- [2- 
U-pIperazS")ethoxy]' phenyl]-, dinydrochloride (9CI) (CA INDEX NAME) 




I"" " NH 
■0— CH2-CH2 Ek 



>2 HC1 



575481-33-3 HCAPLUS 



^ - "T r " 7u-r(2 3-dihvdro-l, 4 -benzodioxin-6 -yl) amino] -5-fluoro-2- 
p^iSnylu^noi^enciyiace^I]-. hydrochloride <9CI, (CA INDEX nn) 



" N C- CH 2 " 




>x HC1 



575481-39-9 HCAPLUS 

Piperazine, l-[[3-[[E / QnT1 
pyrimidinyl] amino] phenoxy] acetyl]-, hydrochloride (9CI) 



PiP- azine, _ 1- I [3; [ [5 -f luoro-4- [ ( 3 -^^^J^?! " 2 - INDEX NAME) 




NH 




" NH 



0- CH2"C- — N. 



>x HC1 



j 575481-42-4 HCAPLUS 



Searched by Paul Schulwitz 571-272-2527 



Page 182 



Habte 10/824,005 



10/22/2004 



CN 



Phenol 4- [[5-fluoro-2-[ [3- [2 -(4 -morpholinyl) ethoxy] phenyl] amino] -4- 
pynmxdxnyljamxnoj^^-dimethyl-, hydrochloride (9CI) (CA INDEX NAME) 



Me 



HO. 



Me 



NH 




0~ CH2-CH2-- N. 



• x HC1 

RN 575481-43-5 HCAPLUS 

CN Phenol, 2 : chloro-4-[[5-f^ 

4 -pyrimxdinyl] amino] -6 -methyl-, hydrochloride (9CI) (CA INDK nIme) 



CI 

Me 



NH- 



^ NH O - CH 2 - CH 2 N v 



HC1 



RN 575481-98-0 HCAPLUS 

CN Acetamide ^ 2 - [ [3 - [ [5-f luoro-4 - [ [3 - [ (2 -hydroxyethyl) amino] phenyl] amino] -2 ■ 
( C A 1 1 NDEX^NAME ^ phen * 1] " N " [2 " I (P^nylmethyl ) amino] ethyl ] (Tci) 




Searched by Paul Schulwitz 571-272-2527 



Page 183 



Habte 10/824, 005 



10/22/2004 



PAGE 1-B 



- CH 2 -OH 



RN 
CN 



Morptoline 1 4 H S 1 [5 -f luoro-4 - [ [3 - [ (2 -hydroxy ethyl) amino] phenyl] amino] -2 - 
pyriMdin^ ^ INDEX NAME) 



PAGE 1-A 




HO- CH2-CH2-NH 




NH- CH 2 -C- 



PAGE 1-B 



RN 
CN 



pyrimidinyl] amino] phenyl] amino] -N- [2 - (4 -morpholmyl) ethyl] - (9CI) (CA 
INDEX NAME) 



2- 



PAGE 1-A 



HO- -CH2 - CH2-NH 




NH- CH 2 -C- NH — 



PAGE 1-B 



CH2~CH 2 - 




Searched by Paul Schulwitz 571-272-2527 



Page 184 



Habte 10/824,005 



10/22/2004 



RN 575482-62-1 HCAPLUS 

CN Piperazine 1- [ [ [3- [ [5-f luoro-4 - [ [3- [ (2 -hydroxy ethyl ) amino] phenyl] amino] -2- 
pyrimidmyl] ammo] phenyl] amino] acetyl] -4 -methyl- (9CI) (CA INDEX NAME) 



PAGE 1-A 
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r 

N 



^Me 



RN 575482-63-2 HCAPLUS 

CN Piperazine 1- [ [ [3- [ [5-f luoro-4- [ [3- [ (2 -hydroxy ethyl) amino] phenyl] amino] -2- 
pynmidmyl] amino] phenyl] amino] acetyl] - (9CI) (CA INDEX NAME) 




PAGE 1-B 




RN 575483-06-6 HCAPLUS 

CN Acetamide, N-cyclopropyl -2 - [3 - [ [4 - [ (2 , 3 -dihydro- 1 , 4 -benzodioxin-6- 

yDammo] -5 -f luoro-2 -pyrimidinyl] amino] phenoxy] - (9CI) (CA INDEX NAME) 



0 




IT 575481-44-6 

RL: RCT (Reactant) ; RACT (Reactant or reagent) 
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(preparation of pyrimidinediamines as IgE and/or IgG receptor modulators for 
treatment of allergic diseases, inflammatory conditions, and tissue 
destruction) 

575481-44-6 HCAPLUS , , , n _ , 

Phenol 2-chloro-4- [ [5-fluoro-2- [ [3- [2 - (4 -morpholinyl) ethoxy] phenyl] ammo] - 
4-pyrimidinyl] amino] -6-methyl- (9CI) (CA INDEX NAME) 




O -CH 2 -CH 2 N 
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WO _ 2003026666 Al 20030403 WO 2002-US30984 ^ll^lt 

W AE, AG, AL, AM, AT, AU, AZ , BA, BB , BG , BR, BY, BZ, CA, CH, CN, 
CO CR CU, CZ, DE, DK, DM, DZ, EC, EE, ES , FI, GB , GD , GE , GH, 
gm' hr', HU, ID, IL, IN, IS, JP, KE, KG, KP, KR, KZ, LC, LK, LR, 
Ls' LT LU LV MA, MD , MG, MK, MN, MW, MX, MZ , NO, NZ , PH, PL, 
PT # , RO! Ru! Sd! SE, SG, SI, SK, SL, TJ, TM, TR, TT, TZ, UA, UG, 
US, UZ, VN, YU, ZA, ZW 
RW- GH GM, KE, LS , MW , MZ , SD, SL, SZ, TZ , UG, ZM, ZW, AM, AZ , BY, 
KG' KZ, MD, RU, TJ, TM, AT, BE, BG, CH, CY, CZ, DE , DK, EE, ES, 
FI FR, GB, GR, IE, IT, LU, MC, NL, PT, SE, SK, TR, BF, B J , CF, 
Cg', CI, CM, GA, GN, GQ , GW, ML, MR, NE , SN, TD , TG 
PRIORITY APPLN. INFO.: US 2001-325110P P 20010926 

OTHER SOURCE (S) : MARPAT 138:271699 _ 

AB The invention provides novel substituted 2 , 4 -diammopyrimidme compds 

(shown as I; variables defined below; e.g. N4- (3 -tert-butyl-lH-pyrazol-5- 
yl) -N2- [3- [2- (diethylamino) ethoxy] phenyl] -2 , 4-pyrimidinediamine; L is a 
linker = -0- (CH2 ) 1-4 - , S (0) 0 -2 - (CH2 ) 1-4 - , -N (Rl ) - (CH2 ) 1 -4 , 
- (CH2) l-4-O- (CH2) 1-4- , -N (Rl) -C (O) - (CH2 ) 1-4 - , and diradicals of 
cyclopentanol, cyclohexanol , pyrrolidine and piperidine with the 
heteroatom as one radical center; G = NR5R6 ; alternatively, L = 
-OCH[(CH2)l-3-] [(CH2)2-3-] or N[(CH2)2-] [(CH2)2-] and G - NR1 ; other 
definitions are given in the claims) and pharmaceutical compns . thereot . 
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SereSras i inh^^o Pr ° V J d c^ m ! th0dS ° f USS ° f 1 and Pharmaceutical compns . 
be treated bv f ^ k ^ aSe &nz ^ • Exemplary diseases that can 

be treated by the compds. of the invention include cell proliferative 
diseases, such as cancer and non-malignant cell proliferative diseases 
osteoporosis and inflammatory diseases. Also provided are methods for' 
preparing the compds . of the present invention About 100 examples of I were 
found to inhibit SRC kinase with IC50 values less than 150 m Many 
general methods of preparation of I and several specific examples are included- 
characterization data are included for 260 examples of I. For example 
N4- (3-tert-butyl-lH-pyrazol-S-yl) -N2- [3- [2- (diethylamino) ethoxy phenyl] - 
2, 4 -pyrimidinediamine was prepared in 70% yield from N- (3 -tert -butyl 1H- 
NN^hT ' : 2 - Chl °—rPy--dinamine and N- [2- (3 -aminophe^oxyTernylT 

?J y i '' P rocedures for Preparing the reactants are also included 

503566-16-3P , N2 - [4 -Methoxy-3 - [2 ^( l-py rro lidinyl) ethoxy] phenyl] N4 
(3-tert-pentyl-lH-pyrazol-5-yl)-2,4-pyrimidinediamine 503566-17-4P 

' ^ F ^°" N2 - [4 " methox y- 3 - [2 ^ 1 -Py rr °lidinyl)ethoxy]phenyl]-N4-(3-tert- 
Pentyl-lH-pyrazol-5-yl)-2,4-pyrimidinediamine 503566-18-5P 

N4- (3-tert-Pentyl-lH-pyrazol-5-yl) -N2- [3- [2 - (1-piperidinyl ) ethoxy] phenyl] - 
2, 4 -pyrimidinediamine 503566-19-6P, N2 - [4 -Methoxy-3 - [2 - (1 - x yJ P nei ^J 

piperidinyl) ethoxy] phenyl] - N4 - (3-tert-pentyl-lH-pyrazol-5-yl) -2 4- 
pynmidmediamine 503566 -20-9P, 5-Fluoro-N2- [4 -methoxy-3 - [2- (1-' 

piperidinyl)ethoxy]phenyl]-N4-(3-tert-pentyl-lH-pyrazol-5-yl) -2 4- 

pyrimidmediamine 503566-21-0P, N2 - [3 - [2 - (4 -Methyl - 1 - 

piperidinyl) ethoxy] phenyl ] -N4 - (3 - tert -pentyl - lH-pyrazol -5 -yl ) -2 4 - 

pyrimidmediamine 503566-22-1P, N2 - [3 - [ ( l-Methyl-3 - 

piperidinyl) methoxy] phenyl] -N4- (3 -tert-pentyl-lH-pyrazol-5-yl) -2 4- 

pynmidinediamine 503566-27-6P, N4- [3- (1-Ethyl-l-methylpropyl - ' 

lH-pyrazol^5-yl] -N2- [4 -methoxy-3 - [2- (1-pyrrolidinyl) ethoxy] phenyl] -2 4- 

pynmidmediamine 503566-28-7P, N4- [3- (1-Ethyl- 1-methylpropyl) - 

lH-pyrazol-5-yl]-5-fluoro-N2-[4-methoxy-3-[2-(l- 

pyrrol idinyl ) ethoxy] phenyl ] - 2 , 4 -pyrimidinediamine 5 03 5 6 6 - 2 9 - 8P 

N4- [3- (1-Ethyl-l-methylpropyl) -lH-pyrazol-5-yl] -N2- [3- [2- (1- ' 

piperidinyl) ethoxy] phenyl] -2 , 4 -pyrimidinediamine 503566-30-1P 

N4- [3- (1-Ethyl-l-methylpropyl) -lH-pyrazol-5-yl] -N2- [4 -methoxy' 3 - 12 - (1 

piperidinyl) ethoxy] phenyl] -2, 4 -pyrimidinediamine 503566-31-2P 

N4- 3- (1-Ethyl-l-methylpropyl) -lH-pyrazol-5-yl] -5-f luoro-N2 - [4 -methoxy-3 - 

J^3; piperidinyl)ethox y ] P hen y 1 J "2, 4 -pyrimidinediamine Y 

503566-32-3P N4 - [3 - (1-Ethyl-l-methylpropyl) -lH-pyrazol-5-yl] -N2- 

503566 trip ^^^^"^^f^^Ph^J-S^-pyrimidinediamine 
503566 -33 -4P, N2- [3- [2- ( (3R,5S) -3, 5 -Dimethyl -1- 

Pipendmyl) ethoxy] phenyl] -N4- [3 - (1-ethyl-l-methylpropyl) -lH-pyrazol-5-vll 
2, 4 -pyrimidinediamine 503566-35-6P, N4- [3- (1-Ethyl-l- PY raz °^- 5 yl] 

methylpropyl) - lH-pyrazol -5 -yl ] -N2- [3- [ ( 1 -methyl -3- 
piperidmyl) methoxy] phenyl] -2 , 4 -pyrimidinediamine 503566-36-7P 
N4- (3-Cyclopropyl-lH-pyrazol-5-yl) -N2- [3- [( 1 -methyl -3 - 
piperidinyl) methoxy] phenyl] -2 , 4 -pyrimidinediamine 503566-37 -8P 
N4- (3-Cyclopropyl-lH-pyrazol-5-yl) -5-f luoro-N2- [3- [ (l-methvl-3- 
So P ^ 1 f lnyl)meth ° Xy]phenyl] " 2 ' 4 -Py rimidinedia mine 503566-39-OP 

■ i 2 " ^ enz r lamino)ethox y] Phenyl] -N4- (3 -tert-butyl - lH-pyrazol-5 -yl ) -2 4- 
pyrimidinediamine 503566-40-3P, N2-[3-[2- Py y ; ' 

(Benzylamino) ethoxy] phenyl] -5-bromo-N4- (3-tert-butyl-lH-pyrazol-5-yl) -2 4- 
pynmidinediamine 503566 -41-4P, N2 - [3- [2- [Benzyl (2- 

methoxyethyl ) amino] ethoxy] phenyl ] -N4 - ( 3 -tert-butyl - IH-pyrazol - 5 -yl ) -2 4 - 
pyrimidinediamine 503566-44-7P, N4 - (3 -tert-Butyl -lH-py r azol -5 - 
SMsJris'ip" ^-"^^^J^inolethoxyjphenyl] -2 , 4 -pyrimidinediamine 
r (1 A, I' t 3 : te ft-Butyl-lH-pyrazol-5-yl) -5-f luoro-N2- [3- [2- 

IcXlll u ^°P hen yl)^ino]ethoxy]phenyl] -2 , 4 -pyrimidinediamine 
503566-46-9P, N4 - (3-tert-Butyl-lH-pyrazol-5-yl) -N2- [3- [2- [ (4- 
methoxyphenyl) amino] ethoxy] phenyl] -2,4 -pyrimidinediamine 
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503566-47-OP, N4 - (3-tert-Butyl-lH-pyrazol-5-yl) -5-f luoro-N2- [3- [2- 
[ (4-methoxyphenyl) amino] ethoxy] phenyl] -2 , 4 -pyrimidinediamine 
503566-48-1P N2 - [3- [2- (Benzothiazol - 6 -ylammo) ethoxy] phenyl] -N4- 
(3-tert-butyl-lH-pyrazol-5-yl) -2 , 4 -pyrimidinediamine 503566-49-2P 

N 2"t[2-(lH-Benzimidazol-2-ylamino)ethoxy]phenyl]-N4-(3-tert-butyl-lH- 

Avr-azol-5-vl) -2 , 4 -pyrimidinediamine 503566-50-5P, 

11 [2 [2- (lH-Benzimidazol-2-ylamino)ethoxy]phenyl] -5-f luoro-N4- (3-tert- 

butvl-lH-pyrazol-5-yl) -2 , 4 -pyrimidinediamine 503566 -51-6P, 

N4 - (3-tert-Butyl-lH-pyrazol-5-yl) -N2- [3- [2- (lH-mdazol-5- 

vlamino) ethoxy] phenyl] -2, 4 -pyrimidinediamine 503566-52-7P, 

N4- (3-tert-Butyl-lH-pyrazol-5-yl) -5-f luoro-N2- [3- [2- (lH-indazol-5- 

vlamino) ethoxy] phenyl ] - 2 , 4 -pyrimidinediamine 503566-53-8P, 

N4-(3-tert-Butyl-lH-pyrazol-5-yl)-N2-[3-[2-(4-methyl-l- 

piperazinyl) ethoxy] phenyl] -2, 4-pyrimidinediamine 503566-55-0P, 

5-Bromo-N4- (3-tert-butyl-lH-pyrazol-5-yl) -N2- [3- [2- ^^ethyl^l- 

piperazinyl) ethoxy] phenyl] -2, 4 -pyrimidinediamine 503566-56-1P, 

N4- Vtert-Butyl-1H pyrazol-5-yl) -N2- [3- [2- [ (2R) -2- (methoxymethyl) -1- 

pvrrolidinyl] ethoxy] phenyl] -2 , 4 -pyrimidinediamine 503566 -57 -2P, 

11- (3-tert-Butyl-lLpyrazol-5-yl) -N2- [3- [2- ( (3R, 5S) -3 5-dimethyl-l- 

piperidinyl) ethoxy] phenyl] -2, 4 -pyrimidinediamine 503566 -58-3P, 

£4 P !3-terc-Butyl-iH-pyrazol-5-yl)-N2-[3-[2-((3R,5S)-3,5-dimethyl-l- 

piper idinyl ) ethoxy] phenyl] - 5 - f luoro -2,4 -pyrimidinediamine 

503566-59-4P, N4- (3-tert-Butyl-lH-pyrazol-5-yl) -N2- [3- [2- 

(cvclohexylamino) ethoxy] phenyl] -2, 4 -pyrimidinediamine 503566-60-7P 
S-°3 tert-Butyl-lH-pyrazol-5-yl) -N2- [3- [2- (cyclohexylammo) ethoxy] pheny 

1] -5-f luoro-2 , 4-pyrimidinediamine 503566-61-8P, 

ii- (3-tert-Butyl lH-pyrazol-5-yl) -N2- [3- [2- (2, 2 , 6 ^;tetramethyl-l- 
piperidinyl) ethoxy] phenyl] -2 ,4 -pyrimidinediamine 503566 -64 -IP, 
S4 P !3-tert-Butyl-iH P pyrazol-5-yl) -N2- [3- [2- ( (2R, 6S) - , 6-dimethyl-l- 
piperidinyl)ethoxy]phenyl]-2,4-pyrimidmediamine 503566-65-2P 
N4 P "3-tert-Butyl-iH-pyrazol-5-yl)-N2-[3-[2-((2R,6S)-2,6-d 1 methyl-l- 
pi P eridin y l)ethoxy]phenyl]-5-fluoro-2,4-pyrimidinediamine 
503566-67-4P, N4 - (3-tert-Butyl-lH-pyrazol-5-yl) ; N2 - [3 - [2 - (4 methyl 
l-piperidinyl)ethoxy]phenyl]-2,4-pyrimidinediamine 503566-68-5P, 
N4 (S-tert-Butyl-lH-pyrazol-5-yl) -5-f luoro-N2- [3 - [2 - (J-methyl-l- 
piperidinyl) ethoxy] phenyl] -2 , 4 -pyrimidinediamine 503566-69-6P, 
?2 [3- 12- (4 -Benzyl -1 -piperidinyl) ethoxy] phenyl] -N4- (3-tert-butyl-lH- 
nvr-azol-5-vl) -2 , 4-pyrimidinediamine 503566-70-9P, 

N2- [3- [2 (I-Benzyl i-piperidinyl) ethoxy] phenyl] -N4- (3 -tert-butyl-lH- 

pyrazol-5-yl) -5-f luoro-2 , 4 -pyrimidinediamine 503566 -71-0P, 

nI- (3-tert-Butyl-lH-pyrazol-S-yl) -5-f luoro-N2- ^"^thoxy-3- [2- (4- 

morpholinyl) ethoxy] phenyl] -2 , 4 -pyrimidinediamine 503566-75-4P, 

N4-(3-tert-Butyl-lH-pyrazol-5-yl)-5-fluoro-N2-[3-[2-(4- 

morpholinyl) ethoxy] phenyl] -2 , 4 -pyrimidinediamine 503566-77-6P, 

N4-(3-tert-Butyl-lH-pyrazol-5-yl)-5-chloro-N2 : [3-[2^(4^ 

morpholinyl) ethoxy] phenyl] -2 , 4 -pyrimidinediamine 503566 -79 -8P , 

5-Bromo-N4-(3-tert-butyl-lH-pyrazol-5-yl)-N2-[3-[2-(4- 

morpholinyl)ethoxy]phenyl]-2,4-pyrimidmediamine 503566-80-1P, 

N2- L3- [2- (Benzylamino) ethoxy] phenyl] -N4- (3-tert-butyl-lH-pyrazol-5-yl) -5- 

f luoro-2, 4-pyrimidinediamine 503566-84-5P, N4- (3-tert-Butyl-lH- 

Dvrazol-5-yl) -N2- [3- [2- (4 -morpholinyl) ethoxy] phenyl] -2 , 4 -pyrimidinediamine 

503566-85-6P, 1- [2- [3- [ [4- [ (3-tert-Butyl-lH-pyrazol-5-yl) amino] -2- 

p y rimidinyl]amino]phenoxy]ethyl]-N,N-diethyl-3-piperidinecarboxamide 

503566-97-0P, N4- (3-tert-Butyl-lH-pyrazol-5-yl) -5-f luoro-N2- [3- [ (1- 
methyl -3 -piperidinyl) methoxy] phenyl] -2 , 4 -pyrimidinediamine 
503566-98-1P, N4 - (3-tert-Butyl-lH-pyrazol-5-yl) -N2- [4 -methoxy-3 - 
[ (1 -methyl -3 -piperidinyl) methoxy] phenyl] -2,4 -pyrimidinediamine 
503566-99-2P, N4 - (3 -tert-Butyl -lH-pyrazol - 5-yl) -5 -f luoro-N2 - 4 - 
metnoxy 3- [ (i -methyl -3 -piperidinyl) methoxy] phenyl] -2 , 4 -pyrimidinediamine 
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503567-00-8P, N2 - [4 -Methoxy- 3 - [( 1 -methyl -3 - 

piperidinyl ) methoxy] phenyl ] -N4 - ( 3 - tert -pentyl - IH-pyrazol -5 -yl ) -2 4 - 
pyrimidinediamine 503567 -01-9P, 5-Fluoro-N2- [4 -methoxy- 3- [ U 
methyl-3 -piperidinyl) methoxy] phenyl] -N4 - (3 - tert -pentyl - IH-pyrazol -5 -yl) - 
2^4 -pyrimidinediamine 503567-02-0P, N- [5 -Fluoro-2 - ( [3 - [ (1 -methyl - 
3 -piperidinyl) methoxy] phenyl] amino) -4-pyrimidinyl] -N- (3 -tert-pentyl-lH- 
pyrazol-5-yl) amine 503567-03-1P, N4- [3- (1 -Ethyl -1-methylpropyi ) 
lH-pyrazol-5-yl]-5-fluoro-N2-[4-methoxy-3-[(l-methyl-3- 
P 1 ?^ 1 ^ 1 ^* 0 ^ P^nyl] - 2 ' 4 -Pyrimidinediamine 503567-04-2P 
N4- [3- (1 -Ethyl -l-methylpropyl) -lH-pyrazol-5 -yl] -5 -f luoro-N2 - T3- T (1-merhvl 
3-p 1 peridin y l)methoxy]phenyl]-2,4-pyrimidineJiamine 503^6^05-3^ Y 
N4 - [3 - ( 1 -Ethyl - 1 -methylpropyl ) - IH-pyrazol -5 -yl] -N2 - [4 -methoxy- 3 - [ (1 - 

SE"n^ Peridi 7 1)me ^ 

503567-06-4P, N4 - ( 3 - tert -Butyl - IH-pyrazol -5 -yl ) -N2- [3- [ (l-methvl-3- 
pipendmyl) methoxy] phenyl] -2 , 4 -pyrimidinediamine 503567-07-5P 
N4- (3-tert-Butyl-lH-pyrazol-5-yl) -N2- [3- [ (l-methyl-2- 
piperidmyl) methoxy] phenyl] -2 , 4 -pyrimidinediamine 503567-08-6P 
N4- (3-tert-Butyl-lH-pyrazol-5-yl) -5 - f luoro-N2 - [3- [ ( 1 -methyl -2 - ' 
piperidinyl ) methoxy] phenyl] -2 , 4 -pyrimidinediamine 503567-18-8P 

(3 -tf r t-Butyl-lH-pyrazol-5-yl) -N2- [3- [2- [ (cyclohexylmethyl ) amino] ethoxy 
]phenyl] -2 , 4 -pyrimidinediamine 503567-20-2P Xy 
N4- (3-tert-Butyl-lH-pyrazol-5-yl) -N2- [3- [2- '[ (4- 

Rn« y i Cy ? 1 ^ eX x yl) T ±n ° ] ethox yl Phenyl] -2, 4 -pyrimidinediamine 
503567-21-3P, N4 - ( 3 - tert -Butyl - IH-pyrazol -5 -yl) -N2- [3- [2- 
( eye lopentyl amino) ethoxy] phenyl] -2 , 4 -pyrimidinediamine 
503567-26-8P . N4- (3-tert-Butyl-lH-pyrazol-S-yl) -N2- [4-methoxy-3- [2- 

lolsli'TSn 0l ^! e " hy i ] r in ? ]eth ° Xy]phenyl] - 2 ' 4 -Py rimidinediami ne 
503567-27-9P, N4 - (3 -tert -Butyl - IH-pyrazol -5 -yl ) -5-f luoro-N2- [4- 
methoxy-3- [2- [ [2 - (4 -morpholinyl) ethyl ] amino] ethoxy] phenyl] -2 4- 
pynmidinediamme 503567-31-5P, 5-Bromo-N4- (3-tert-butyl-lH- 
pyrazol-5-yl) -N2- [3- [ [2- (4 -morpholinyl) ethyl] amino] phenyl] -2 4- 
pyrimidinediamine 503567-32-6P, N4 - (3 -tert-Butyl-lH-pyrazol-5- 

^3567 'll'ii 2 ~i* n°^T n7)\ V ? 7l] amin ° ] Phenyl] - 2 ' 4 -Py-^idinediamine 
503567-37-1P, 3- [ [2- [3- [ [4- [ (3 -tert -Butyl - IH-pyrazol - 5 -yl ) amino] -2- 

pyrimidmyl] ammo] phenoxy] ethyl] amino] benzoic acid 503567-38-2P 

3 " [ . [2 :j 3 ~ t< 3 - tert -Butyl-lH-pyrazol-5-yl) amino] -5-fluoro-2- ' 

pyrimidmyl] ammo] phenoxy] ethyl] amino] benzoic acid 503567-43-9P 

N4- (3-tert-Butyl-lH-pyrazol-5-yl) -5-f luoro-N2- [3- [2 - ( 1 -methyl -2 - 

pyrrolidmyl) ethoxy] phenyl] -2 , 4 -pyrimidinediamine 503567-47-3P 

N4- (3-tert-Butyl-lH-pyrazol-5-yl) -N2- [3- [2- (l-methyl-2- 

pyrrolidmyl) ethoxy] phenyl] -2 , 4 -pyrimidinediamine 503567-48-4P 

N4- (3-tert-Butyl-lH-pyrazol-5-yl) -N2- [3- [2- (1-pyrrolidinyl) ethoxy] phenyl] - 

2, 4 -pyrimidinediamine 503567-49-5P, N4- (3-tert-Butyl-lH-pyrazol- 

5-yl) -5-fluoro-N2- [3- [2- (1-pyrrolidinyl) ethoxy] phenyl] -2 4- 

pyrimidinediamine 503567 -51-9P, N4- (3-tert-Butyl-lH-pyrazol-5- 

lllsTl sl'al' ff^^ 1 ?^;^ 1110 ] ^hoxy] phenyl] -2 , 4 -pyrimidinediamine 

503567-52-0P, 1- [2- [3- [ [4- [ ( 3 -tert -Butyl - IH-pyrazol - 5 -yl ) amino] -2- 

pyrimidinyl] ammo] phenoxy] ethyl] -2 -pyrrol idinone 503567-53-ip 

1- [2- [3- [ [4- [ (3-tert-Butyl-lH-pyrazol-5-yl)amino] -5-f luoro-2- ' 

pyrimidmyl] amino] phenoxy] ethyl] -2 -pyrrol idinone 503567-54-2P 

N4- (3-tert-Butyl-lH-pyrazol-S-yl) -N2- [3- [2- (1 -piperidinyl) ethoxy] phenyl] - 

2 4 -pyrimidinediamine 503567-55-3P, N4- (3-tert-Butyl-lH-pyrazol 

5-yl) -5-fluoro-N2- [3- [2- (1-piperidinyl) ethoxy] phenyl] -2,4- 

pynmidinediamine 503567-59-7P, 1- [2- [5- [ [4- [ (3-tert-Butyl-iH- 

pyrazol-5-yl) amino] -5-f luoro-2 -pyrimidinyl] amino] -2 -methoxyphenoxy] ethyl] - 

'; Py r 0l ^ ln °^ 503567-69-9P, N4 - (3 -tert-Butyl - IH-pyrazol -^yl) - yJethylJ 

5 35 7-7 e S 2 0 p y l" ^:P^r^, inyl,ethOXy]pheny1 ^ -2, 4 -pyrimidinediamine 
503567-70-2P, 1- [2- [ [3- [ [4 - [ ( 3 - tert -Butyl - IH-pyrazol -5 -yl ) amino] -2- 

pyrimidinyl]amino]benzyl]oxy]ethyl] -2 -pyrrol idinone 503567-7^3? 
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1- [2- [ [3- [ [4- t (3-tert-Butyl-lH-pyrazol-5-yl) amino] -5-f luoro-2- 
pyrimidinyl] amino] benzyl] oxy] ethyl] -2 -pyrrol idinone 503567-72-4P 

1- [2- [ [5-1 [4- t (3-tert-Butyl-lH-pyrazol-5-yl) amino] -2 -pyrimidmyl] ammo] - 
2 -methoxybenzyl] oxy] ethyl] -2-pyrrolidinone 503567 -73-5P, 
i f2- [ [5- [ [4- [ (3-tert-Butyl-lH-pyrazol-5-yl) amino] -5-fluoro-2- 
pyrimidinyl] amino] -2 -methoxybenzyl] oxy] ethyl] -2-pyrrolidinone 
503567-87-1P, N4- (3-tert-Butyl-lH-pyrazol-5-yl) -5-f luoro-N2- [4- 
methoxy-3- [2- ( 1 -pyrrol idinyl ) ethoxy] phenyl] -2 4 -pyrimidmediamme 
503567-88-2P, N4 - (3 -tert -Butyl- lH-pyrazol -5 -yl) -5-f luoro-N2- [4- 
methoxy-3- [2 - (1-piperidinyl) ethoxy] phenyl] -2 , 4 -pyrimidmediamme 
503567-89-3P, N4 - (3 -tert -Butyl - IH-pyrazol -5 -yl) -N2 - [4 -methoxy-3 - [2 - 
(1-pyrrolidinyl) ethoxy] phenyl] -2 , 4-pyrimidinediamme 503567-90-6P 

N- [3- [ [4- [ (3-tert-Butyl-lH-pyrazol-5-yl) amino] -5-fluoro-2- 
pyrimidinyl] amino] phenyl] -2- (4-morpholinyl) acetamide 503567-91-7P 

N- [3- [ [4- [ (3-tert-Butyl-lH-pyrazol-5-yl) ammo] -2- 
pyrimidinyl] amino] phenyl] -2- (1-piperidinyl) acetamide 503567-92-8P 

N _ [ 3 - [ [4- [ (3-tert-Butyl-lH-pyrazol-5-yl) ammo] -5-f luoro-2- 
pyrimidinyl] amino] phenyl] -2- (1-piperidinyl) acetamide 503567-95-1P 

N- [3- [ [4- [ (3-tert-Butyl-lH-pyrazol-5-yl) ammo] -2- 
py rimLinyl] amino]phenyl] -2- (1-pyrrolidinyl) acetamide 503567-96-2P 

N- [3- [ [4- [ (3-tert-Butyl-lH-pyrazol-5-yl) amino] -5-fluoro-2- 
pyrimidinyl] amino] phenyl] -2- (1-pyrrolidinyl) acetamide 503567-97-3P 

N- [3- [ [4- [ (3-tert-Butyl-lH-pyrazol-5-yl)ammo] -2- 
pyrimidinyl] amino] phenyl] -2- (4-morpholinyl) acetamide 503567-98-4P 
, N 4-(3-tert-Butyl-lH-pyrazol-5-yl) -N2- [3-[[2- (1- _ „__„ Qq 
piperidinyl) ethyl] amino] phenyl] -2 , 4 -pyrimidmediamme 503567-99-5P 

N4-(3-tert-Butyl-lH-pyrazol-5-yl)-5-fluoro-N2-[3-[[2-(l- 
piperidinyl) ethyl] amino] phenyl] -2,4 -pyrimidmediamme 503568-03-4P 

? ^2- [5 [ [4- [ (3-tert-Butyl-lH-pyrazol-5-yl) amino] -2 -pyrimidinyl] ammo] -2- 
methoxyphenoxy] ethyl] -2-pyrrolidinone 503568-04-5P, 
N4- (3-tert-Butyl-lH-pyrazol-5-yl) -N2- [4 -methoxy-3 - [2 - (4- 
morpholinyl) ethoxy] phenyl] -2, 4 -pyrimidmediamme 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation) ; THU 
Trherapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 

(US ^rug candidate; preparation of phenylamino pyrazolylamino pyrimidines as 
SRC kinase inhibitors) 

CN ^"pyrimldinedfamSe, N4- [5- (1, 1-dimethylpropyl) "lH-Pyrazol-3-yl] -N2 - [4- 
m ;thoxy-3-[2-(l-pyrrolidinyl)ethoxy]phenyl]- (9CI) (CA INDEX NAME) 




ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503566-17-4 HCAPLUS 

CN 2,4-Pyrimidinediamine, N4- [5- (1 , i-dimethylpropyl -lH-pyrazol-3-yl] -5- 

fiuoro-N2-[4-methoxy-3- [2- (1-pyrrolidinyl) ethoxy] phenyl] - (9CI) (CA INDEX 
NAME) 
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RN E °fo3566^f U 5° M HSpLSs UBIjE B ° NDS ° ISPLAYED IN THE STRUCTURE 

CN 2 4 -Pyrimidinediamine, N4 - [5-(l, 1 -dimethylpropyl ) -lH-pyrazol-3-yl] -N2- [3- 
[2- (l-piperidinyl)ethoxy] phenyl]- ( 9 CI) (CA INDEX NAME) 




O- CH 2 -CH 2 N. 




RN E °503561S U 6° M hSplSs UBLE ^ ° ISPLAYED IN ™ E STRUCTURE 

CN 2 ^Pyrimidinediamine, N4- [5- (1, 1 -dimethylpropyl) -lH-pyrazol-3 -yll -N2 U 
methoxy-3-[2-(l-pip er idinyl)e t hoxy]phenyi] P (Vci) (CA INDEX NAME) 




RN E °5035 RE -20 U 9° M h?aplSs UBLE ^ ^ ° ISPLAYED IN ™ E STRUCTURE 

CN 2 4 -Pyrimidinediamine , N4 - [5 - ( 1 , 1 -dimethylpropyl ) - IH-pyrazol -3 -vll -5- 

NAMeT°~^ ~ ^^"^ ^ ~ ^ "Pip er idinyl) ethoxy] phenyl ] - (9CI) (CA INDEX 
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ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
PXT S03566-21-0 HCAPLUS nx r ., 

CN 2 4-Pyrimidinediamxne, N4- [5- (1, 1-dimethylpropyl) -lH-pyrazol-3-yl] -N2- [3- 
" '^(I-methyl-l-piperidinyDethoxylphenyl]- (9CI) (CA INDEX NAME) 




ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
PN 503566-22-1 HCAPLUS t _ _ , , , TO 

S 2 4-Pyrimidinediamine, N4- [5- (1 f 1-dimethylpropyl) -lH-pyrazol-3-yl] -N2- 
[(l-Siyl-S-piperidinylJmethoxylphenyl]- (9CI) (CA INDEX NAME) 



[3- 



HN 




N 



■N- 



^N 




O CH 2 



xy 



Me 



Et— C~ Me 

I 

Me 

ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 

rl ^"^^L^SJ^. N4- [5- (1-ethyl-l-methylpropyl) -lH-pyrazol-3-yl] -N2- 
C [4 ShoS "u-U-py^olidinyDethoxy] phenyl]- (9CI) (CA INDEX NAME) 



^^N-~ CH 2 ~ CH 2 - O- 
MeO 




— N- 




NH 



Et-C-Et 
Me 



ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
PN 503566-28-7 HCAPLUS tt nl 

S 2 Lpyrimidinediamine, N4- [5- (1 -ethyl -1 -me thylpropyl) -1H- pyrazol "^Y^ 
fiuoro-N2-[4-methoxy-3-[2-(l-pyrrolidinyl)ethoxy]phenyl]- (9CI) (CA INDEX 

NAME) 
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ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE' STRUCTURE 
RN 503566-29-8 HCAPLUS 

CN ^ 4 ;? Y ™ dined ^ ami ?? ' N4 " [5 " (1-ethyl-l-methylpropyl) -lH-pyrazol-3-yl] -N2- 
[3 - [2 -(l-piperidinyl) ethoxy] phenyl] - (9CT) ( CA INDEX NAME ) ^J" 2 




ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503566-30-1 HCAPLUS 

CN 2 4-Pyrimidinediamine, N4- [5- (1 -ethyl -1-methylpropyl) -lH-pyrazol-3 -vl] -N2 
[4-methoxy-3- [2- ( 1 -piperidinyl) ethoxy] phenyl] - (9ci) ( CA ][NDEX NAME ) 




ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503566-31-2 HCAPLUS 

CN 2, 4-Pyrimidinediamine, N4- [5- (1-ethyl-l-methylpropyl) -lH-pyrazol-3-yl] -5- 
fluoro-N2- [4-methoxy-3- [2- ( 1 -piperidinyl ) ethoxy] phenyl ] - (9CI) (CA INDEX 
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ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 

ON rfpSmidineSamine, N4- [5- (l -ethyl -1-methylpropyl) -lH-pyrazol-3-yl] -N2- 
CN Z^-^^J^.pip^idi^jetl^ylphenyl]- (9CI) (CA INDEX NAME) 



HN 




— O- CH2~ CH2 N* 




Me 



Et— C— Et 



Me 



ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 

RN 503566-33-4 HCAPLUS , 

CN 2 4-Pyrimidinediamine, N2 - [3 - [2 - [ (3S , 5R) -3 , 5 -dimethyl -1- 

piperidinyl] ethoxy] phenyl] -N4- [5- (1-ethyl- 1-methylpropyl) -lH-pyrazol-3 -yl] 
(9CI) (CA INDEX NAME) 



Absolute stereochemistry. 




Me 



ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 

S r4-PyrimidinS^ N4- [5- (1-ethyl -1-methylpropyl) -IH-pyrazol -3 -yl] 

° [3 - [ V^Y^ " (9CI) (CA INDEX NAME) 



HN 




N — 




O- CH 2 ~ 




Et— C Et 

I 

Me 

ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 

CN 2?4 5 Py^LnedSine, N4- (5-cyclopropyl-lH-pyrazol-3-yl) -N2- [3- [ diethyl- 
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HN 




,Me 



Or 


-0-CH 2 1" 







N 



KM" ^OSS^-IH^HCAPLSr^ ^ ^ MSPLAYED IN THE STRUCTURE 

[(1-methyl- 3 -pxpendinyl) methoxy] phenyl]- (9CI) (CA INDEX NAME) 




.Me 



0-CH 2 - 




T °?0356L3J U 0° M HCAPlSs UBLE B0N ° S ° ISPLAYED IN THE STRUCTURE 

CN 2 4-Pyrimidinediamine, N4- [5- ( 1 , 1 -dimethylethyl ) -lH-pyrazol-3-yl] -N2- [3- [2- 
[(phenylmethyl) ammo] ethoxy] phenyl]- (9CI) (CA INDEX NAME) 



HN 




N 



0~ CH 2 - CH 2 NH— CH 2 - Ph 



t-Bu 



Rn" JJT^SS™ BONDS NOT DISPLAYED IN THE STRUCTURE 

N2- [3 -[2 -[(phenylmethyl) ammo] ethoxy] phenyl]- (9CI) (CA INDEX NAME) 



, N 



HN 




Br 



N" V yJ— — N 
N 




' °~ CH 2 - CH 2 - NH- CH 2 ~ Ph 



t-Bu 



ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
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PN 503566-41-4 HCAPLUS r r 

S 2^-Pyrimidinediamine, N4- [5- (1 , 1-dimethylethyl) -^-pyrazol-^yl H*2- [3- [2- 
[ (2 -methoxyethyl) (phenylmethyl) amino] ethoxy] phenyl]- (9CI) (CA INDEX 

NAME) 




ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
PN 5 03566-44-7 HCAPLUS _ ^ , ro ro 

C~N 2 4-Pyrimidinediamine, N4- [5- ( 1 , 1-dimethylethyl) -lH-pyrazol-3 -yl] -N2- [3- [2- 
['(4-fIuorophenyDaminolethoxylphenyl]- (9CI) (CA INDEX NAME) 




ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 

rl 2 0 f Pv^mldineSamine, N4- [5- (1, 1-dimethylethyl) -lH-pyrazol-3-yl] -5-fluoro- 

fe^^nti-Jii^Wi)^]*"^^^ 11 - (9CI) (CA INDEX NAME) 




ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
dm 503566-46-9 HCAPLUS 4 . _ _ 7n r ^ r « 

CT 2 4-Pyrimidinediamine, N4- [5- (1 , 1-dimethylethyl) -lH-pyrazol-3-yl] -N2- [3- [2- 
['(tSoxyphenyDaminolethoxylphenyl]- (9CI) (CA INDEX NAME) 



HN 7 N" 




O— CH2~ CH2 -NH- 




OMe 



t-Bu 
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CN 2,4-Pyrimidinediamine N4- [5- (1 , 1-dimethylethyl) -lH-pyrazol-3-yl] -5-fluoro- 
N2-[3-[2-[(4-methoxyphenyl)amino]ethoxy]phenyl]- (9CI) (CA INDEX NAME) 




RN E °5oS E -^ U i° M HCAPlSs UBLE B ° NDS DISPLAYED ™ THE STRUCTURE 

CN 2,4-Pyrimidinediamine N2- [3- [2- (6-benzothiazolylamino) ethoxy] phenyl] -N4- 
[5- (1, 1-dimethylethyl) -lH-pyrazol-3-yl] - (9CI) (CA INDEX NAME) 




RN E °503S6 E -If r M HCAP L Ss UBLE ^ ^ DIS ™ D IN THE STRUCTURE 
CN 2'4-Pyrimidinediamine, N2- [3- [2- ( lH-benzimidazol -2 -ylamino) ethoxvl Dhenvl 1 
N4- [5- (l f 1-dimethylethyl) -lH-pyrazol-3-yl] - (9CI) (CA INDEX NAME) 




^ NH- CH 2 - CH 2 - 

NH 




,N 



NH 



Bu-t 



Rn" ^O^^ST^^^ BONDS NOT DISPLAYED IN THE STRUCTURE 

S^i)' (1 ' 1 ~ dimeth ^ leth y D-lH-pyrazol-3-yl].5-fluoro- (9CI) (CA InSex 




^ - NH- CH 2 - CH 2 - O — U\ 
NH 




NH 



Bu-t 
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ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 

CN l°l%yr^ N4- [5- (1 , 1-dimethylethyl) -lH-pyr«ol-3 -yl] ^N2- [3- [2- 

UH-Inda Z ol-5-ylamino)ethoxy] phenyl]- (9CI) (CA INDEX NAME) 



N. 



HN 




N- 




— N 




O- CH 2 -CH 2 -NH- 




t-Bu 

ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 

N2-[3-[2-(lH-indazol-5-ylamino)ethoxy]phenyl]- (9CI) (CA INDEX NAMhi 



, N 



HN 



. N — I J-- N— rf^T -O-CH2-CH2-NH- 

u 




t-Bu 



ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 

S H'pyri^^ N4- [5- (1, 1-dimethylethyl) -IH-pyrazol^ -yl] -H2 - [3- [2- 

(4 -me?Sl-l-piperazinyl)ethoxy] phenyl]- (9CI) (CA INDEX NAME) 



Me 



N 



HN 




— O- CH 2 -CH 2 - 



N- 



N 



t-Bu 

ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 

N2-[3-[2-(4-methyl-l-piperazinyl)ethoxy]phenyl]- (9CI) (CA INDEX NAME) 



HN 



t-Bu 




.Me 



0— CH 2 -CH 2 N. 
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ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURF 
RN 503566-56-1 HCAPLUS 

CN ^4;f Y o i 7 id ^ ediami u e \ N4 " [5_ ^^-d^thylethyl) -lH-pyrazol-3 -yl] -N2 - [3- [2- 
NAME) ( me thoxymethyl ) - 1 -pyrrolidinyl ] ethoxy] phenyl ] - (9CI) (CA INDEX 

Absolute stereochemistry. 




ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503566-57-2 HCAPLUS 

CN 2 4-Pyrimidinediamine, N4- [5- (1, 1 -dimethylethyl ) -lH-pyrazol-3 -yl] -N2- [3- [2- 
L(3R # 5S)-3 # 5-dimethyl-i-piperidinyl]ethoxy]phenyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




Me 



ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503566-58-3 HCAPLUS 

CN ^^; P ^^ din ! diamine ' N4 " [5 " d^l-diniethylethyl) - lH-pyrazol-3 -yl] -N2- [3- [2- 
t^L f T L"i; 5 - dimeth ^ 1 ' 1 -P i P eridin y 1 ] ethoxy] phenyl] -5-fluoro- (9CI) (CA 
IJNJJiiA NAME) 



Absolute stereochemistry. 
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ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
3 rJ-^iSiSliSSL. N2- [3- [2- (cyclohexyla m ino)ethoxy] phenyl] -N4- [5- (1,1- 
dimetnylethyD-lH-pyrazol-3-yl]- (9CI) (CA INDEX NAME) 



HN 





O CH 2 -CH 2 ~NH- 




-N — 



t-Bu 

ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 



HN 





t-Bu 

ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
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Z °?0356™° M hSp L Ss UBLE B0NDS DISPLAYED IN THE STRUCTURE 

CN ['(2R P 6S)^ d J n H dia ^ n ?' / 4 : [5 " f^^di-ethylethyl) -lH-pyrazol-3-yl] -N2- [3- [2- 
[(2R,6S)-2,6-d 1 methyl-l-p 1 per 1 dinyl]ethoxy]phenyl]- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 



HN 



t-Bu 




» °503S6 E -S U 2° M HCAP L Ss UBLE ^ ^ DMH ™ » ™ STRUCTURE 

CN ['(2R P 6Sr^ n H di T, in ?' [5_ l -^«»thylethyl) -lH-pyrazol-3-yl] -N2- [3- [2- 

INDEX NAME) P 1 P erl< ^ y^-^ e thoxy] phenyl ] -5-fluoro- (9CI) (CA 



Absolute stereochemistry. 




HN' 0 ^356f-^-rHCAPLSs UBLE ^ DISPLAYH > ™ ™ E STRUCTURE 

CN U 4 ^ i ? i ? inediam l ne ' N4 ~ [5_ (1 ' l-dimethylethyl) -lH-pyrazol-3-yl] -N2- [3- [2- 
(4-methyl-l-pipendmyDethoxyJphenyl]- (9CI) (CA INDEX name) 1 1 
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0- CH 2 -CH 2 




HN 



t-Bu 



ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 

3 ^f-m^idinfdfaSne, N4- [5- d, 1 -diethyl ethyl ) -1H -^ol-B^l] -S^fluoro- 
N2-[3-[2-(4-methyl-l-piperidinyl)ethoxy]phenyl]- (9CI) (CA INDEX NAME) 



HN 



t-Bu 




O— CH2~ CH2 N 




ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 

RN 503566-69-6 HCAPLUS dimethvlethyl ) - IH-pyrazol - 3 -yl] -N2 - [3 - [2 - 



HN 



N- 




0-CH2--CH2— -N. 




CH 2 -Ph 



t-Bu 



ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 

CN 2° 4-PyrlMdinedSne, N4- [5- (1, l-di.ethylethyl) -IH-pyrazol^-yl] -5 -fluoro- 
N2-[3-[2-[4-(phenylmethyl)-l-piperidinyl]ethoxy]phenyl]- (9CI) (CA INDEX 

NAME) 




O- CH 2 -CH 2 N. 




CH2- Ph 



t-Bu 



ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 

3 ""Pyridine—, N4- [5- U, i-dlmethylethyl, -^a^^S-fiuoro- 
N2- [4-methoxy-3- [2- (4 -morpholinyl ) ethoxy] phenyl] - (9CI) (CA INDEX NAME) 
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HN 



t-Bu 




» °503?66-™T M S^S UBLE B ° NDS " 0T DISPLAYED » ™ 
CN 2, 4-Pyrimidinediamine, N4- [5- (1 1-dimethvl phwn m 

»- U- [2 - (4 -morpholinyl ) ethoxy] ptenyl" ^9Ci? (CA iNDE^HSME) Y - 5 - flU ° r< " 



HN 



t-Bu 




N "I^Jp" ° " CH2 ~ ™ 2 ™ ^ 



» BONDS NOT DISPLAYED I„ THE STRUCTURE 

»2-[3-[2-(4- m orphol 1 „y 1 )ethoxy]phe„yl]- (9CI) (CA IHDEX NAM E f Y ' 




CN 2, 4-Pyrimidinediamine, 5-bromo-N4- Ts- M 1 rf-im-i-w. 1 *-u 1 1 - 

« - 13 - B - <4 -orphol inyl, ethoxy, ^ ]' - ' {iSP (S^ _ S3r - 1 " ^ ' 




ST 0 SoS-^-T°r^,.r BLB B °" DS » OT " S <™ » ™ STRUCTURE 



503566-80-1 HCAPLUS 

CN 2, 4-Pyrimidinediamine, N4-[5-(l 1 -dimet-hvl <=>t-wi \ in 

L3 ix, x aimetnyletnyl) -lH-pyrazol-3-yl] -5-f luoro- 
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N2 -[3-[2-[(phenylmethyl)a m ino]ethoxy]phenyl]- (9CI) (CA INDEX NAME) 




— - N~ 




0-CH2" CH 2 -NH-CH 2 -Ph 



t-Bu 



ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
CN 2°4-Pyr"idii— , H4 - [5- d, l-di.ethylethyl) -lH^yrazol-3-yl] -N2- [3- [a- 
u'mSpholinyDethoxy] phenyl]- (9CI) (CA INDEX NAME) 



HN 



t-Bu 




0- CH 2 - CH 2 " 



ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503566-85-6 HCAPLUS _ _ dime thylethyl ) - IH-pyrazol ~3 - 

CN 3-Piperidinecarboxamide 1- [2- [3 L L4 LLb u NN _ die [ hy i- (9CI) (CA INDEX 
yl] amino] -2-pyrimidinyl] amino] phenoxy] ethyl] -N f N dietnyi ^ 

NAME) 



. N. 



HN 




N 



N 




r— 0- CH 2 " CH2" — N- 




C- NEt 2 



t-Bu 

ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503566-97-0 HCAPLUS i-dimethylethyl ) - IH-pyrazol - 3 -yl] -5 - f luoro- 

CN 2,4-Pyrimidmediamme, ^iLwvlnhenvll- (9CI) (CA INDEX NAME) 

N2- [3- [ (1 -methyl- 3 -piperidinyl)methoxyJ phenyl J 



HN 



t-Bu 




O- CH 2 - 




ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
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RN 503566-98-1 HCAPLUS 

CN 2,4-Pyrimidinediamine, N4- [5- (1, l-dimethylethyl) -IH-pyrazol -3-vl] -N2- U 

methoxy-3- [ (l-methyl- 3 -piperidinyl) methoxy] phenyl] - ^ci) ( CA INDEX NAME) 




T °f0356L"T M HCAP L Ss UBLE B ° NDS DISPLAYED ™ ™ E STRUCTURE 

CN 2,4-Pyrimidinediamine, N4 - [5- (l, l-dimethylethyl) -lH-pvrazo2 3 vll z fl 

E#- - thoxv - 3 - 1 * 1 -™ thyi - 3 -pwwi-yi r methL;, p l^" -°; 9 cir "<ca"»s- 



HN 



t-Bu 




.Me 



r o fo356 E -rrHCAP L r BLE bonds not displayed in the 

CN 2,4-Pyrimidinediamine, N4- [5- (1, l-dimethylpro Py l) -lH- P yrazol-3 vll NS> u 

methoxy-3- [ (1-methyl -3 -piperidinyl) methoxy^phenyi ] - (IS) °{ C A rNDE^ NA^E) 




RN' °?03?6V-of 9° M H?AP L Ss UBLE NOT DISPLAYED IN THE STRUCTURE 



CN 2 4-Pyrimidinediamine, N4- [5- (1, 1-dimethylpropyl) -lH-pvrazol-3 vll ^ 
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HN 




-N — 




Et~ C- Me 



Me 

ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503567-02-0 HCAPLUS tt - nl j- 

S 2 Ipyrimidinediamine, N4- [5- ( 1, 1-dimet hylpropy " -J?:^^- 3 ^ 1 ^ 
f luoro-N2- [3- [ (i-methyl-3-piperidinyl)methoxy]phenyl] - (9CI) 

NAME) 



(CA INDEX 



, N. 



HN 



-N — 



' N 



* N 




0- CH 2 - 




Et— C— Me 

I 

Me 

ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 

fiuor^-N2-[4-methoxy-3-t(l-methyl-3-piperidinyl)methoxy]phenyl]- (9CI) 
(CA INDEX NAME) 



HN 



Et- 




Me 



ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 



RN 
CN 



5!JS£llLSSE.. N4- [5 - (l-ethyl-1-.ethylpropyl) "IH-pyrazol-B-yll -5- 
fluoro-N2- [3- [ (i-methyl-3-piperidin y l) m ethoxy]phen y l] - (9CI) (CA INDEX 

NAME) 
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ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503567-05-3 HCAPLUS 



CN 



2,4-Pyrimidinediamine, N4- [5- (1-ethyl-l-methylpropyl) -lH-pyrazol-3 -yl] -N2- 

[4-methoxy-3-[(l-methyl-3-piperidinyl)methoxy]phenyl]- (9CI) (CA INDEX 
NAME) 




ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503567-06-4 HCAPLUS 

CN 2,4-Pyrimidinediamine, N4- [5- (1, 1- dimethyl ethyl) -lH-pyrazol-3-yl] -N2- [3- 
[ (1 -methyl- 3 -piperidinyl) methoxy] phenyl] - (9CI) (CA INDEX NAME) 




ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURF 
RN 503567-07-5 HCAPLUS 

CN 2,4-Pyrimidinediamine, N4- [5 - ( 1 , l -dimethylethyl) - lH-pyrazol -3 -yl] -N2- [3- 
[ (l-methyl-2-piperidinyl)methoxy]phenyl] - (9CI) (CA INDEX NAME) 




ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
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5 2°4 5 pwi^dined^ine, N4- [5- (1, l-dimethylethyl) -iH-pyra.ol-3-yl] -5-f luoro- 
N2 [3-[U-me?hyl 2-piperidinyl) methoxy] phenyl] - (9CI) (CA INDEX NAME) 



HN 



t-Bu 




0-CH 2 — 




ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 

CN 2° 4-PyrimIdinSaMne, N2- [3- [2- [ (cyclohexylmethyl) amino] ethoxy] phenyl] -N4- 
[5 (l^Timethylethyl) -lH-pyrazol-3 -yl] - (9CI) (CA INDEX NAME) 



HN 



t-Bu 




O -CH 2 -CH 2 -NH- CH 2 " 




ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 

CN "^Py^idinedXSne, H4- [5 - (1 , l-dimethylethyl) -lH-pyra.ol-3-yl] -N2- [3- [2 
['(tSylcyclohexyl) amino] ethoxy] phenyl]- (9CI) (CA INDEX NAME) 



HN 7 N' 





O- CH 2 - CH 2 " NH- 




Me 



t-Bu 



ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 

CN 1°1* S P^ N2- [3- [2- (cyclppentylamino) ethoxy] phenyl] -N4- [5- 

(i%-diniethylethyl)-lH-pyrazol-3-yl]- (9CI) (CA INDEX NAME) 
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ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503567-26-8 HCAPLUS 

CN 2,4-Pyrimidinediamirie, N4- [5- (1, 1-dimethylethyl) -lH-pyrazol-3-yl] -N2- [4- 
methoxy-3- [2- [ [2- (4 -morpholinyl) ethyl] amino] ethoxy] phenyl] - (9CI) (CA 
INDEX NAME) 




PAGE 1-B 



N 



ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503567-27-9 HCAPLUS 

CN 2,4-Pyrimidinediamine, N4- [5- ( 1 , 1 -dimethyl ethyl) -lH-pyrazol-3 -yl] -5-fluoro- 
N2- [4 -methoxy-3- [2- [ [2- (4 -morpholinyl ) ethyl] amino] ethoxy] phenyl] - (9CI) 
(CA INDEX NAME) 



PAGE 1-A 



N 



HN 



F 

-N- 



N 



N 




O- CH2 - CH 2 ~NH - CH 2 - CH 2 
OMe 



t-Bu 



PAGE 1-B 



— N 



ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503 567-31-5 HCAPLUS 

CN 2,4-Pyrimidinediamine, 5-bromo-N4- [5- (1 , 1-dimethylethyl) -lH-pyrazol-3 -yl] 
N2- [3- [ 12- (4 -morpholinyl) ethyl] amino] phenyl ] - (9CI) (CA INDEX NAME) 
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t-Bu 



ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503567-32-6 HCAPLUS 

CN 2 4-Pyrimidinediamine, N4 - [5- (1 , 1-dimethylethyl) -lH-pyrazol-3 - 
[[2-(4-morpholinyl)ethyl]amino]phenyl]- (9CI) (CA INDEX NAME) 




ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503567-37-1 HCAPLUS 

CN Benzoic acid, 3- [ [2- [3- [ [4- [ [5- (1, 1-dimethylethyl) -lH-pyrazol-3 - 
2 -pyrimidinyl] amino] phenoxy] ethyl] amino] - (9CI) (CA INDEX NAME) 




ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503567-38-2 HCAPLUS 

CN Benzoic acid, 3- [ [2- [3- [ [4- [ [5- ( 1 , 1-dimethylethyl) -lH-pyrazol-3 -yl] ammo - 
5-fluoro-2-pyrimidinyl]amino]phenoxy] ethyl] amino]- (9CI) (CA INDEX NAME) 




t-Bu 



ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503567-43-9 HCAPLUS 

CN 2,4-Pyrimidinediamine, N4- [5- ( 1 , 1-dimethylethyl ) -lH-pyrazol-3 -yl] -5-fluoro- 
N2- [3- [2- (l-methyl-2-pyrrolidinyl)ethoxy] phenyl] - (9CI) (CA INDEX NAME) 
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ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503567-47-3 HCAPLUS 

CN 2 , 4-Pyrimidinediamine, N4- [5- (1, 1-dimethylethyl) - lH-pyrazol -3 -yl ] -N2- [3- [2- 
(1 -methyl- 2 -pyrrolidinyl) ethoxy] phenyl] - (9CI) (CA INDEX NAME) 




ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503567-48-4 HCAPLUS 

CN 2 , 4-Pyrimidinediamine, N4- [5- (1, 1-dimethylethyl) - lH-pyrazol -3 -yl ] -N2- [3- [2- 
( 1 -pyrrolidinyl) ethoxy] phenyl] - (9CI) (CA INDEX NAME) 




ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503567-49-5 HCAPLUS 

CN 2, 4-Pyrimidinediamine, N4- [5- (1, 1-dimethylethyl) - lH-pyrazol -3 -yl ] -5-f luoro- 
N2- [3- [2- (1 -pyrrolidinyl) ethoxy] phenyl] - (9CI) (CA INDEX NAME) 




t-Bu 



ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503567-51-9 HCAPLUS 

CN 2, 4-Pyrimidinediamine, N4 - [5- (1, 1-dimethylethyl) - lH-pyrazol -3 -yl] -N2- [3- [2- 
(methylphenylamino) ethoxy] phenyl] - (9CI) (CA INDEX NAME) 
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t-Bu 

ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503567-52-0 HCAPLUS 

CN 2-Pyrrolidinone, 1- [2- [3- [ [4- [ [5- (1, 1-dimethylethyl) - IH-pyrazol -3 - 

yl] amino] -2 -pyrimidinyl] amino] phenoxy] ethyl] - (9CI) (CA INDEX NAME) 




t-Bu 



ONE. OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503567-53-1 HCAPLUS 

CN 2-Pyrrolidinone, 1- [2- [3- [ [4- [ [5- (1 , 1-dimethylethyl) -IH-pyrazol -3 - 

yl] amino] -5 - fluoro-2 -pyrimidinyl] amino] phenoxy] ethyl] - (9CI) (CA INDEX 
NAME) 




t-Bu 



ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503567-54-2 HCAPLUS 

CN 2,4-Pyrimidinediamine, N4- [5- (1 , 1-dimethylethyl) -lH-pyrazol-3 -yl] -N2- [3- [2- 
(1-piperidinyl) ethoxy] phenyl] - (9CI) (CA INDEX NAME) 




t-Bu 

ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503567-55-3 HCAPLUS 

CN 2,4-Pyrimidinediamine, N4- [5- (1, 1-dimethylethyl) -IH-pyrazol -3 -yl] -5-fluoro- 
N2- [3- [2- (1-piperidinyl) ethoxy] phenyl] - (9CI) (CA INDEX NAME) 



Searched by Paul Schulwitz 571-272-2527 



Page 212 



Habte 10/824,005 



10/22/2004 




t-Bu 



ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503567-59-7 HCAPLUS 

CN 2-Pyrrolidinone, 1- [2- [5- [ [4- [ [5- ( 1 , 1 -dimethylethyl ) - lH-pyrazol -3 - 

yl] amino] -5 - f luoro-2 -pyrimidinyl] amino] -2 -methoxyphenoxy] ethyl] - (9CI) 
(CA INDEX NAME) 



O 




Bu-t 



ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503567-69-9 HCAPLUS 

CN 2 , 4-Pyrimidinediamine, N4- [5- (1 , 1 -dimethylethyl) - lH-pyrazol-3 -yl] -N2- [4- 
methoxy-3- [2- (1-piperidinyl) ethoxy] phenyl] - (9CI) (CA INDEX NAME) 




t-Bu 



ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503567-70-2 HCAPLUS 

CN 2- Pyrrol idinone, 1 - [2 - [ [3 - [ [4 - [ [5 - (1 , 1 -dimethylethyl) -lH-pyrazol-3 - 

yl] amino] -2 -pyrimidinyl] amino] phenyl] methoxy] ethyl] - (9CI) (CA INDEX 
NAME) 




t-Bu 

ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
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RN 503567-71-3 HCAPLUS 

CN 2-Pyrrolidinone, 1- [2 - [ [3 - [ [4 - [ [5- ( 1 , 1-dimethylethyl ) - lH-pyrazol-3 - 

yl] amino] -5-f luoro-2 -pyrimidinyl] amino] phenyl] methoxy] ethyl] - (9CI) (CA 
INDEX NAME) 




t-Bu 

ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503567-72-4 HCAPLUS 

CN 2- Pyrrol idinone, 1- [2 - [ [5- [ [4 - [ [5- ( 1 , 1-dimethylethyl ) -lH-pyrazol-3 - 

yl] amino] -2 -pyrimidinyl] amino] -2 -me thoxyphenyl] methoxy] ethyl] - (9CI) (CA 
INDEX NAME ) 



0 




Bu-t 

ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503567-73-5 HCAPLUS 

CN 2-Pyrrolidinone, 1- [2- [ [5- [ [4- [ [5- (1 # 1-dimethylethyl) -lH-pyrazol -3 - 

yl] amino] -5 -fluoro- 2 -pyrimidinyl] amino] -2 -me thoxyphenyl] methoxy] ethyl] - 
(9CI) (CA INDEX NAME) 



0 




Bu-t 

ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503567-87-1 HCAPLUS 

CN 2,4-Pyrimidinediamine, N4- [5- ( 1 , 1-dimethylethyl ) -lH-pyrazol-3 -yl] -5-fluoro- 
N2- [4-methoxy-3- [2- (1 -pyrrolidinyl ) ethoxy] phenyl] - (9CI) (CA INDEX NAME) 




Bu-t 
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ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503567-88-2 HCAPLUS 

CN 2 , 4-Pyrimidinediamine, N4- [5- (1, 1 -dimethylethyl ) -lH-pyrazol-3-yl] -5-fluoro- 
N2- [4-methoxy-3- [2- ( 1 -piperidinyl ) ethoxy] phenyl] - (9CI) (CA INDEX NAME) 




t-Bu 

ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503567-89-3 HCAPLUS 

CN 2 , 4-Pyrimidinediamine, N4- [5- (1, 1 - dimethylethyl ) -lH-pyrazol-3 -yl] -N2- [4- 
methoxy-3- [2- ( 1 -pyrrolidinyl ) ethoxy] phenyl] - (9CI) (CA INDEX NAME) 




Bu-t 



ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503567-90-6 HCAPLUS 

CN 4-Morpholineacetamide, N- [3- [ [4- [ [5- (1, 1- dimethylethyl) - lH-pyrazol -3 - 
yl] amino] -5 -f luoro-2 -pyrimidinyl ] amino] phenyl] - (9CI) (CA INDEX NAME) 




t-Bu 



ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503567-91-7 HCAPLUS 

CN l-Piperidineacetamide, N- [3- [ [4- [ [5- (1, 1- dimethylethyl) -lH-pyrazol-3 - 
yl] amino] -2 -pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 




t-Bu 
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ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503567-92-8 HCAPLUS 

CN l-Piperidineacetamide, N- [3 - [ [4 - [ [5- (1 , l-dimethylethyl) -lH-pyrazol-3 - 
yl] amino] -5-f luoro-2 -pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 




t-Bu 

ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503567-95-1 HCAPLUS 

CN 1-Pyrrolidineacetamide, N- [3 - [ [4 - [ [5 - ( 1 , l-dimethylethyl) -lH-pyrazol-3 - 
yl] amino] -2 -pyrimidinyl] amino] phenyl ] - (9CI) (CA INDEX NAME) 




t-Bu 

ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503567-96-2 HCAPLUS 

CN 1-Pyrrolidineacetamide, N- [3 - [ [4 - [ [5 - ( 1 , l-dimethylethyl) -lH-pyrazol -3 - 
yl] amino] -5-f luoro-2 -pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 




t-Bu 

ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503567-97-3 HCAPLUS 

CN 4-Morpholineacetamide, N- [3 - [ [4 - [ [5 - ( 1 , l-dimethylethyl) - lH-pyrazol-3 - 
yl] amino] -2 -pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 




t-Bu 
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ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503567-98-4 HCAPLUS 

CN 2 , 4-Pyrimidinediamine, N4 - [5- (1, 1 -dimethyl ethyl ) - lH-pyrazol -3 -yl ] -N2- [3- 
[ [2- (1-piperidinyl) ethyl] amino] phenyl] - (9CI) (CA INDEX NAME) 




t-Bu 

ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503567-99-5 HCAPLUS 

CN 2,4-Pyrimidinediamine, N4- [5- ( 1 , 1-dimethylethyl ) -IH-pyrazol -3 -yl] -5-fluoro- 
N2- [3- [ [2- (1-piperidinyl) ethyl] amino] phenyl] - (9CI) (CA INDEX NAME) 




t-Bu 

ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503568-03-4 HCAPLUS 

CN 2-Pyrrolidinone, 1- [2- [5- [ [4- [ [5- (1, 1-dimethylethyl) -lH-pyrazol-3 - 

yl] amino] -2 -pyrimidinyl] amino] -2 -methoxyphenoxy] ethyl] - (9CI) (CA INDEX 
NAME) 



0 




Bu-t 



ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503568-04-5 HCAPLUS 

CN 2,4-Pyrimidinediamine, N4- [5- (1 , 1-dimethylethyl) - lH-pyrazol -3 -yl] -N2- [4- 
methoxy-3- [2- (4 -morpholinyl ) ethoxy] phenyl] - (9CI) (CA INDEX NAME) 




t-Bu 
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RO, 


RU, 


SD, 


SE, 


SG, 


SI, 


SK, 


SL, 


TJ, 


TM, 


TR, 


TT, 


TZ, 


UA, 


UG, 




US, 


UZ, 


VN, 


YU, 


ZA, 


zw 






















RW: 


: GH, 


GM, 


KE, 


LS, 


MW, 


MZ, 


SD, 


SL, 


SZ, 


TZ, 


UG, 


ZM, 


ZW, 


AM, 


AZ, 


BY, 




KG, 


KZ, 


MD, 


RU, 


TJ, 


TM, 


AT, 


BE, 


BG, 


CH, 


CY, 


CZ, 


DE, 


DK, 


EE, 


ES, 




FI, 


FR, 


GB, 


GR, 


IE, 


IT, 


LU, 


MC, 


NL, 


PT, 


SE, 


SK, 


TR, 


BF, 


BJ, 


CF, 




CG, 


CI, 


CM, 


GA, 


GN, 


GQ, 


GW, 


ML, 


MR, 


NE, 


SN, 


TD, 


TG 








PRIORITY APPLN. 


INFO 














US 2001- 


325110P 




P 20010926 



OTHER SOURCE(S): MARPAT 138:271698 

AB This application discloses and claims 5 -substituted-2 , 4 - 

diaminopyrimidines, (shown as I; e.g. 3- [3- [ [4- [ (3 -tert-butyl-lH-pyrazol-5- 
yl) amino] -2 -pyrimidinyl] amino] phenoxy] -1, 2 -propanediol; Rl = Cl-6 alkyl, 
C3-6 cycloalkyl, adamantyl , Ph, or a 5-membered heteroarom. containing a 
single heteroatom = N, O, and S; R2 = H, F , CI, or Cl-4 alkyl; R3 = H, 
halogen, 0(Cl-4 alkyl), or Cl-6alkyl; R4 = halogen, N02 , Cl-6 alkyl, 
NR5R6, 0(CH2) 1-4C02R7, O (CH2 ) 1-4C (O) NR5R6 , N (R5 ) C (O) CH20R8 , OC(0)R9, 
C(0)NR5R6, C02R7, CN, or 0(Cl-4alkyl) optionally substituted by OH or 
phenoxy; addnl . definitions are in the claims), pharmaceutical compns . 
containing them, a method of making them, and methods of using them for 
treatment of cancers. Eleven examples of I were found to inhibit SRC 
kinase with IC50 values less than 500 nM. Many general methods of preparation 
of I and several specific examples are included; characterization data are 
included for 35 examples of I. For example, 3 - [3 - [ [4 - [ (3 -tert-butyl- 1H- 
pyrazol-5-yl) amino] -2 -pyrimidinyl] amino] phenoxy] - 1 , 2 -propanediol was 
prepared from N- (3 -tert-butyl-lH-pyrazol-5-yl) -2 -chloro-4 -pyrimidinamine and 
3- (3 -aminophenoxy) -1,2 -propanediol in 21% yield; prepns . of the reactants 
are also included. 

IT 503 53 8- 11- 2P, N4 - (3 -tert -Butyl- IH-pyrazol -5 -yl ) -N2- [3- (2- 
phenoxyethoxy) phenyl] -2 , 4 -pyrimidinediamine 503538-24-7P, 
N4- (3-tert-Butyl-lH-pyrazol-5-yl) -N2- [3- [2- (4 -morpholinyl) -2- 
oxoethoxy] phenyl] -2 , 4 -pyrimidinediamine 503538 -27 - OP , 
2- (Benzyloxy) -N- [3- [ [4- [ (3 -tert -butyl - lH-pyrazol-5 -yl ) amino] -2- 
pyrimidinyl] amino] phenyl] acetamide 503538-28 -IP, 
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N- [3- [ [4- [ (3-tert-Butyl-lH-pyrazol-5-yl) amino] -2 -pyrimidinyl] amino] phenyl] - 

2-phenoxyacetamide 503538-29-2P, N- [3 - [ [4 - [ (3 - tert -Butyl -1H- 

pyrazol - 5 -yl ) amino] - 2 -pyrimidinyl ] amino] phenyl ] benzamide 

503538-30-5P, 2- (Benzyloxy) -N- [3- [ [4- [ ( 3 - tert -butyl - lH-pyrazol - 5 - 

yl) amino] -5 -fluoro- 2 -pyrimidinyl] amino] phenyl] acetamide 

503538 -31-6P, N- [3 - f [4 - [ ( 3 - tert-Butyl - IH-pyrazol -5 -yl) amino] -5- 

fluoro-2 -pyrimidinyl] amino] phenyl] -2-phenoxyacetamide 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation) ; THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(drug candidate; preparation of phenylamino pyrazolylamino pyrimidines as 
SRC kinase inhibitors for treating cancers) 
RN 503538-11-2 HCAPLUS 

CN 2,4-Pyrimidinediamine, N4- [5- (1, 1 -dimethylethyl ) - lH-pyrazol -3 -yl ] -N2 - [3- (2- 
phenoxyethoxy) phenyl] - (9CI) (CA INDEX NAME) 




t-Bu 



ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503538-24-7 HCAPLUS 

CN Morpholine, 4- [ [3- [ [4- [ [5- ( 1 , 1-dimethylethyl ) -lH-pyrazol-3 -yl] amino] -2- 
pyrimidinyl] amino] phenoxy] acetyl] - (9CI) (CA INDEX NAME) 




t-Bu 

ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503538-27-0 HCAPLUS 

CN Acetamide, N- [3 - [ [4 - [ [5 - ( 1 , 1 -dimethylethyl ) - lH-pyrazol - 3 -yl] amino] -2- 
pyrimidinyl] amino] phenyl] -2- (phenylmethoxy) - (9CI) (CA INDEX NAME) 




0 

NH — C— CH2— O— CH 2 - Ph 



t-Bu 



ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503538-28-1 HCAPLUS 

CN Acetamide, N- [3- [ [4- [ [5- (1 , 1-dimethylethyl) - lH-pyrazol -3 -yl] amino] -2- 



Searched by Paul Schulwitz 571-272-2527 



Page 219 



Habte 10/824,005 



10/22/2004 



pyrimidinyl] amino] phenyl] -2 -phenoxy- (9CI) (CA INDEX NAME) 




t-Bu 



ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503538-29-2 HCAPLUS 

CN Benzamide, N- [3 - [ [4 - [ [5 - (1, 1 -dimethylethyl) -lH-pyrazol-3-yl] amino] -2- 
pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 




O 

NH — C— Ph 



t-Bu 



ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503538-30-5 HCAPLUS 

CN Acetamide, N- [3 - [ [4 - [ [5 - (1, 1 -dimethylethyl) - lH-pyrazol-3 -yl] amino] -5- 
fluoro-2 -pyrimidinyl] amino] phenyl] -2- (phenylmethoxy) - (9CI) (CA INDEX 
NAME) 




t-Bu 



ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503538-31-6 HCAPLUS 

CN Acetamide, N- [3 - [ [4 - [ [5 - (1, 1 -dimethylethyl) - lH-pyrazol -3 -yl] amino] -5- 
f luoro-2 -pyrimidinyl] amino] phenyl] -2 -phenoxy- (9CI) (CA INDEX NAME) 




ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
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The invention provides novel substituted 2 , 4 -diaminopyrimidine compds . 
(shown as I; variables defined below; e.g. N4 - (3 -tert -butyl-lH-pyrazol - 5 - 
yl) -N2- [4- (3 -pyridinylmethyl) phenyl] -2 , 4 -pyrimidinediamine) , 

pharmaceutical compns . containing them, a method of making them, and methods 
of using them for treatment of cell proliferative diseases such as cancer, 
and non--malignant cell proliferative diseases, as well as osteoporosis and 
inflammatory diseases. Fifty examples of I were found to inhibit SRC 
kinase with IC50 values less than 500 nM. Many general methods of preparation 
of I and several specific examples are included; characterization data are 
included for 101 examples of I. For example, N4 - (3 -tert-butyl-lH-pyrazol- 
5-yl) -N2- [4- (3 -pyridinylmethyl) phenyl] -2, 4-pyrimidinediamine was prepared in 
4 steps starting with 3 -benzylpyridine and involving intermediates 
3- (4 -nitrobenzyl) pyridine, 3- (4 -aminobenzyl ) pyridine , and 
N- (3-tert-butyl-lH-pyrazol-5-yl) -2 -chloro-4 -pyrimidinamine (from 
2,4-dichloropyrimidine and 5 -amino-3 -tert -butylpyrazole) . For I : Yl = H 
or Cl-4 alkyl. Y2 = CF3 , Cl-6 alkyl; C3-6 cycloalkyl; or Ph optionally 
substituted with halogen, Cl-4 alkyl, or Cl-4 alkoxy; n = 0-2; X = halogen 
or Cl-4 alkyl; p = 0-2; Z = halogen, Cl-4 alkyl, or Cl-4 alkoxy; and q = 
0-2. L = a chemical bond, Cl-4 alkylene, O, 0(Cl-4 alkylene) , CH(Cl-6 
alkoxy), S(O)0-2, S(O)0-2(Cl-4 alkylene), (Cl-4 alkylene) S (0) 0 -2 , NH(Cl-4 
alkylene), C(O), or C(0)(Cl-4 alkylene). D = pyridinyl, imidazolyl, 
thiazolyl, pyrrolyl, thienyl, pyrazolyl, furyl, thiadiazolyl , oxazolyl, or 
benzimidazolyl . The pyridinyl and benzimidazolyl groups D each may be 
optionally substituted by up to three substituents = Cl-4 alkyl, OH, Cl-4 
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alkoxy, CN, NR1R2 , C(0)NR1R2, halogen, and C02 (Cl-6 alkyl) , in which Rl 
and R2 = H, Cl-4 alkyl, and C3-6 cycloalkyl. Alternatively, Rl and R2 may 
be joined to form a 5-6 membered saturated heterocycle -NQ in which Q = O, 
S(O)0-2, N-Yl, or C(Y1)2. 

503473-50-5P, N4 - ( 3 - tert -Butyl - lH-pyrazol - 5 -yl ) -N2- [3- [ (2- 
pyridinylmethyl) amino] phenyl] - 2 , 4 -pyrimidinediamine 503473-51-6P 

N4- (3-tert-Butyl-lH-pyrazol-5-yl) -5-f luoro-N2- [3- [ (2- 
pyr idinylmethyl) amino] phenyl] -2 , 4 -pyrimidinediamine 503473-52-7P 

, N4- (3-tert-Butyl-lH-pyrazol-5-yl) -N2- [3- [ (3- 

pyridinylmethyl) amino] phenyl] -2 , 4 -pyrimidinediamine 503473-53-8P 

N4- (3-tert-Butyl-lH-pyrazol-5-yl) -5-f luoro-N2- [3- [ (3- 
pyr idinylmethyl ) amino] phenyl ] - 2 , 4 -pyrimidinediamine 50 347 3 - 54 - 9P 

, N4- (3-tert~Butyl-lH-pyrazol-5-yl) -N2 - [3- [ (4- 

pyr idinylmethyl) amino] phenyl] -2 , 4 -pyrimidinediamine 503473-55-0P 

, N4- (3-tert-Butyl-lH-pyrazol-5-yl) -5 -f luoro-N2 - [3- [ (4- 

pyr idinylmethyl) amino] phenyl] -2 , 4 -pyrimidinediamine 503473 - 56 -IP 

N4- (3-tert-Butyl-lH-pyrazol-5-yl) -5-f luoro-N2 - [3- [ [ (2 -methyl - lH-imidazol - 

4 - yl) methyl] amino] phenyl] -2 , 4 -pyrimidinediamine 503473 -57 -2P , 

N4- (3-tert-Butyl-lH-pyrazol-5-yl) -N2- [3- [ [ (2 -methyl- lH-imidazol -4 - 

yl) methyl] amino] phenyl] -2, 4 -pyrimidinediamine 503473 -58 - 3P , 

N4- (3-tert-Butyl-lH-pyrazol-5-yl) -N2- [3- [ ( 1H- imidazol-2 - 

ylmethyl) amino] phenyl] -2 , 4 -pyrimidinediamine 503473 -59 -4P , 

N4- (3-tert-Butyl-lH-pyrazol-5-yl) -5 -f luoro-N2 - [3- [ ( lH-imidazol-2 - 

ylmethyl) amino] phenyl] -2 , 4 -pyrimidinediamine 503473 -60 -7P , 

N4- (3-tert-Butyl-lH-pyrazol-5-yl) -N2- [3- [2- (2 -pyridinyl) ethyl] phenyl] -2,4- 

pyrimidinediamine 503473 -61-8P, N4 - (3 -tert-Butyl-lH-pyrazol-5- 

yl) -5-f luoro-N2- [3- [2- (2 -pyridinyl) ethyl] phenyl] -2 , 4 -pyrimidinediamine 

503473-62-9P, N4- (3 - tert-Butyl- lH-pyrazol -5 -yl) -N2- [3- [ (3- 

furylmethyl) amino] phenyl] -2 , 4 -pyrimidinediamine 503473 -63 -OP, 

N4- (3-tert-Butyl-lH-pyrazol-5-yl) -N2- [3- [ ( 3 - thienylmethyl) amino] phenyl] - 

2, 4 -pyrimidinediamine 503473-64-1P, N4- (3 -tert-Butyl-lH-pyrazol - 

5- yl) -N2- [3- [ [ (l-methyl-lH-pyrrol-2-yl)methyl] amino] phenyl] -2,4- 
pyrimidinediamine 503473 -65 -2P, N4- (3 -tert-Butyl-lH-pyrazol-5- 

yl) -N2- [3- [ (1, 3-thiazol-2-ylmethyl) amino] phenyl] -2 , 4 -pyrimidinediamine 

503473- 66-3P, N4- (3 - tert -Butyl - IH-pyrazol - 5 -yl) -N2- [3- [2- (3- 
pyridinyl) ethyl] phenyl] -2 , 4 -pyrimidinediamine 503473 -67 -4P , 
N4- (3-tert-Butyl-lH-pyrazol-5-yl) -5-f luoro-N2- [3- [2- (3- 
pyridinyl) ethyl] phenyl] -2 , 4 -pyrimidinediamine 503473 -86 -7P , 
N4- (3-tert-Butyl-lH-pyrazol-5-yl) -N2- [3- [ [2- (lH-imidazol-1- 
yl) ethyl] amino] phenyl] -2 , 4 -pyrimidinediamine 503473 -94 -7P , 

N4- (3-tert-Butyl-lH-pyrazol-5-yl) -N2- [3- [2- (lH-pyrazol-l-yl) ethoxy] phenyl] - 
2,4-pyrimidinediamine 503473 - 95 -8P , N4- (3 -tert-Butyl-lH-pyrazol - 
5-yl) -N2- [4-chloro-3- [2- ( IH-pyrazol - 1 -yl) ethoxy] phenyl] -2,4- 
pyrimidinediamine 503473-96-9P, 1- [2- [3 - [ [4- [ (5-tert-Butyl-lH- 
pyrazol-3-yl) amino] -2 -pyrimidinyl] amino] phenoxy] ethyl] -lH-benzimidazole-5 - 
carboxylic acid 503474 -05 -3P , N4- (3-tert-Butyl-lH-pyrazol-5-yl) - 
N2- [3- [3- (lH-imidazol-l-yl) propyl] phenyl] -2,4-pyrimidinediamine 

503474- 06-4P, N4 - (3 -tert-Butyl -lH-pyrazol-5 -yl) -5-f luoro-N2 - [3- [3- 
(lH-imidazol-l-yl)propyl] phenyl] -2,4-pyrimidinediamine 
503474-07-5P, N4 - (3 -tert-Butyl -lH-pyrazol-5 -yl) -N2- [3- [2- (1H- 
imidazol-l-yl) ethoxy] phenyl] -2,4-pyrimidinediamine 503474-08-6P, 
N4- (3-tert-Butyl-lH-pyrazol-5-yl) -5-f luoro-N2 - [3- [2- ( lH-imidazol- 1~ 
yl) ethoxy] phenyl] -2 , 4 -pyrimidinediamine 503474-10-OP, 

N4- (3-tert-Butyl-lH-pyrazol-5-yl) -N2- [3- [2- ( lH-imidazol - 1-yl) ethoxy] -4- 
methoxyphenyl] -2,4-pyrimidinediamine 503474-11-1P, 

N4- (3-tert-Butyl-lH-pyrazol-5-yl) -5 -f luoro-N2 - [3- [2- (lH-imidazol-1- 
yl) ethoxy] -4 -methoxyphenyl] -2,4-pyrimidinediamine 503474 -22 -4P , 
N4- (3-tert-Butyl-lH-pyrazol-5-yl) -N2- [2-chloro-5- [2- (lH-imidazol-1- 
yl) ethoxy] phenyl] -2,4-pyrimidinediamine 503474 -48-4P, 
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N4- (3-tert-Butyl-lH-pyrazol-5-yl) -N2- [4- [2- (4 -pyridinyl ) ethyl] phenyl] -2,4- 
pyrimi dine diamine 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation) ; THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(drug candidate; preparation of phenylamino pyrazolylamino pyrimidines as 
SRC kinase inhibitors) 
RN 503473-50-5 HCAPLUS 

CN 2,4-Pyrimidinediamine, N4 - [5- ( 1 , 1 -dimethylethyl ) -lH-pyrazol-3-yl] -N2- [3- 
[ (2 -pyridinylmethyl) amino] phenyl ] - (9CI) (CA INDEX NAME) 




t-Bu 

ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503473-51-6 HCAPLUS 

CN 2,4-Pyrimidinediamine, N4 - [5- (1, 1 -dimethylethyl ) - lH-pyrazol -3 -yl] -5-fluoro- 
N2- [3- [ (2 -pyridinylmethyl) amino] phenyl] - (9CI) (CA INDEX NAME) 




t-Bu 

ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503473-52-7 HCAPLUS 

CN 2,4-Pyrimidinediamine, N4 - [5- ( 1 , 1-dimethylethyl ) - lH-pyrazol -3 -yl ] -N2- [3- 
[ (3 -pyridinylmethyl) amino] phenyl] - (9CI) (CA INDEX NAME) 




t-Bu 

ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503473-53-8 HCAPLUS 

CN 2,4-Pyrimidinediamine, N4 - [5- (1 , 1-dimethylethyl) - lH-pyrazol - 3 -yl] -5-fluoro- 
N2- [3- [ (3 -pyridinylmethyl) amino] phenyl] - (9CI) (CA INDEX NAME) 



Searched by Paul Schulwitz 571-272-2527 



Page 223 



Habte 10/824,005 



10/22/2004 




t-Bu 

ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503473-54-9 HCAPLUS 

CN 2,4-Pyrimidinediamine, N4- [5- (1 , 1-dimethylethyl) -lH-pyrazol-3-yl] -N2- [3- 
[ (4 -pyridinylmethyl) amino] phenyl] - (9CI) (CA INDEX NAME) 




ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503473-55-0 HCAPLUS 

CN 2,4-Pyrimidinediamine, N4- [5- (1 , 1-dimethylethyl) -lH-pyrazol-3 -yl] -5-fluoro- 
N2- [3- [(4 -pyridinylmethyl) amino] phenyl ] - (9CI) (CA INDEX NAME) 




ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503473-56-1 HCAPLUS 

CN 2,4-Pyrimidinediamine, N4- [5- ( 1 , 1-dimethylethyl) -lH-pyrazol-3-yl] -5-fluoro- 
N2- [3- [ [ (2~methyl-lH-imidazol-4-yl)methyl] amino] phenyl] - (9CI) (CA INDEX 
NAME) 




ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503473-57-2 HCAPLUS 

CN 2,4-Pyrimidinediamine, N4- [5- (1, 1-dimethylethyl) -lH-pyrazol-3-yl] -N2- [3- 
[ [ (2-methyl-lH-imidazol-4-yl)methyl] amino] phenyl] - (9CI) (CA INDEX NAME) 
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t-Bu 




ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503473-58-3 HCAPLUS 

CN 2,4-Pyrimidinediamine, N4- [5- (1 , 1 -dime thy lethyl) -lH-pyrazol-3-yl] -N2- [3- 
[ (lH-imidazol-2-ylmethyl) amino] phenyl ] - (9CI) (CA INDEX NAME) 




t-Bu 

ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503473-59-4 HCAPLUS 

CN 2,4-Pyrimidinediamine, N4- [5- (1, 1-dimethylethyl) -lH-pyrazol-3 -yl] -5-fluoro- 
N2- [3- [ (lH-imidazol-2-ylmethyl) amino] phenyl] - (9CI) (CA INDEX NAME) 




t-Bu 

ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503473-60-7 HCAPLUS 

CN 2,4-Pyrimidinediamine, N4 - [5- (1, 1-dimethylethyl) -lH-pyrazol-3 -yl] -N2- [3- [2- 
(2-pyridinyl) ethyl] phenyl] - (9CI) (CA INDEX NAME) 




t-Bu 

ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503473-61-8 HCAPLUS 

CN 2, 4-Pyrimidinediamine, N4- [5- ( 1, 1-dimethylethyl) - lH-pyrazol -3 -yl] -5-f luoro- 
N2- [3- [2- (2-pyridinyl) ethyl] phenyl] - (9CI) (CA INDEX NAME) 
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ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503473-62-9 HCAPLUS 

CN 2,4-Pyrimidinediamine, N4- [5- (1 , 1- dimethyl ethyl) - lH-pyrazol-3 -yl] -N2 - [3- 
[ (3 -furanylmethyl) amino] phenyl] - (9CI) (CA INDEX NAME) 




t-Bu 



ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503473-63-0 HCAPLUS 

CN 2,4-Pyrimidinediamine, N4- [5- (1, 1 -dime thy lethyl) -lH-pyrazol-3 -yl] -N2- [3- 
[ (3 -thienylmethyl) amino] phenyl] - (9CI) (CA INDEX NAME) 




ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503473-64-1 HCAPLUS 

CN 2,4-Pyrimidinediamine, N4- [5- ( 1 , 1 -dimethylethyl) -lH-pyrazol-3 -yl] -N2- [3- 
[[ (l-methyl-lH-pyrrol-2-yl) methyl] amino] phenyl] - (9CI) (CA INDEX NAME) 




ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503473-65-2 HCAPLUS 

CN 2 ,4-Pyrimidinediamine, N4- [5- (1, 1-dimethylethyl) -lH-pyrazol -3 -yl] -N2- [3- 
[ (2 -thiazolylmethyl) amino] phenyl] - (9CI) (CA INDEX NAME) 
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t-Bu 



ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503473-66-3 HCAPLUS 

CN 2,4-Pyrimidinediamine, N4- [5- (1 , 1-dimethylethyl) -lH-pyrazol-3 -yl] -N2- [3- [2- 
(3 -pyridinyl) ethyl] phenyl] - (9CI) (CA INDEX NAME) 




ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503473-67-4 HCAPLUS 

CN 2,4-Pyrimidinediamine, N4- [5- (l f 1-dimethylethyl) - lH-pyrazol -3 -yl] -5-fluoro- 
N2- [3- [2- (3 -pyridinyl) ethyl] phenyl] - (9CI) (CA INDEX NAME) 




ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503473-86-7 HCAPLUS 

CN 2,4-Pyrimidinediamine, N4- [5- (1, 1-dimethylethyl) - lH-pyrazol -3 -yl] -N2- [3- 
[ [2- (lH-imidazol-l-yl) ethyl] amino] phenyl] - (9CI) (CA INDEX NAME) 




ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503473-94-7 HCAPLUS 

CN 2,4-Pyrimidinediamine, N4- [5- (1, 1-dimethylethyl) -lH-pyrazol-3 -yl] -N2- [3- [2- 
(lH-pyrazol-l-yl) ethoxy] phenyl] - (9CI) (CA INDEX NAME) 
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ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503473-95-8 HCAPLUS 

CN 2 4-Pyrimidinediamine, N2 - [4-chloro-3- [2- ( lH-pyrazol - 1 -yl ) ethoxy] phenyl] 
N4-[5-(l,l-dimethylethyl)-lH-pyrazol-3-yl]- (9CI) (CA INDEX NAME) 




ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503473-96-9 HCAPLUS 

CN lH-Benzimidazole-5-carboxylic acid, 1- [2- [3- [ [4- [ [5- ( 1 , 1 -dimethylethyl) -1H- 
pyrazol-3-yl] amino] -2 -pyrimidinyl] amino] phenoxy] ethyl] - (9CI) (CA INDEX 
NAME) 




ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503474-05-3 HCAPLUS 

CN 2 4-Pyrimidinediamine, N4- [5- (1 , 1 -dimethylethyl) - lH-pyrazol -3 -yl] -N2- [3- L3- 
(lH-imidazol-l-yl) propyl] phenyl] - (9CI) (CA INDEX NAME) 




ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503474-06-4 HCAPLUS 

CN 2,4-Pyrimidinediamine, N4- [5- (1 , 1 -dimethylethyl) -lH-pyrazol-3-yl] -5-fluoro- 
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N2- [3- [3- (IH-imidazol-l-yl) propyl] phenyl] - (9CI) (CA INDEX NAME) 




t-Bu 

ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503474-07-5 HCAPLUS 

CN 2,4-Pyrimidinediamine, N4- [5- (1, 1-dimethylethyl) - lH-pyrazol -3 -yl] -N2- [3- [2- 
(lH-imidazol-l-yl) ethoxy] phenyl] - (9CI) (CA INDEX NAME) 




t-Bu 

ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503474-08-6 HCAPLUS 

CN 2,4-Pyrimidinediamine, N4- [5 - ( 1 , 1 -dimethylethyl ) - lH-pyrazol -3 -yl ] -5-fluoro- 
N2- [3- [2- (IH-imidazol-l-yl) ethoxy] phenyl] - (9CI) (CA INDEX NAME) 




t-Bu 

ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503474-10-0 HCAPLUS 

CN 2,4-Pyrimidinediamine, N4- [5- ( 1 , 1-dimethylethyl ) -lH-pyrazol-3-yl] -N2- [3- [2- 
(lH-imidazol-l-yl) ethoxy] -4 -methoxyphenyl] - (9CI) (CA INDEX NAME) 




Bu-t 



ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503474-11-1 HCAPLUS 

CN 2,4-Pyrimidinediamine, N4- [5- (1 , 1-dimethylethyl) -lH-pyrazol-3-yl] -5-fluoro- 
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N2- [3- [2- (lH-imidazol-l-yl) ethoxy] -4 -methoxyphenyl] - (9CI) (CA INDEX 
NAME) 




Bu-t 



ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503474-22-4 HCAPLUS 

CN 2 4-Pyrimidinediamine, N2 - [2-chloro-5- [2 - (lH-imidazol-l-yl) ethoxy] phenyl j 
N4-[5-(l,l-dimethylethyl)-lH-pyrazol-3-yl]- (9CI) (CA INDEX NAME) 




ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
RN 503474-48-4 HCAPLUS 

CN 2,4-Pyrimidinediamine, N4- [5- ( 1 , 1-dimethylethyl ) - IH-pyrazol -3 - 
(4-pyridinyl) ethyl] phenyl ] - (9CI) (CA INDEX NAME) 




ONE OR MORE TAUTOMERIC DOUBLE BONDS NOT DISPLAYED IN THE STRUCTURE 
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The present invention relates to a method for treating autoimmune 
diseases, more particularly selected from the group consisting of multiple 
sclerosis, ulcerative colitis, Crohn's disease, rheumatoid arthritis and 
polyarthritis, scleroderma, lupus erythematosus, dermatomyositis , 
pemphigus, polymyositis, vasculitis, as well as graft- vs. host diseases, 
comprising administering a compound capable of depleting mast cells to a 
mammal in need of such treatment. Such compds . can be chosen from 
tyrosine kinase inhibitors and more particularly non-toxic, selective and 
potent c-kit inhibitors. Preferably, said inhibitor is unable to promote 
death of IL-3 dependent cells cultured in presence of IL-3. 
4810 54- 84 -6D, derivs . 

RL: PAC (Pharmacological activity); THU (Therapeutic use); BIOL 
(Biological study) ; USES (Uses) 

(use of tyrosine kinase inhibitors for treating autoimmune diseases) 
4810 54-84-6 HCAPLUS 

Benzamide, N- [3 - (2 -pyrimidinylamino) phenyl] - (9CI) (CA INDEX NAME) 
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OTHER SOURCE(S): MAR PAT 138:83365 

AB The present invention relates to a method for treating inflammatory 

diseases such as rheumatoid arthritis (RA) , comprising administering a 
tyrosine kinase inhibitor to a human in need of such treatment, more 
particularly a non-toxic, selective and potent c-kit inhibitor. 
Preferably, said inhibitor is unable to promote death of IL-3 dependent 
cells cultured in presence of IL-3. 

IT 481054-84-6D, derivs . 

RL: PAC (Pharmacological activity); THU (Therapeutic use); BIOL 
(Biological study) ; USES (Uses) 

(tyrosine kinase inhibitors for treating inflammatory diseases) 

RN 4 81054-84-6 HCAPLUS 

CN Benzamide, N- [3 - (2 -pyrimidinylamino) phenyl] - (9CI) (CA INDEX NAME) 
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(MS) comprising administering a tyrosine kinase inhibitor to a human in 
need of such treatment, more particularly a non- toxic, selective and 
potent c-kit inhibitor. Preferably said inhibitor is unable to promote 
death of IL-3 dependent cells cultured in presence of IL-3. 
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OTHER SOURCE (S): MARPAT 138:83364 



AB The present invention relates to a method for treating allergic diseases 
such as asthma, comprising administering a tyrosine kinase inhibitor to a 
human in need of such treatment, more particularly a non- toxic, selective 
and potent c-kit inhibitor. Preferably, said inhibitor is unable to 
promote death of IL-3 dependent cells cultured in presence of IL-3 

IT 481054-84-6D, derivs . 

RL: PAC (Pharmacological activity); THU (Therapeutic use); BIOL 
(Biological study) ,- USES (Uses) 

(tyrosine kinase inhibitions for treating allergic diseases) 

RN 481054-84-6 HCAPLUS 

CN Benzamide, N- [3 - (2 -pyrimidinylamino) phenyl] - (9CI) (CA INDEX NAME) 
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Use of tyrosine kinase inhibitors for treating bone 
loss 
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AB Science, Fr . 

PCT Int. Appl. , 2 8 pp. 
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PATENT NO. 
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OTHER SOURCE(S): MARPAT 138:95587 

AB The present invention relates to a method for treating bone loss such as 
osteoporosis comprising administering a tyrosine kinase inhibitor to a 
human in need of such treatment, more particularly a non- toxic, selective 
and potent c-kit inhibitor. Preferably, said inhibitor is unable to 
promote death of IL-3 dependent cells cultured in presence of IL-3 . 

IT 481054-84-6D, derivs . 

RL: PAC (Pharmacological activity); THU (Therapeutic use); BIOL 
(Biological study) ; USES (Uses) 

(tyrosine kinase inhibitors for treating bone loss) 

RN 481054-84-6 HCAPLUS 

CN Benzamide, N- [3 - (2 -pyrimidinylamino) phenyl] - (9CI) (CA INDEX NAME) 
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OTHER SOURCE (S) : MARPAT 138:73179 

AB Phenylvinyl -nicotinic acid derivs . , such as I [Rl = OH, (CH2) 1-40H, N02 , 
NH2, haloalkyl, haloalkyloxy , alkyl , alkenyl, alkylamino, etc.; R2 = X-Y; 
X = linking group, such as O, CO, amino, Z-O-Z, etc; Z = alkylene, 
alkenylene, etc.; R3 = OH, alkoxy, alkylamino, etc.; m = 0-2; n = 0-4; m + 
n > 0] , as well as other phenylvinyl -heteroaryl derivs., were prepared for 
pharmaceutical use in the treatment of diseases or conditions mediated 
through glucokinase (GLK) , such as type 2 diabetes. Thus, nicotinic acid 
derivative II (R3 = OH) was prepared via condensation of Me 6 -methylnicot inate 
with PhO-3-C6H4CHO using AcOH at 120° for 24 h to give the 

corresponding Me ester II (R3 = OMe) in 49% yield, followed by hydrolysis 
of the ester using 1M aqueous NaOH in THF to give the desired acid in 76% 
yield. The prepared compds . were assayed for their effect on GLK activity, 
and pharmaceutical compns . of the prepared compds. were presented. 
IT 479723-36-9P 

RL: PAC (Pharmacological activity) ; SPN (Synthetic preparation) ; THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(preparation of phenylvinyl -nicotinic acid derivs. for therapeutic use 
glucokinase (GLK) activators) 
RN 479723-36-9 HCAPLUS 

CN 5-Pyrimidinecarboxylic acid, 2 - [ (IE) -2- [3 , 5-bis [ (2~ 

chlorophenyl) methoxy] phenyl] ethenyl] - (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 




C0 2 H 
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OTHER SOURCE (S) : 
AB Thiazole compds . 



MARPAT 138:14054 
[I; wherein Rl = H, 



( substituted) 



or 



Cl-C6)alkyl, CN, 

halogen, N02 , (substituted) (C1-C4 ) alkylidene ; Arl = (substituted) 3-8 
membered monocyclic or 8-10 membered bicyclic saturated, partially saturated, 

aryl ring, 3-7 membered heterocyclic ring, 5-6 membered monocyclic or 8-10 
membered bicyclic heteroaryl ring] were prepared For example, (II) was 
prepared in three steps from 2 -acetylthiazole . These compds. are inhibitors 
of protein kinases, particularly inhibitors of GSK3, Aurora2 , and Syk 
mammalian protein kinases. For example, compound II showed IC50 < 
0.5 uM against Syk mammalian protein kinase. 
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RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(preparation of thiazole compels, as inhibitors of protein kinases) 
RN 477769-08-7 HCAPLUS 

CN 2-Pyrimidinamine, N- [3- [ (3 , 4 -dichlorophenyl ) methoxy] phenyl] -4- (2- 
thiazolyl)- (9CI) (CA INDEX NAME) 




RN 477769-11-2 HCAPLUS 

CN 2-Pyrimidinamine, N- [3- [ [4- (methylsulf onyl) phenyl] methoxy] phenyl] -4- (2- 
thiazolyl)- (9CI) (CA INDEX NAME) 




RN 477769-13-4 HCAPLUS 

CN 2-Pyrimidinamine, N- [3 - (phenylmethoxy) phenyl] -4 - (2 -thiazolyl ) - (9CI) (CA 
INDEX NAME) 
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RN 477769-14-5 HCAPLUS 

CN 2-Pyrimidinamine, N- [3- (4 -pyridinylmethoxy) phenyl] -4- (2 -thiazolyl) 
(CA INDEX NAME) 



(9CI) 
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RN 477769-20-3 HCAPLUS 

CN 2-Pyrimidinamine, N- [3- [ (3 -aminophenyl) methoxy] phenyl] -4- (2 -thiazolyl ) 
(9CI) (CA INDEX NAME) 
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RN 477769-23-6 HCAPLUS 

CN 2-Pyrimidinamine, N- [3- (1, 3 -benzodioxol -5 -ylmethoxy) phenyl] -4- (2- 
thiazolyl)- (9CI) (CA INDEX NAME) 




0- CH 2 - 




RN 477769-26-9 HCAPLUS 

CN 2-Pyrimidinamine, N- [3- (2 -pyridinylmethoxy) phenyl] -4- ( 2 -thiazolyl ) - (9CI) 
(CA INDEX NAME) 




0-CH 2 " 
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RN 477769-32-7 HCAPLUS 

CN 2-Pyrimidinamine, N- [3- (3 -pyridinylmethoxy) phenyl] -N- (3 -pyridinylmethyl) -4- 



Searched by Paul Schulwitz 571-272-2527 



Page 240 



(2-thiazolyl) - 



(9CI) 



Habte 10/824,005 
(CA INDEX NAME) 



10/22/2004 




RN 477769-35-0 HCAPLUS 

CN 2-Pyrimidinamine, N- [3- [2- ( lH-pyrrol - 1 -yl ) ethoxy] phenyl] -4- (2-thiazolyl) - 
(9CI) (CA INDEX NAME) 




RN 477769-40-7 HCAPLUS 

CN 2-Pyrimidinamine, N- [3- [ (2 -nit rophenyl) methoxy] phenyl] -4- (2-thiazolyl) - 
(9CI) (CA INDEX NAME) 




RN 477769-43-0 HCAPLUS 

CN 2-Pyrimidinamine, N- [3- [ (2 -aminophenyl) methoxy] phenyl] -4- (2-thiazolyl) - 
(9CI) (CA INDEX NAME) 




RN 477769-46-3 HCAPLUS 

CN 2-Pyrimidinamine, N- [3- [ (2 -f luorophenyl) methoxy] phenyl] -4- (2-thiazolyl) - 
(9CI) (CA INDEX NAME) 
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2-Pyrimidinamine, N- [3- [ (2 -methoxyphenyl) methoxy] phenyl] -4- (2 -thiazolyl) - 
(9CI) (CA INDEX NAME) 
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2-Pyrimidinamine, 4- ( 2 -thiazolyl ) -N- [3- [ [2- ( tr if luorome thy 1) phenyl] methoxy 
] phenyl]- (9CI) (CA INDEX NAME) 
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2-Pyrimidinamine, N- [3- ( eye lohexylmethoxy) phenyl] -4- ( 2 -thiazolyl) - (9CI) 
(CA INDEX NAME) 
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Benzonitrile, 3- [ [3- [ [4- (2 -thiazolyl ) -2 -pyrimidinyl] amino] phenoxy] methyl] - 
(9CI) (CA INDEX NAME) 




47 7769-87-2 HCAPLUS 
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CN Benzoic acid, 4- [ [3- [ [4- (2 -thiazolyl ) -2 -pyrimidinyl] amino] phenoxy] methyl] - 
, methyl ester (9CI) (CA INDEX NAME) 




RN 477769-90-7 HCAPLUS 

CN 2-Pyrimidinamine, N- [3 - [ (3 , 4 -dif luorophenyl) methoxy] phenyl] -4- (2- 
thiazolyl)- (9CI) {CA INDEX NAME) 




F 



F 



RN 477769-93-0 HCAPLUS 

CN 2-Pyrimidinamine, N- [3- [ (2 -chlorophenyl) methoxy] phenyl] -4- (2 -thiazolyl ) - 
(9CI) (CA INDEX NAME) 




RN 477769-96-3 HCAPLUS 

CN 1, 3-Benzenediamine, N- [ (2 , 6 -dichlorophenyl) methyl] -N' - [4- (2 -thiazolyl) -2- 
pyrimidinyl] - (9CI) (CA INDEX NAME) 




RN 477769-99-6 HCAPLUS 

CN l, 3-Benzenediamine, N- [ (2 , 6 -dif luorophenyl ) methyl] -N 1 - [4- (2-thiazolyl) -2- 
pyrimidinyl] - (9CI) (CA INDEX NAME) 
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RN 477770-05-1 HCAPLUS 

CN 2-Pyrimidinamine, N- [3- [ (3 -f luorophenyl) methoxy] phenyl] -4- (2-thiazolyl) 
(9CI) (CA INDEX NAME) 




O- CH 2 




RN 477770-07-3 HCAPLUS 

CN 2-Pyrimidinamine, N- [3 - [ (3 , 5 -dif luorophenyl) methoxy] phenyl] -4- (2- 
thiazolyl)- (9CI) (CA INDEX NAME) 




CH 2 




RN 477770-10-8 HCAPLUS 

CN 2-Pyrimidinamine, 4- (2-thiazolyl) -N- [3- [ [3- ( trif luoromethyl) phenyl] methoxy 
] phenyl]- (9CI) (CA INDEX NAME) 




CH 2 




. CF3 



RN 477770-13-1 HCAPLUS 

CN 2-Pyrimidinamine, N- [3- [ (4 -f luorophenyl) methoxy] phenyl] -4- (2-thiazolyl) 
(9CI) (CA INDEX NAME) 




O- CH 2 " 
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RN 477770-16-4 HCAPLUS 

CN 2-Pyrimidinamine, N- [3- [ (2 , 3 -dichlorophenyl) methoxy] phenyl] -4- (2- 
thiazolyl)- (9CI) (CA INDEX NAME) 




RN 477770-19-7 HCAPLUS 

CN 2-Pyrimidinamine, N- [3- [ (2 -methylphenyl ) methoxy] phenyl] -4- (2-thiazolyl) - 
(9CI) (CA INDEX NAME) 




RN 477770-22-2 HCAPLUS 

CN 4-Piperidinemethanol, 1- [3- [3- [ [4- (2-thiazolyl) -2- 

pyrimidinyl] amino] phenoxy] propyl] - (9CI) (CA INDEX NAME) 




RN 477770-23-3 HCAPLUS 

CN 2-Pyrrolidinemethanol, 1- [3- [3- [ [4- (2-thiazolyl) -2- 

pyrimidinyl] amino] phenoxy] propyl] -, (2S) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 477770-24-4 HCAPLUS 

CN 1-Piperazineethanol, 4- [3- [3- [ [4- (2-thiazolyl) -2- 

pyrimidinyl] amino] phenoxy] propyl] - (9CI) (CA INDEX NAME) 
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RN 477770-25-5 HCAPLUS 

CN 3-Piperidinol, 1- [3- [3- [ [4- (2 - thiazolyl ) -2 -pyrimidinyl] amino] phenoxy] propy 
1]- (9CI) (CA INDEX NAME) 




RN 477770-26-6 HCAPLUS 

CN 2 -Pyrimidinamine, N- [3- [3- (4 -morpholinyl ) propoxy] phenyl] -4- (2 -thiazolyl ) - 
(9CI) (CA INDEX NAME) 




RN 477770-27-7 HCAPLUS 

CN 2 -Pyrimidinamine, 4- (2 -thiazolyl ) -N- [3- [3- (4 - thiomorpholinyl) propoxy] pheny 
1]- (9CI) (CA INDEX NAME) 




RN 477770-28-8 HCAPLUS 

CN 4-Piperidinemethanol, 1- [3 - [ [3 - [ [4 - (2 -thiazolyl) -2- 

pyrimidinyl] amino] phenyl] amino] propyl] - (9CI) (CA INDEX NAME) 




RN 477770-29-9 HCAPLUS 

CN 2 -Pyrrol idinemethanol, 1- [3- [ [3- [ [4- (2 -thiazolyl) -2- 

pyrimidinyl] amino] phenyl] amino] propyl] -, (2S) - (9CI) (CA INDEX NAME) 
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Absolute stereochemistry. 




RN 477770-30-2 HCAPLUS 

CN 4-Piperidinol, 1- [3 - [ [3 - [ [4 - (2 - thiazolyl ) -2 -pyrimidinyl] amino] phenyl] amino 
] propyl]- (9CI) (CA INDEX NAME) 




RN 477770-32-4 HCAPLUS 

CN 2-Pyrimidinamine, N- [3- [3- (3 -amino- 1-piperidinyl) propoxy] phenyl] -4- (2- 
thiazolyl)- (9CI) (CA INDEX NAME) 




RN 477770-33-5 HCAPLUS 

CN 2-Pyrimidinamine, N- [3- [3- (4-ethyl-l-piperazinyl) propoxy] phenyl] -4- (2- 
thiazolyl)- (9CI) (CA INDEX NAME) 




RN 477770-34-6 HCAPLUS 

CN 2-Pyrimidinamine, N- [3- [3- (1-piperazinyl) propoxy] phenyl] -4- (2 -thiazolyl ) - 
(9CI) (CA INDEX NAME) 
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RN 477770-35-7 HCAPLUS 

CN 2 -Pyrimidinamine, N- [3- [3- [4- (4 -pyridinylmethyl ) -1- 

piperazinyl] propoxy] phenyl] -4- (2 -thiazolyl) - (9CI) (CA INDEX NAME) 




RN 477770-36-8 HCAPLUS 

CN 2 -Pyrimidinamine, N- [3- [3- ( 1 -pyrrolidinyl ) propoxy] phenyl] -4- (2 -thiazolyl) - 
(9CI) (CA INDEX NAME) 




RN 477770-37-9 HCAPLUS 

CN 2 -Pyrimidinamine, N- [3- [3- ( lH-imidazol - 1 -yl ) propoxy] phenyl] -4- (2- 
thiazolyl)- (9CI) (CA INDEX NAME) 




RN 477770-38-0 HCAPLUS 

CN 2 -Pyrimidinamine, N- [3- [3- (4 -methyl -lH-imidazol- 1-yl) propoxy] phenyl] -4- (2- 
thiazolyl)- (9CI) (CA INDEX NAME) 




RN 477770-39-1 HCAPLUS 

CN 1, 3-Benzenediamine, N- [3- (4 -morpholinyl) propyl] -N 1 - [4- (2 -thiazolyl) -2- 
pyrimidinyl] - (9CI) (CA INDEX NAME) 
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RN 477770-41-5 HCAPLUS 

CN 1-Piperidinebutanamide, N- [3- [ [4- (2 -thiazolyl ) -2 -pyrimidinyl ] amino] phenyl ] - 
(9CI) <CA INDEX NAME) 




RN 477770-42-6 HCAPLUS 

CN 4-Morpholineacetamide, N- [3- [ [4- (2 -thiazolyl) -2 -pyrimidinyl] amino] phenyl] - 
(9CI) (CA INDEX NAME) 




RN 477770-43-7 HCAPLUS 

CN 1-Piperazinebutanamide, N- [3- [ [4- (2 -thiazolyl) -2 -pyrimidinyl] amino] phenyl] - 
(9CI) (CA INDEX NAME) 




RN 477770-44-8 HCAPLUS 

CN 1-Piperidinebutanamide , 4- (hydroxymethyl ) -N- [3- [ [4- (2 -thiazolyl ) -2- 
pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 




RN 477770-45-9 HCAPLUS 

CN 1H- Pyrrole - 1 -butanamide , N- [3- [ [4- (2 -thiazolyl) -2- 
pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 
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RN 4 77 770-46-0 HCAPLUS 

CN 1-Piperazinebutanamide, 4- (2 -hydroxyethyl ) -N- [3- [ [4- (2 -thiazolyl) -2- 
pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 




0 



NH— C— (CH2) 3" 




CH2--CH2— OH 



RN 477770-50-6 HCAPLUS 

CN Carbamic acid, [3- [ [4- (2 -thiazolyl) -2 -pyrimidinyl] amino] phenyl] 
(tetrahydro-2-furanyl) methyl ester (9CI) (CA INDEX NAME) 




RN 477770-51-7 HCAPLUS 

CN Carbamic acid, [3 -[ [4 - (2 -thiazolyl) -2 -pyrimidinyl] amino] phenyl] - , 
(tetrahydro-2H-pyran-2-yl) methyl ester (9CI) (CA INDEX NAME) 




RN 477770-52-8 HCAPLUS 

CN 2 -Pyrimidinamine , N- [3- [2- [ ( tetrahydro-2H-pyran-2 -yl) oxy] ethoxy] phenyl] -4- 
(2-thiazolyl) - (9CI) (CA INDEX NAME) 




RN 477770-54-0 HCAPLUS 

CN 2 -Pyrimidinamine, N- [3- [2- (4 -morpholinyl ) ethoxy] phenyl] -4- (2 -thiazolyl) - 
(9CI) (CA INDEX NAME) 
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RN 477770-55-1 HCAPLUS 

CN 2-Pyrimidinamine, N- [3- [2- (1-pyrrolidinyl) ethoxy] phenyl] -4- (2 -thiazolyl ) - 
(9CI) (CA INDEX NAME) 




RN 477770-56-2 HCAPLUS 

CN 2-Pyrimidinamine, N- [3- [2- ( 1 -piperidinyl ) ethoxy] phenyl] -4- (2 -thiazolyl ) - 
(9CI) (CA INDEX NAME) 




RN 477770-57-3 HCAPLUS 

CN 4-Piperidinol, 1- [2- [3- [ [4- (2 -thiazolyl ) -2 -pyrimidinyl] amino] phenoxy] ethyl 
]- (9CI) (CA INDEX NAME) 




RN 477770-58-4 HCAPLUS 

CN 4-Piperidinemethanol, 1- [2- [3- [ [4- (2 -thiazolyl) -2- 

pyrimidinyl] amino] phenoxy] ethyl] - (9CI) (CA INDEX NAME) 




RN 477770-59-5 HCAPLUS 

CN 2- Pyrrol idinemethanol , 1- [2- [3- [ [4- (2 -thiazolyl ) -2- 

pyrimidinyl] amino] phenoxy] ethyl] -, (2S) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 477770-60-8 HCAPLUS 

CN l-Piperazineethanol, 4- [2- [3- [ [4- (2-thiazolyl) -2- 

pyrimidinyl] amino] phenoxy] ethyl] - (9CI) (CA INDEX NAME) 




RN 477770-61-9 HCAPLUS 

CN 2-Pyrimidinamine, N- [3- [2- (1-piperazinyl) ethoxy] phenyl] -4- (2-thiazolyl) - 
(9CI) (CA INDEX NAME) 




RN 477770-62-0 HCAPLUS 

CN 2-Pyrimidinamine, N- [3- [2- (3 -piperidinyl ) ethoxy] phenyl] -4- (2-thiazolyl) - 
(9CI) (CA INDEX NAME) 




RN 477770-71-1 HCAPLUS 

CN l-Piperazineethanol, 4- [2- [ [3- [ [4- (2-thiazolyl) -2- 

pyrimidinyl] amino] phenyl] amino] ethyl] - (9CI) (CA INDEX NAME) 
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2002 : 927413 HCAPLUS 
138 : 14070 

CDK inhibiting pyrimidines 

Brumby, Thomas; Jautelat, Rolf; Prien, Olaf; Schaefer, 
Martina; Siemeister, Gerhard; Luecking, Ulrich; Huwe, 
Chris toph 

Schering Aktiengesellschaf t , Germany 

PCT Int. Appl., 24 0 pp. 

CODEN: PIXXD2 

Patent 

German 

1 



PATENT 


NO. 






KIND 


DATE 






APPLICATION 


NO. 




DATE 


WO 


2002096888 




Al 




20021205 




WO 2002- 


EP5669 




20020523 




W: 


AE , 


AG, 


AL, 


AM, 


AT, 


AU, 


AZ, 


BA, 


BB, 


BG, 


BR, 


BY, 


BZ, 


CA, 


CH, CN, 






CO, 


CR, 


CU, 


CZ, 


DK, 


DM, 


DZ, 


EC, 


EE, 


ES, 


FI, 


GB, 


GD, 


GE, 


GH, GM, 






HR, 


HU, 


ID, 


IL, 


IN, 


IS, 


JP, 


KE, 


KG, 


KP, 


KR, 


KZ, 


LC, 


LK, 


LR, LS, 






LT, 


LU, 


LV, 


MA, 


MD, 


MG, 


MK, 


MN, 


MW, 


MX, 


MZ, 


NO, 


NZ, 


OM, 


PH, PL, 






PT, 


RO, 


RU, 


SD, 


SE, 


SG, 


si, 


SK, 


SL, 


TJ, 


TM, 


TN, 


TR, 


TT, 


TZ, UA, 






UG, 


UZ, 


VN, 


YU, 


ZA, 


ZM, 


ZW, 


AM, 


AZ, 


BY, 


KG, 


KZ, 


MD, 


RU, 


TJ, TM 




RW 


: GH, 


GM, 


KE, 


LS, 


MW, 


MZ, 


SD, 


SL, 


SZ, 


TZ, 


UG, 


ZM, 


ZW, 


AT, 


BE, CH, 






CY, 


DE, 


DK, 


ES, 


FI, 


FR, 


GB, 


GR, 


IE, 


IT, 


LU, 


MC, 


NL, 


PT, 


SE, TR, 






BP, 


BJ, 


CF, 


CG, 


CI, 


CM, 


GA, 


GN, 


GQ, 


GW, 


ML, 


MR, 


NE, 


SN, 


TD, TG 


DE 


10127581 






Al 




20030102 




DE 2001- 


10127581 




20010529 


DE 


10212098 






Al 




20031023 




DE 2002- 


10212098 




20020311 


NZ 


529654 






A 




20031219 




NZ 2002- 


529654 




20020523 


EP 


1392662 






Al 




20040303 




EP 2002- 


738100 




20020523 




R: 


AT, 


BE, 


CH, 


DE, 


DK, 


ES, 


FR, 


GB, 


GR, 


IT, 


LI, 


LU, 


NL, 


SE, 


MC, PT, 






IE, 


SI, 


LT, 


LV, 


FI, 


RO, 


MK, 


CY, 


AL, 


TR 












BR 


2002009774 




A 




20040601 




BR 2002- 


9774 






20020523 


US 


2004102630 




Al 




20040527 




US 2002- 


156759 




20021107 


PRIORITY APPLN. 


INFO 














DE 2001- 


10127581 




A 20010529 






















DE 2002- 


10212098 




A 20020311 






















WO 2002- 


EP5669 




W 20020523 



OTHER SOURCE (S) : 
AB 



MARPAT 138:14070 



IT 



RN 
CN 



Pyrimidines I [R = (un) substituted Ph; Rl = H, halogen, (un) substituted 
alkyl, N02, acyl , OCF3 , SCF3 , S02CF3; R2 = (un) substituted alkyl , alkenyl, 
alkynyl; X = O, (un) substituted NH, cycloalkoxy; XR2 = (un) substituted 
cycloalkyl, heterocyclic] were prepared as inhibitors of the 
cyclin-dependent kinase. Thus, 2 -chloro-4 -propargylaminopyrimidine was 
treated with 4 -F2CHSC6H4NH2 . HCl to give I [X = NH, R = 4 -F2CHSC6H4 , Rl = 
Br, R2 = CH2C . tplbond . CH] which had IC50 for inhibition of CDK2 of 180 nM 
and for inhibition of MCF7 tumor cell proliferation of 3 jaM. 
477587-98-7P 

RL: PAC (Pharmacological activity); RCT (Reactant) ; SPN (Synthetic 
preparation) ; THU (Therapeutic use) ; BIOL (Biological study) ; PREP 
(Preparation) ; RACT (Reactant or reagent) ; USES (Uses) 

(preparation and cyclin-dependent kinase inhibition of arylaminopyrimidines ) 
477587-98-7 HCAPLUS 

2-Pyrimidinamine, 5-bromo-N- [3- (oxiranylmethoxy) phenyl] -4- (2 -propynyloxy) - 
(9CI) (CA INDEX NAME) 
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0— CH2~C= CH 



IT 477590-13-9P 477590-14-0P 477590-15-1P 
477590-16-2P 477590-17-3P 477590-18-4P 

RL: SPN (Synthetic preparation); THU (Therapeutic use); BIOL (Biological 
study) ; PREP (Preparation) ; USES (Uses) 

(preparation and cyclin-dependent kinase inhibition of arylaminopyrimidines ) 
RN 477590-13-9 HCAPLUS 

CN 1-Azetidineethanol , a- [ [3 - [ [5 -bromo-4 - (2 -propynyloxy) -2 - 

pyrimidinyl] amino] phenoxy] methyl] -, (aS) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 477590-14-0 HCAPLUS 

CN 1-Azetidineethanol, a- [ [3- [ [5-bromo-4- ( 2 -propynyloxy) -2- 

pyrimidinyl] amino] phenoxy] methyl] -, (aR) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 477590-15-1 HCAPLUS 

CN 1-Piperazineethanol, a- [ [3- [ [5-bromo-4- (2 -propynyloxy) -2- 

pyrimidinyl] amino] phenoxy] methyl] -4 -methyl- , (ccS) - (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 
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Me 



RN 477590-16-2 HCAPLUS 

CN l-Piperazineethanol , a- [ [3- [ [5-bromo-4- (2 -propynyloxy) -2- 

pyrimidinyl] amino] phenoxy] methyl] -4 -methyl - , (ctR) - (9CI) (CA INDEX 
NAME ) 

Absolute stereochemistry . 



HC= C 




Me 



RN 477590-17-3 HCAPLUS 

CN 1-Piperidineethanol, a- [ [3- [ [5-bromo-4- (2 -propynyloxy) -2- 

pyrimidinyl] amino] phenoxy] methyl] -4- (phenylmethyl ) (aS) - (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 



HC=C 




RN 477590-18-4 HCAPLUS 

CN 1-Piperidineethanol, a- [ [3- [ [5-bromo-4- (2 -propynyloxy) -2- 

pyrimidinyl] amino] phenoxy] methyl] -4- (phenylmethyl) -, (aR) - (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 
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PATENT NO. 



2002 : 906131 HCAPLUS 
138 :4420 

Preparation of trisubstituted N- [ ( IS) -1,2,3,4- 
tetrahydro-l-naphthalenyl]benzamides as inhibitors of 
P2X3 and P2X2/P2X3 containing receptors for treating 
pain, urinary incontinence and bladder overactivity 
Lee, Chih-hung; Perner, Richard J.; Larson, Daniel P.; 
Koenig, John R. ; Gomtsyan, Arthur R.; Zheng, Guo Zhu; 
Didomenico, Stanley; Stewart, Andrew O.; Bayburt, Erol 
K. 

Abbott Laboratories, USA 

PCT Int. Appl. , 163 pp. 

CODEN: PIXXD2 

Patent 

English 

2 



WO 
WO 



US 
US 
EP 



PRIORITY 



2002094767 
2002094767 
W: CA, JP, 
RW: AT, BE, 
PT, SE, 
2002173665 
2003083359 
1392643 
R: AT, BE, 
IE, FI, 
APPLN . INFO 



KIND 

A2 
A3 



DATE 



20021128 
20030731 



APPLICATION NO. 



WO 2002-US15174 



DATE 



20020514 



MX 

CH, 

TR 



CH, 
CY, 



CY, DE, DK, ES, FI, FR, GB , GR, IE, IT, LU, MC, NL, 



Al 
Al 
A2 

DE, 

TR 



DK, 



20021121 
20030501 
20040303 
ES, FR, 



GB, 



US 2001-860254 
US 2002-141989 
EP 2002-739257 
GR, IT, LI, LU, 



NL, 



20010518 
20020510 
20020514 
SE, MC, PT, 



US 2001-860254 
US 2002-141989 
US 2001-291823P 
WO 2002-US15174 



A 
A 
P 
W 



20010518 
20020510 
20010518 
20020514 



OTHER SOURCE (S 
AB 



MAR PAT 13 8:442 0 

Trisubstituted N- [ (IS) -1, 2 , 3 , 4 -tetrahydro-l-naphthalenyl] benzamides (shown 
as I; e.g. 5 -[[ [3 - (4 -chlorophenoxy ) benzyl] ( (IS) - 1 , 2 , 3 , 4 -tetrahydro-l- 
naphthalenyl) amino] carbonyl] - 1 , 2 , 4 -benzenetricarboxylic acid), are novel 
P2X3 and P2X2/P2X3 antagonists which are useful in treating pain, urinary 
incontinence and bladder overactivity. In I : Al and A2 = alkoxycarbonyl , 
alkylcarbonyloxy, carboxy, hydroxy, hydroxyalkyl , (NRARB) carbonyl , 
(NRCS (O) 2RD) carbonyl, -S(0)20H and tetrazolyl; or Al and A2 together with 
the C atoms to which they are attached form a five membered heterocycle 
containing a S atom wherein the five membered heterocycle is optionally 
substituted with 1 or 2 substituents mercapto and oxo. A3 = 
alkoxycarbonyl, alkylcarbonyloxy, carboxy, hydroxy, hydroxyalkyl, 
(NRARB) carbonyl, NRCS(0)2RD, -S(0)20H and tetrazolyl; A4 , A5 , A6 and A7 = 
H, alkoxy, alkoxycarbonyl, alkenyl, alkyl, alkylcarbonyl , 
alkylcarbonyloxy, alkynyl, aryl, carboxy, cyano, haloalkoxy, haloalkyl, 
halogen, heterocycle, hydroxy, hydroxyalkyl, nitro, -NRERF and 
(NRERF) carbonyl; A8 , A9 , A10 and All - H, alkoxy, alkoxycarbonyl, alkenyl, 
alkyl, alkylcarbonyl, alkylcarbonyloxy, alkynyl, aryl, carboxy, 
haloalkoxy, haloalkyl, halogen, heterocycle, hydroxy, hydroxyalkyl, -NRERF 
and (NRERF) carbonyl and oxo. RA and RB = H, alkyl and cyano; RC = H and 
alkyl; RD = alkoxy, alkyl, aryl, arylalkoxy, arylalkyl, haloalkoxy and 
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haloalkyl; RE and RF = H # alkyl, alkylcarbonyl , formyl, and hydroxyalkyl . 
LI = alkenylene, alkylene, alkynylene, - (CH2 ) mO (CH2 ) n- , - (CH2 ) mS (CH2 ) n- 
and -(CH2)pC(0) (CH2)q- wherein each group is drawn with the left end 
attached to N and the right end attached to Rl; m = 0-10; n = 0-10; Rl = 
aryl, cycloalkenyl , cycloalkyl and heterocycle; L2 is absent or a covalent 
bond, alkenylene, alkylene, alkynylene, - (CH2 ) pO (CH2 ) q- , - (CH2 ) pS (CH2 ) q- , 
- (CH2)pC(0) (CH2)q-, - (CH2 ) pC (OH) (CH2 ) q- and - ( CH2 ) pCH : NO ( CH2 ) q - wherein 
each group is drawn with the left end attached to Rl and the right end 
attached to R2 ; p = 0-10; q = 0-10; and R2 is absent or aryl, 
cycloalkenyl, cycloalkyl and heterocycle. I are antagonists of the P2X3 
containing receptor with potencies from 5000 nM to 0.5 nM. Addnl . , I are 
antagonists of the P2X2/3 containing receptors with potencies from 4800 nM to 
0.5 nM. I also have antinociceptive effects with potencies from 100 
jumol/kg to 15-umol/kg. Although the methods of preparation are not 
claimed, .apprx.135 example prepns . are included. 
IT 475207-03-5P, 5- [[ [3 - (2 -Pyrimidinyloxy) benzyl] ( (IS) -1 , 2 , 3 , 4 - 

tetrahydro-l-naphthalenyl) amino] carbonyl] -1,2, 4 -benzene tricarboxylic acid 
RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation) ; USES 
(Uses) 

(drug candidate; preparation of trisubst ituted N- 

(tetrahydronaphthalenyl) benzamides as antagonists of P2X3 and P2X2/P2X3 
containing receptors for treating pain, urinary incontinence and bladder 
overactivity) 
RN 475207-03-5 HCAPLUS 

CN 1,2,4-Benzenetricarboxylic acid, 5- [ [ [ [3 - (2 -pyrimidinyloxy) phenyl] methyl] [ 
(IS) -1, 2, 3, 4 -tetrahydro-l-naphthalenyl] amino] carbonyl] - (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 




IT 475207-04-6P, N- [3- ( 2 - Pyrimidinyloxy) benzyl ] -N- ( (IS) -1,2,3,4- 
tetrahydro- 1-naphthalenyl) amine 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of trisubstituted N- ( tetrahydronaphthalenyl) benzamides as 
antagonists of P2X3 and P2X2/P2X3 containing receptors for treating pain, 
urinary incontinence and bladder overactivity) 
RN 475207-04-6 HCAPLUS 

CN 1-Naphthalenamine, 1 , 2 , 3 , 4 - tetrahydro-N- [ [3- (2- 

pyrimidinyloxy) phenyl] methyl] -, (IS)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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2002 : 889588 HCAPLUS 
137 :369981 

Preparation of trisubstituted-N- [ (IS) -1,2,3,4- 

tetrahydro- 1 -naphthalenyl] benzamides as inhibitors of 

P2X3 and P2X2/P2X3 containing receptors 

Lee, Chin-hung; Perner, Richard J.; Larson, Daniel P.; 

Koenig, John R. / Gomtsyan, Arthur R.; Zheng, Guo Zhu; 

Didomenico, Stanley; Stewart, Andrew 0 . ; Bayburt, Erol 

K. 

USA 

U.S. Pat. Appl, 
CODEN: USXXCO 
Patent 
English 
2 



Publ . , 4 9 pp . 



PATENT NO. 



2002173665 
2002094767 
2002094767 
W: CA, JP, MX 
RW: AT, BE, CH, 
PT, SE, TR 
1392643 
R: AT, BE, CH, 
IE, FI, CY, 
PRIORITY APPLN. INFO. : 



US 
WO 
WO 



EP 



KIND 

Al 
A2 
A3 



DATE 



APPLICATION NO. 



DATE 



20021121 
20021128 
20030731 



US 
WO 



2001- 
2002- 



860254 
US15174 



20010518 
20020514 



CY, DE, DK, ES, FI, FR, GB , GR, IE, IT, LU, MC , NL , 



A2 
DE, 
TR 



DK, 



20040303 
ES, FR, 



EP 2002-739257 
GB, GR, IT, LI, LU, 

US 2001-291823P 
US 2001-860254 
US 2002-141989 
WO 2002-US15174 



NL, 



20020514 
SE, MC, PT, 

20010518 
20010518 
20020510 
20020514 



P 
A 
A 
W 



OTHER SOURCE (S) : 
AB Title compds 



MARPAT 137:369981 
[Al-3 = alkoxycarbonyl , alkylcarbonyl , carboxy, etc. or 
Al-2 together with the carbon atoms to which they are attached form a 
5-membered heterocycle; A4-11 = H, alkoxy, alkoxycarbonyl, alkenyl, alkyl, 
alkylcarbonyl, etc.; LI = alkenylene, alkylene, alkynylene, etc.; Rl = 
aryl, cycloalkenyl , cycloalkyl, heterocycle; L2 = bond, alkenylene, 
alkylene, alkynylene, etc.; R2 = absent, aryl, cycloalkenyl, cycloalkyl, 
heterocycle] were prepared For instance, (IS) -1,2,3, 4 -tetrahydro-l- 
naphthalenylamine was alkylated with 3 - (4 -Chlorophenoxy) benzaldehyde 
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(EtOH, NaBH4) and the resulting product acylated with the di -anhydride of 
1, 2 , 4 , 5-benzenetetracarboxylic acid to afford II, after aqueous work-up. 
Compds . of the present invention were found to be antagonists of the 
P2X2/P2X3 containing receptors with potencies from 4800 nM to 1.4 nM. I are 
useful for the treatment of pain, urinary incontinence and bladder 
overactivity . 

IT 47 52 07 -03 -5P, (S) -5- [ [ [3- [2 - Pyrimidinyloxy] benzyl ] [1,2,3,4- 

tetrahydro-1 -naphthalenyl] amino] carbonyl] -1,2,4 -benzenetricarboxylic Acid 
RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 

(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 

(Uses) 

(preparation of trisubstituted-N- [ (IS) -1,2,3 , 4 -tetrahydro- 1- 
naphthalenyl] benzamides as inhibitors of P2X3 and P2X2/P2X3 containing 
receptors) 
RN 4752 07-03-5 HCAPLUS 

CN 1 , 2 , 4 -Benzenetricarboxylic acid, 5 -[[[ [3 - (2 -pyrimidinyloxy) phenyl] methyl] [ 
(IS) -1, 2 , 3 , 4 -tetrahydro- 1 -naphthalenyl] amino] carbonyl] - (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 



CO2H 0 



H0 2 C 




IT 475207-04-6P, (S) -N- [3- [2 - Pyrimidinyloxy] benzyl ] -1,2,3,4- 
tetrahydro- 1 -naphthaleneamine 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of trisubstituted-N- [ ( IS) - 1 , 2 , 3 , 4 -tetrahydro- 1- 
naphthalenyl] benzamides as inhibitors of P2X3 and P2X2/P2X3 containing 
receptors) 
RN 475207-04-6 HCAPLUS 

CN 1-Naphthalenamine, 1,2,3 , 4 - tetrahydro-N- [ [3- (2- 

pyrimidinyloxy) phenyl] methyl] -, (IS) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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Pyridylpyrimidine derivatives as effective compounds 
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Stein-Gerlach, Matthias; Salassidis, Konstadinos; 

Bacher, Gerald; Mueller, Stefan 

Axxima Pharmaceuticals A.-G., Germany 

PCT Int. Appl., 96 pp. 

CODEN: PIXXD2 

Patent 
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APPLICATION NO. 
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20020516 


wo 
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20030904 
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DZ, 


EC, 


EE, 


ES, 


FI, 


GB, 


GD, 


GE, GH, 




GM, 


HR, 


HU, 


ID, 


IL, 


IN, 


IS, 


JP, 


KE, 


KG, 


KP, 


KR, 


KZ, 


LC, 


LK, LR, 




LS, 


LT, 


LU, 


LV, 


MA, 


MD, 


MG, 


MK, 


MN, 


MW, 


MX, 


MZ, 


NO, 


NZ, 


OM, PH, 




PL, 


PT, 


RO, 


RU, 


SD, 


SE, 


SG, 


SI, 


SK, 


SL, 


TJ, 


TM, 


TN, 


TR, 


TT, TZ, 




UA, 


UG, 


US, 


UZ, 


VN, 


YU, 


ZA, 


ZM, 


ZW, 


AM, 


AZ, 


BY, 


KG, 


KZ, 


MD, RU, 




TJ, 


TM 






























RW: GH, 


GM, 


KE, 


LS, 


MW, 


MZ, 


SD, 


SL, 


SZ, 


TZ, 


UG, 


ZM, 


ZW, 


AT, 


BE, CH, 




CY, 


DE, 


DK, 


ES, 


FI, 


FR, 


GB, 


GR, 


IE, 


IT, 


LU, 


MC, 


NL, 


PT, 


SE, TR, 




BF, 


BJ, 


CF, 


CG, 


CI, 


CM, 


GA, 


GN, 


GQ, 


GW, 


ML, 


MR, 


NE, 


SN, 


TD, TG 


EP 


1395261 






A2 




20040310 




EP 2002- 


769490 




20020516 




R: AT, 


BE, 


CH, 


DE, 


DK, 


ES, 


FR, 


GB, 


GR, 


IT, 


LI, 


LU, 


NL, 


SE, 


MC, PT, 




IE, 


SI, 


LT, 


LV, 


FI, 


RO, 


MK, 


CY, 


AL, 


TR 












US 


2003176443 




Al 




20030918 




US 2002- 


204041 




20020816 


PRIORITY APPLN. 


INFO 














EP 2001- 


1118 


58 




A 20010516 




















US 2001- 


293528P 




P 20010529 




















EP 2001- 


117113 




A 20010713 




















US 2001- 


305898P 




P 20010718 




















WO 2002- 


EP5420 




W 20020516 



OTHER SOURCE (S) : MARPAT 137:379974 

AB The present invention relates to pyridylpyrimidine derivs . of the general 
formula (I) : wherein R represents hydrogen or Me and Z represents 
nitrogen containing functional groups, the use of the pyridylpyrimidine 
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or 



derivs. as pharmaceutically active agents, especially for the prophylaxis 



treatment of prion infections and prion diseases, as well as compns. 
containing at least one pyridylpyrimidine derivative and/or pharmaceutically 
acceptable salt thereof. Furthermore, the present invention is directed 
to methods for preventing and/or treating prion infections and prion 
diseases using said pyridylpyrimidine derivs. Human cellular protein 
kinases, phosphatases and cellular signal transduction mols. are disclosed 
as targets for detecting, preventing and/or treating prion infections and 
diseases, especially BSE , vCJD, or CJD, which can be inhibited by the inventive 
pyridylpyrimidine derivs . 
152459-76-2 152459-79-5 152459-86-4 
152459-88-6 152459-90-0 152459-91-1 
152459-92-2 152459-93-3 475587-06-5 
475587-08-7 475587-09-8 475587-10-1 
475587-11-2 475587-12-3 475587-22-5 
475587-33-8 475587-34-9 475587-36-1 
475587-37-2 475587-39-4 475587-40-7 
475587-41-8 475587-42-9 475587-48-5 
475587-49-6 475587-50-9 475587-51-0 
475587-52-1 475587-53-2 475587-54-3 
475587-55-4 475587-56-5 475587-57-6 
475587-58-7 475587-59-8 475587-60-1 
475587-61-2 475587-62-3 475587-63-4 
475587-64-5 475587-65-6 475587-66-7 
475587-67-8 475587-70-3 475587-71-4 
475587-72-5 475587-73-6 475587-74-7 
RL: PAC (Pharmacological activity) ; 
(Biological study) ; USES (Uses) 

(pyridylpyrimidine derivs. as effective compds . against prion diseases) 
152459-76-2 HCAPLUS 

Benzamide, 4-chloro-N- [3- [ [4 - (3 -pyridinyl ) -2 -pyrimidinyl] amino] phenyl] - 
(9CI) (CA INDEX NAME) 



THU (Therapeutic use) ; BIOL 




1524 59-79-5 HCAPLUS 

3-Pyridinecarboxamide, N- [3- [ [4- (3 -pyridinyl; 
(9CI) (CA INDEX NAME) 



-2 -pyrimidinyl] amino] phenyl] - 




NH - C- 




1524 59-86-4 HCAPLUS 

Benzamide, 2-methoxy-N- [3- [ [4- ( 3 -pyridinyl ) -2 -pyrimidinyl] amino] phenyl] 
(9CI) (CA INDEX NAME) 
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MeO 



RN 152459-88-6 HCAPLUS , 
CN Benzamide, 4-cyano-N- [3- [ [4- (3-pyridinyl) -2 -pyrimidinyl] ammo] phenyl] 
(9CI) (CA INDEX NAME) 




RN 152459-90-0 HCAPLUS , ( , , 

CN Cyclohexanecarboxamide, N- [3- [ [4- (3-pyridinyl) -2-pynmidmyl] ammo] phenyl] 

(9CI) (CA INDEX NAME) 




. N^, 



-NH- 




RN 152459-91-1 HCAPLUS , . , ^ , . _ n1 

CN Benzamide, 4 -methyl -N- [3- [ [4 - (3 -pyridinyl) -2 -pyrimidinyl] ammo] phenyl j 

(9CI) (CA INDEX NAME) 




RN 152459-92-2 HCAPLUS , 
CN Benzamide, 4-chloro-N- [3- [ [4 - (4 -pyridinyl) -2 -pyrimidinyl] ammo] phenyl] 
(9CI) (CA INDEX NAME) 



N.: 




Searched by Paul Schulwitz 571-272-2527 



Page 2 62 



Habte 10/824,005 



10/22/2004 



1524 59-93-3 HCAPLUS 

Benzamide, 4- [ (4 -methyl - 1 -piperazinyl ) methyl] -N- [3- [ [4- (3 -pyridinyl) -2- 
pyrimidinyl] amino] phenyl ] - (9CI) (CA INDEX NAME) 




4755 87-06-5 HCAPLUS 

Benzamide, 4- (chloromethyl ) -N- [3- [ [4- (3 -pyridinyl) -2- 
pyrimidinyl] amino] phenyl ] - (9CI) (CA INDEX NAME) 




CH2CI 



4 75587-08-7 HCAPLUS 

Benzamide, 3 , 4 , 5 - trimethoxy-N- [3- [ [4- (3 -pyridinyl ) -2- 
pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 




4 75587-09-8 HCAPLUS 

Benzamide, 4-methoxy-N- [3- [ [4- (3 -pyridinyl ) -2 -pyrimidinyl] amino] phenyl] - 
(9CI) (CA INDEX NAME) 




475587-10-1 HCAPLUS 

Benzenesulfonamide, 4-chloro-N- [3- [ [4- ( 3 -pyridinyl) -2- 
pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 
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RN 475587-11-2 HCAPLUS 

CN 3-Thiophenecarboxamide, N- [3- [ [4- ( 3 -pyridinyl) -2 -pyrimidinyl] amino] phenyl] - 
(9CI) (CA INDEX NAME) 




RN 475587-12-3 HCAPLUS 

CN Benzamide, 3 , 5 -dimethoxy-N- [3- [ [4- (3 -pyridinyl ) -2- 
pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 



OMe 




RN 475587-22-5 HCAPLUS 

CN 5-Isoquinolinesulfonamide, N- [3- [ [4- (3 -pyridinyl) -2- 
pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 




RN 475587-33-8 HCAPLUS 

CN Cyclohexanecarboxamide, N- [3- [ [4- (4 -pyridinyl) -2 -pyrimidinyl] ammo] phenyl] - 
(9CI) (CA INDEX NAME) 




RN 475587-34-9 HCAPLUS 
CN Benzamide, 3 , 5 -dimethoxy-N- [3- [ [4- 
pyrimidinyl] amino] phenyl] - (9CI) 



(4 -pyridinyl) -2 - 
(CA INDEX NAME) 
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OMe 




475587-3 6-1 HCAPLUS 

3 -Thiophenecarboxamide , N- [3 - [ [4 - (4 -pyridinyl ) -2 -pyrimidinyl] amino] phenyl] - 
(9CI) (CA INDEX NAME) 




475587-37-2 HCAPLUS 

Benzenesulf onamide , 4-chloro-N- [3- [ [4- (4 -pyridinyl) -2- 
pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 




RN 475587-39-4 HCAPLUS 

CN 5 -Isoquinolinesulf onamide, N- [3 - [ [4 - (4 -pyridinyl) -2 - 
pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 




4 755 87-4 0-7 HCAPLUS 

Benzamide, 4-methoxy-N- [3- [ [4- (4 -pyridinyl ) -2 -pyrimidinyl] amino] phenyl] - 
(9CI) (CA INDEX NAME) 
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475587-41-8 HCAPLUS 

Benzamide, 4-cyano-N- [3- [ [4- (4 -pyridinyl) -2 -pyrimidinyl] amino] phenyl] - 
(9CI) (CA INDEX NAME) 




475587-42-9 HCAPLUS 

Benzamide, 3,4, 5 -trimethoxy-N- [3- [ [4- (4 -pyridinyl) -2- 
pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 



OMe 




475587-48-5 HCAPLUS 

Benzamide, N- [3- [ [4- (4 -pyridinyl ) -2 -pyrimidinyl] amino] phenyl] - (9CI) (CA 
INDEX NAME) 




O 

NH- C- Ph 



475587-49-6 HCAPLUS 

Benzamide, 4-chloro-N- [3- [ [4- (2 -pyridinyl) -2 -pyrimidinyl] amino] phenyl] - 
(9CI) (CA INDEX NAME) 




475587-50-9 HCAPLUS 

Benzamide, 4-methoxy-N- [3- [ [4- (2 -pyridinyl) -2 -pyrimidinyl] amino] phenyl] - 
(9CI) (CA INDEX NAME) 
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^OMe 



RN 475587-51-0 HCAPLUS 

CN Benzenesulf onamide, 4-chloro-N- [3- [ [4- (2 -pyridinyl ) -2 
pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 




RN 475587-52-1 HCAPLUS 

CN 2-Thiophenecarboxamide, N- [3- [ [4- (2 -pyridinyl) -2 -pyrimidinyl] amino] phenyl] - 
(9CI) (CA INDEX NAME) 




RN 475587-53-2 HCAPLUS 

CN 2 -Naphthalenesulf onamide, N- [3- [ [4- (2 -pyridinyl) -2- 
pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 




RN 475587-54-3 HCAPLUS 

CN 5 -Isoquinolinesulf onamide, N- [3- [ [4- (2 -pyridinyl) -2- 
pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 
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RN 475587-55-4 HCAPLUS 

CN Cyclopentanecarboxamide, N- [3- [ [4- (2 -pyridinyl) -2- 
pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 




RN 475587-56-5 HCAPLUS 

GN 2-Naphthalenecarboxamide, N- [3- [ [4- (2 -pyridinyl) -2- 
pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 




RN 475587-57-6 HCAPLUS 

CN Benzamide, 4-cyano-N- [3- [ [4- (2 -pyridinyl ) -2 -pyrimidinyl] amino] phenyl] - 
(9CI) (CA INDEX NAME) 




RN 475587-58-7 HCAPLUS 

CN Benzamide, 3 , 5 -dimethoxy-N- [3- [ [4- (2 -pyridinyl) -2- 
pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 
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OMe 




RN 475587-59-8 HCAPLUS 

CN Benzamide, 4-bromo-N- [3- [ [4- (2 -pyridinyl ) -2 -pyrimidinyl] amino] phenyl] - 
(9CI) (CA INDEX NAME ) 




RN 475587-60-1 HCAPLUS 

CN Benzamide, 4 -methyl -N- [3- [ [4- (2 -pyridinyl) -2 -pyrimidinyl ] amino] phenyl] - 
(9CI) (CA INDEX NAME) 




RN 475587-61-2 HCAPLUS 

CN Benzenesulfonamide, 4-fluoro-N- [3- [ [4- (2 -pyridinyl) -2- 
pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 




RN 475587-62-3 HCAPLUS 

CN Benzamide, 3 , 5 -dichloro-N- [3- [ [4- (2 -pyridinyl ) -2 -pyrimidinyl] amino] phenyl] 
(9CI) (CA INDEX NAME) 



CI 




RN 475587-63-4 HCAPLUS 

CN Benzamide, N- [3 -[ [4 - (2 -pyridinyl) -2 -pyrimidinyl] amino] phenyl] - (9CI) (CA 
INDEX NAME) 
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NH— C— Ph 



RN 475587-64-5 HCAPLUS 

CN Benzamide, 4- (chloromethyl) -N- [3- [ [4 - ( 2 -pyridinyl ) -2 
pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 




-NH- 




CH 2 C1 



RN 475587-65-6 HCAPLUS 
CN Benzenesulf onamide, 4 -methyl -N- [3- 
pyrimidinyl] amino] phenyl] - (9CI) 



[ [4- (2 -pyridinyl) 
(CA INDEX NAME) 



2- 




Me 



RN 475587-66-7 HCAPLUS 

CN Benzamide, 4- [ (4 -methyl -1-piperazinyl) methyl] -N- [3- [ [4- (2 -pyridinyl) -2- 
pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 



Me 



. N, 



N CH 2 




RN 4 75587-67-8 HCAPLUS 
CN 2 -Naphthalenecarboxamide , 
pyrimidinyl] amino] phenyl] 



N- [3- [ [4- (4-pyridinyl) -2- 
- (9CI) (CA INDEX NAME) 




RN 475587-70-3 HCAPLUS 

CN 1,8 -Naphthyridine-2 -carboxamide , 



N- [3- [ [4- (3 -pyridinyl) -2- 
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C- NH— 




NH" 




RN 475587-71-4 HCAPLUS 

CN 1, 8-Naphthyridine-2-carbothioamide, N- [3- [ [4- (3 -pyridinyl) -2 
pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 



- N\ s N. 




NH 







f in 


O 







RN 475587-72-5 
CN 



HCAPLUS 



(9C?r1cA INDEX^NAMeT ~ [ [ - (4 "^ idi ^> -2-pyri.idinyl] a.ino] phenyl] 




RN 475587-73-6 HCAPLUS 

CN Benzamide, N- [3- [ [4 - (4 -pyridinyl ) -2 -pyrimidinyl] amino] phenyl] -4- 
(trif luoromethoxy) - (9CI) (CA INDEX NAME) 



N 



N N 




0- CF3 



RN 475587-74-7 HCAPLUS 

CN (9Cir1cA ™ h S2, _ [ [ " (4 -^ idi ^» "^Pyrimidinyl] amino] phenyl] 
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Al 
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us 
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B2 
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us 
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Al 
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Al 
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B2 


20040113 


us 


2003125328 


Al 


20030703 


us 


6696472 


B2 


20040224 


us 


2003125329 


Al 
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APPLICATION NO. 
US 2001-991174 



US 2001 
US 2001 
US 2001 
US 2001 
US 2 0 01 
US 2 0 01 
US 2001 



-991208 
-990645 
991085 
-991210 
-991273 
-990811 
-990833 



US 2001-991301 
US 2001-991241 

US 2001-991116 
US 2001-991084 
US 2002-71518 

US 2002-154726 

US 2002-155921 

US 2002-155095 

US 2002-155451 

US 2002-154571 

US 2002-154788 

US 2002-155346 



US 2002 
US 1999 
US 2001 
US 2001 
US 2001 



-155410 
-405524 
-990645 
-990811 
-990833 



DATE 



20011114 

20011114 
20011114 
20011114 
20011114 
20011114 
20011114 
20011114 

20011114 
20011114 

20011115 
20011123 
20020207 

20020523 

20020523 

20020523 

20020523 

20020523 

20020523 

20020523 

20020523 
A3 19990923 
Al 20011114 
Al 20011114 
Al 20011114 



Searched by Paul Schulwitz 571-272-2527 Page 272 



Habte 10/824,005 



10/22/2004 



US 2001-991174 Al 20011114 

US 2001-991210 Al 20011114 

US 2001-991273 Al 20011114 

US 2001-991301 Al 20011114 

US 2001-991084 Al 20011123 

OTHER SOURCE(S): MAR PAT 137:201139 

AB Title compds. I [X = NH, N (OH) , N-alkyl; R16 = hydrido; n = 1-2; Rl = 
haloalkyl, haloalkoxyalkyl ; R2 = hydrido, hydroxyalkyl , aryl, aralkyl, 
alkyl, alkenyl, alkynyl, etc.; R3 = hydrido, alkyl, alkenyl, alkoxyalkyl, 
aryl, aralkyl, heteroaryl, heteroaralkyl , alkenyloxyalkyl , etc.; Y = bond, 
alkyl; Z = bond, alkyl; R4 , R8-9, R13 = hydrido, halo, haloalkyl, alkyl; 
R5-7, R10 -12 = hydrido, perhaloaryloxy , alkanoylalkyl , alkanoylalkoxy , 
alkanoyloxy, N-aryl -N-alkylamino, heterocyclylalkoxy , etc.; with 
provisions] were prepared for the treatment of atherosclerosis and other 
coronary artery diseases. I are useful as inhibitors of cholesteryl ester 
transfer protein (CETP; plasma lipid transfer protein-I) . Examples 
include over 700 syntheses and data from two bioassays on CETP activity. 
For instance, reaction of 3 -bromoaniline with 3- (1,1, 2,2- 
tetraf luoroethoxy) benzaldehyde in the presence of NaBH(0Ac)3 and AcOH 
formed the secondary amine (96%). Addition of 1, 1, 1-trif luoro-2 , 3 - 
epoxypropane in CH2C12 and Yb(OTf)3 gave the ale. (99%), which was 
silylated with tert -butyldimethylsilyl trif luoromethanesulf onate (58%) . 
Heating a solution of the tertiary amine with 4 -chloro-3 -ethylphenol , Cs2C03, 
copper trif late benzene complex, and 1-naphthoic acid in 2:1 
toluene : dimethylacetamide for 96 h gave II (23%). The latter inhibited 
CETP activity with IC50 values of 0.034 uM and 0.88 uM, resp., in 
the reconstituted buffer and human plasma assays. 

IT 263346-45-8P, 2-Propanol, 1 , 1 , 1 - trif luoro- 3 - [ ( 3 -phenoxyphenyl ) [[3- 
(2-pyrimidinyloxy) phenyl] methyl] amino] - 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(target compound; preparation of substituted polycyclic aryl and heteroaryl 
tertiary-heteroalkylamines as cholesteryl ester transfer protein 
inhibitors for the treatment of atherosclerosis and other coronary 
artery disease) 
RN 263346-45-8 HCAPLUS 

CN 2-Propanol, 1 , 1 , 1-trif luoro-3 -[ (3 -phenoxyphenyl ) [[3- (2- 

pyrimidinyloxy) phenyl] methyl] amino] - (9CI) (CA INDEX NAME) 
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CORPORATE SOURCE: Institute of Organic Synthesis, Central China Normal 

University, Wuhan, 430079, Peop. Rep. China 

SOURCE: Huazhong Shifan Daxue Xuebao Zirankexueban (2001), 

35(1), 40-44 

CODEN: HDZKEL; ISSN: 1000-1190 
PUBLISHER: Huazhong Shifan Daxue Xuebao Bianjibu 

DOCUMENT TYPE: Journal 
LANGUAGE: Chinese 

AB Using the method of artificial neural network anal., nonlinear QSAR 

studies are carried out for herbicidal pyrimidinyl (thio) ethers and as a 
result, the parameters have important effect on their herbicidal activity. 
Combined with the results of mol . mechanics and quantum chemical calcns . , 
this paper proposes the initial action model of herbicidal pyrimidinyl 
(thio) ethers with the receptor, which will play an important role in 
design and synthesis of novel herbicides. 

IT 120259-38-3 

RL: BSU (Biological study, unclassified) ,- PRP (Properties) ; BIOL 
(Biological study) 

(nonlinear QSAR studies of herbicidal pyrimidinyl (thio) ether derivs . ) 
RN 120259-38-3 HCAPLUS 

CN Benzoic acid, 2- [ (4 , 6 -dimethoxy-2 -pyrimidinyl ) oxy] -6- (2 -phenoxyethoxy) - 
(9CI) (CA INDEX NAME) 
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2001 : 661404 HCAPLUS 
135:227011 

Preparation of 2 , 4-di (heteroj arylamino (oxy) -5- 

substituted pyrimidines as antineoplastic agents 

Pease, Elizabeth Janet; Williams, Emma Jane; Bradbury, 

Robert Hugh; Pearson, Stuart Eric 

Astrazeneca Ab, Swed.; Astrazeneca Uk Ltd. 

PCT Int. Appl . , 64 pp. 

CODEN: PIXXD2 

Patent 

English 

1 



PATENT NO. 



KIND 



DATE 



APPLICATION NO. 



DATE 



.001064656 




Al 




20010907 




WO 2001- 


GB829 




20010226 


W: AE, 


AG, 


AL, 


AM, 


AT, 


AU, 


AZ, 


BA, 


BB, 


BG, 


BR, 


BY, 


BZ, 


CA, 


CH, 


CN, 


CR, 


CU, 


cz, 


DE, 


DK, 


DM, 


DZ, 


EE, 


ES, 


FI, 


GB, 


GD, 


GE, 


GH, 


GM, 


HR, 


HU, 


ID, 


IL, 


IN, 


IS, 


JP, 


KE, 


KG, 


KP, 


KR, 


KZ, 


LC, 


LK, 


LR, 


LS, 


LT, 


LU, 


LV, 


MA, 


MD, 


MG, 


MK, 


MN, 


MW, 


MX, 


MZ, 


NO, 


NZ, 


PL, 


PT, 


RO, 


RU, 


SD, 


SE, 


SG, 


SI, 


SK, 


SL, 


TJ, 


TM, 


TR, 


TT, 


TZ, 


UA, 


UG, 


US, 


uz, 


VN, 


YU, 


ZA, 


ZW, 


AM, 


AZ, 


BY, 


KG, 


KZ, 


MD, 


RU, 


TJ, 


TM 










RW: GH, 


GM, 


KE, 


LS, 


MW, 


MZ, 


SD, 


SL, 


SZ, 


TZ, 


UG, 


ZW, 


AT, 


BE, 


CH, 


CY, 


DE, 


DK, 


ES, 


PI/ 


FR, 


GB, 


GR, 


IE, 


IT, 


LU, 


MC, 


NL, 


PT, 


SE, 


TR, 


BF, 
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BJ, CF, 


CG, 


CI, 


CM, 


GA, GN, 


GW, ML, MR, 


NE, SN, 


TD, TG 


EP 


1278735 




Al 




20030129 


EP 2001- 


906021 


20010226 




R: AT, BE, 


CH, 


DE, 


DK, 


ES, FR, 


GB, GR, IT, 


LI, LU, 


NL, SE, MC, PT, 




IE, SI, 


LT, 


LV, 


FI, 


RO, MK, 


CY, AL, TR 






BR 


2001008879 




A 




20030429 


BR 2001- 


8879 


20010226 


JP 


2003525279 




T2 




20030826 


JP 2001- 


563498 


20010226 


NZ 


520502 




A 




20040528 


NZ 2001- 


520502 


20010226 


ZA 


2002006192 




A 




20031126 


ZA 2002- 


6192 


20020802 


US 


2003181474 




Al 




20030925 


US 2002- 


203025 


20020805 


NO 


2002004126 




A 




20020829 


NO 2002- 


4126 


20020829 


IITY APPLN . INFO . 










GB 2000- 


4887 


A 20000301 














WO 2001- 


GB829 


W 20010226 



OTHER SOURCE(S): MARPAT 135:227011 

AB The title compds . [I; Ql, Q2 = (un) substituted aryl , carbon linked 

heteroaryl; one of Ql and Q2 or both is substituted on a ring carbon by 
one substituent selected from N- (di) alkylamino, Ph, heterocyclyl , etc.; G 
= O, NR2; R2 = H, alkyl, alkenyl, etc.; Rl = H, halo, OH, etc.] and their 
pharmaceutically acceptable salts, useful as cyclin-dependent 
serine/threonine kinase (CDK) and focal adhesion kinase (FAK) inhibitors, 
were prepared and formulated. Thus, reacting 4 -anilino- 5 -bromo-2 - 
chloropyrimidine with 4 -aminobenzyl ale. in the presence of ethereal HC1 
in BuOH/MeOH followed by treatment of the intermediate with ethylene 
glycol afforded 19% II which showed IC50 of 0.679 uM when tested in 
vitro assay for the CDK4 inhibitory activity. 

IT 358789-42-1P 358789-49-8P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified) ; SPN (Synthetic preparation) ; THU (Therapeutic use) ; 
BIOL (Biological study) ; PREP (Preparation) ; USES (Uses) 

(preparation of 2 , 4 -di (hetero) arylamino (oxy) -5 -substituted pyrimidines as 
antineoplastic agents) 

RN 358789-42-1 HCAPLUS 

CN 2,4-Pyrimidinediamine, 5-bromo-N2- [3- [2- (4 -morpholinyl ) ethoxy] phenyl] -N4- 
phenyl- (9CI) (CA INDEX NAME) 




RN 358789-49-8 HCAPLUS 

CN 2,4-Pyrimidinediamine, 5-bromo-N2- [3- [ ( 1 -methyl -3 - 

piper idinyl) me thoxy ] pheny 1 ] -N4 -phenyl- (9CI) (CA INDEX NAME) 




CH 2 -0- 




NHPh 
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2000 : 911230 HCAPLUS 
134:71598 

Preparation of 2 -arylamino-5 -cyanopyrimidines as 

inhibitors of KDR kinase and/or FGFr kinase. 

Batchelor, Mark James; Moffat, David Festus Charles; 

Davis, Jeremy Martin; Hutchings, Martin Clive 

Celltech Chiroscience Limited, UK 

PCT Int. Appl., 102 pp. 

CODEN: PIXXD2 

Patent 

English 

1 



KIND DATE 



WO 2000078731 



W: 



RW: 



AG, 
CU, 
ID, 
LV, 
SE, 
ZA, 
GM, 
DK, 
CG, 



US 
BR 
EP 



AE , 
CR, 
HU, 
LU, 
SD, 
YU, 
GH, 
DE, 
CF, 
6579983 
2000011770 
1187816 
R: AT, 
IE, 

10084704 
2369360 
2003502406 
2188429 
106116 
ZA 2001009841 
NO 2001006162 
US 2002147339 
US 2004180914 
PRIORITY APPLN. INFO 



BE, 
SI i 
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CZ, 
IL, 
MA, 
SG, 

zw, 

KE, 
ES, 
CI, 



CH, 
LT, 



DE 
GB 
JP 
ES 
BG 
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DE, 
IN, 
MD, 
SI, 
AM, 
LS, 
FI, 
CM, 
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Al 
DE, 
LV, 
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Al 
T2 
Al 
A 
A 
A 
Al 
Al 



DK, 
IS, 
MG, 
SK, 
AZ, 
MW, 
FR, 



DZ, 
KE, 
MN, 
TJ, 
KG, 
SD, 
GR, 
GW, 



20001228 
AT, AU, AZ, 
DM, 
JP, 
MK, 
SL, 
BY, 
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GB, 
GA, GN, 

20030617 
20020305 
20020320 
DK, ES, FR, 
FI, RO 

20020529 
20020529 
20030121 
20030616 
20020731 
20020429 
20020218 
20021010 
20040916 



APPLICATION NO. 

WO 2000-GB2382 
BA, BB, BG, BR, BY, BZ, 
EE, ES, FI, GB, GD, GE, 
KG, KP, KR, KZ, LC, LK, 
MW, MX, MZ, NO, NZ, PL, 
TM, TR, TT, TZ, UA, UG, 
KZ, MD, RU, TJ, TM 
SL, SZ, TZ, UG, ZW, AT, 
IE, IT, LU, MC, NL, PT, 
ML, MR, NE, SN, TD, TG 

US 2000-596952 

BR 2000-11770 

EP 2000-940569 
GB, GR, IT, LI, LU, NL, 



DATE 



20000619 



CA, CH, 

GH, GM, 

LR, LS, 

PT, RO, 

US, UZ, 



CN, 
HR, 
LT, 
RU, 
VN, 



BE, CH, CY, 
SE, BF, BJ, 

20000616 
20000619 
20000619 
SE, MC, PT, 



DE 2000-10084704 20000619 
GB 2001-30563 20000619 
JP 2001-504897 20000619 
ES 2001-50085 20000619 
BG 2001-106116 20011119 
ZA 2001-9841 20011129 
NO 2001-6162 20011217 
US 2002-151518 20020520 
US 2004-812293 20040329 
GB 1999-14258 A 19990618 

US 2000-596952 Al 20000616 

WO 2000-GB2382 W 20000619 

US 2002-151518 Bl 20020520 

OTHER SOURCE (S): MARPAT 134:71598 

AB Title compds. [I; Ar = (substituted) aryl , heteroaryl ; Rl = H, alkyl; R2 = 
X1R3; XI = bond, linker atom or group; R3 = (substituted) aliphatic, 
cycloaliph., heteroaliph . , heterocycloaliph. , aromatic or heteroarom. group] 
and the salts, solvates, hydrates and N-oxides thereof, were prepared Thus, 
3 , 4 , 5-trimethoxyphenylguanidinium nitrate (preparation given), 
l-phenyl-2-cyano-3-dimethylaminopropen-l-one, and NaOH were refluxed in 
EtOH to give 5-cyano-4 -phenyl -N- (3 , 4 , 5-trimethoxyphenyl) pyrimidin-2 -amine . 
I inhibited KDR kinase and FGFr kinase with IC5 0 <1 m-M. 

IT 314267-49-7P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified) ; SPN (Synthetic preparation) ; THU (Therapeutic use) ; 
BIOL (Biological study) ; PREP (Preparation) ; USES (Uses) 
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(preparation of 2 -arylamino-5 -cyanopyrimidines as inhibitors of KDR kinase 
and/ or FGFr kinase) 
RN 314267-49-7 HCAPLUS 

CN Benzamide, N- [3- [ [5-cyano-4- (2-thienyl) -2 -pyrimidinyl] amino] phenyl] -4- [ (4- 
methyl-l-piperazinyl) methyl] - (9CI) (CA INDEX NAME) 




REFERENCE COUNT: 



THERE ARE 2 CITED REFERENCES AVAILABLE FOR THIS 
RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 



L18 ANSWER 30 OF 67 HCAPLUS COPYRIGHT 2004 ACS on STN 



ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 

INVENTOR (S) : 
PATENT ASSIGNEE (S) : 
SOURCE : 

DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



2000 : 785772 HCAPLUS 
133 :350236 

Preparation of arylsulf inylpyrimidines and related 

compounds as herbicides and plant growth regulators. 

Luethy, Chris toph 

Novartis A.-G., Switz. 

Ger . Of fen. , 22 pp. 

CODEN : GWXXBX 

Patent 

German 

1 



PATENT NO. 



DE 10021568 
PRIORITY APPLN. INFO 
OTHER SOURCE (S) : 
AB 



KIND 



Al 



DATE 



APPLICATION NO. 



DATE 



20001109 



IT 



DE 2000-10021568 20000503 
CH 1999-848 A 19990505 

MARPAT 133 : 350236 
Title compds. [I; Ri, R2 = H, halo, alkyl, haloalkyl, alkoxymethyl , 
cycloalkyl, alkenyl, alkynyl, OH, haloalkoxy, alkoxyalkoxy , (substituted) 
PhO, etc.; R3 = Ql, Q2; X = O, NR8 , CR18R19, etc.; Y = O, S, imino; R4 = 
H, halo, cyano, alkyl, alkenyl, alkynyl, cycloalkyl, haloalkyl, alkoxy, 
alkoxyalkyl, HOCH2 , C02H, etc.; R5 = H, alkyl, halo, OH, (substituted) 
alkoxy, PhC02 , cycloalkoxy, etc.; R6 = H, OH, Sh, (substituted) alkoxy, 
alkylthio, PhCH20, alkenyloxy, etc.; R7 = H, halo, alkoxy, (substituted) 
alkyl, alkenyl, Ph, PhCH2 ; R6R7 = 0, S; R8 = H, OH, alkyl, cycloalkyl, 
haloalkyl, (substituted) alkoxy, etc.; R13 = H, halo, cyano, CHO, H, 
alkyl, haloalkyl; R2R13 = (substituted) CH2CH20 ,- R14 = H, halo, alkyl, 
haloalkyl, cycloalkyl, alkenyl, alkynyl, OH, alkoxy, haloalkoxy; R18 = H, 
halo, (substituted) alkyl, Ph; R19 = H, halo, alkyl; n = 1, 2], were 
prepared as herbicides and plant growth regulators (no data) . Thus, 
7- (4, 6-dimethoxypyrimidin-2-ylthio) -3 -hydroxy- 3 -methyl -3H-isobenzof uran- 1 - 
one was stirred with m-ClC6H4CO (OOH) in CHC13 to give 7- (4, 6- 
dimethoxypyrimidin- 2 -ylsulf inyl ) - 3 -hydroxy- 3 -methyl - 3H- isobenzof uran- 1 - 
one . 

304855-85-4P 

RL: RCT (Reactant); SPN (Synthetic preparation) ; PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of arylsulf inylpyrimidines and related compds. as herbicides 
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2000 :457043 HCAPLUS 
133 : 89537 

Preparation of 2 , 4 -pyrimidinediamine derivatives as 
anticancer agents 

Bradbury, Robert Hugh; Breault, Gloria Anne; Jewsbury, 

Philip John; Pease, Janet Elizabeth 

Astrazeneca UK Limited, UK 

PCT Int. Appl., 13 7 pp. 

CODEN: PIXXD2 

Patent 

English 

1 



KIND 



DATE 



APPLICATION NO. 



DATE 



19991220 



WO 2000039101 Al 20000706 WO 1999-GB4325 

W: AE, AL, AM, AT, AU, AZ , BA, BB , BG, BR, BY, CA, CH, CN, CR, CU, 

CZ, DE, DK, DM, EE, ES , FI, GB , GD, GE, GH, GM, HR, HU, ID, IL, 

IN, IS, JP, KE, KG, KP, KR, KZ, LC, LK, LR, LS , LT, LU, LV, MA, 

MD, MG, MK, MN, MW, MX, NO, NZ , PL, PT, RO , RU, SD, SE, SG, SI, 

SK, SL, TJ, TM, TR, TT, TZ , UA, UG, US, UZ , VN, YU, ZA, ZW, AM, 

AZ, BY, KG, KZ, MD, RU, TJ, TM 

RW: GH, GM, KE , LS , MW, SD , SL , SZ, TZ , UG, ZW, AT, BE, CH, CY, DE, 

DK, ES, FI, FR, GB, GR, IE, IT, LU, MC , NL, PT, SE, BF, B J , CF, 

CG, CI, CM, GA, GN, GW, ML, MR, NE, SN, TD, TG 

EP 1140860 Al 20011010 EP 1999-962375 19991220 

EP 1140860 Bl 20040922 

R: AT, BE, CH, DE , DK, ES, FR, GB , GR, IT, LI, LU, NL, SE, MC , PT, 

IE, SI, LT, LV, FI, RO 



BR 9916590 A 20011023 

JP 2002533446 T2 20021008 

AU 763091 B2 20030710 

NZ 512118 A 20030829 

ZA 2001004413 A 20020829 

NO 2001003038 A 20010822 

US 6593326 Bl 20030715 
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buUKLHHbj : MARPAT 133:89537 

The present invention relates to the title compds . (I) [wherein Rl = H, 
(un) substituted alkyl, alkenyl , or alkynyl, benzyl, 2 -phenylethyl , 
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phthalimidoalkyl, or cycloalkylalkyl ; Rx = halo, OH, N02 NH2 CN SH 
C02H, S02NH2, NHCHO , ureido, etc.; Ql and Q2 = independently 
(un) substituted aryl, 5- or 6-membered monocycle, or 9- or 10-membered 
bicyclic heterocycle] , processes for their manufacture, and pharmaceutical 
compns. containing them. For example, addition of 4 - [2 -hydroxy- 3 - (N N- 
dimethylamino)propoxy]aniline.HCl in MeOH to 5 -bromo-2 -chloro-4 - (indan- 
5-ylamino)pyrimidine in BuOH (prepns . given) and heating to 100 °C 
for 18 h gave II (42%). I inhibited the effects of cylin-dependent 
serine/threonine kinases (CDKs) , showing selectivity for CDK2 (no data) 
CDK4 (IC50 ranging from 0.02 uM to 0.07 pM) , and CDK6 (no data). In 
a tyrosine kinase activity assay using Sf21 cells transfected with 
? 1 ^^;? Ure ! AK recombinant virus, I also inhibited focal adhesion kinase 
3 ( FAK3 ) with IC50 ranging from 0.032 uM to 0.07 uM . Typical IC50 
values for I when tested for inhibition of cell growth in an 
Sulforhodamine B (SRB) assay were in the range of 1 mM to 1 nM Thus I 
possess anti-cancer properties, including anti-cell -migration 
antiproliferation and/or apoptotic properties. Such properties are 
expected to be of value in the treatment of disease states associated with 
aberrant cell cycles and cell proliferation such as cancers (solid tumors 
and leukemias), f ibroprolif erative and dif f erentiative disorders 
psoriasis, rheumatoid arthritis, Kaposi's sarcoma, hemangioma, acute and 
chronic nephropathies, atheroma, atherosclerosis, arterial restenosis 
autoimmune diseases, acute and chronic inflammation, bone diseases, and 
ocular diseases with retinal vessel proliferation. 
IT 280580 -85 -OP, 4 -Anilino-5 -bromo- 2 - { 3 - [2 -hydroxy-3 - (4 - 

methylpiperazin-l-yl)propoxy]anilino}pyrimidine 280580-87 -2P, 
4-Anilino-5-bromo-2-{3- [3- (4 -methylpiperazin- 1- 
yDpropoxy] anilino}pyrimidine 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified) ; SPN (Synthetic preparation) ; THU (Therapeutic use) • 
BIOL (Biological study) ; PREP (Preparation) ; USES (Uses) 

(preparation of 2 , 4 -pyrimidinediamine anticancer agents by coupling 
halopyrimidines with anilines and optional derivatization) 
RN 280580-85-0 HCAPLUS 



CN 



1-Piperazineethanol, a- [ [3- [ [5-bromo-4- (phenylamino) -2- 
pyrimidinyl] amino] phenoxy] methyl] -4 -methyl- (9CI) (CA INDEX NAME) 




RN 280580-87-2 HCAPLUS 

CN 2, 4 -Pyrimidinediamine, 5-bromo-N2- [3- [3- (4 -methyl -1- 

piperazinyl) propoxy] phenyl] -N4 -phenyl- (9CI) (CA INDEX NAME) 




NHPh 
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HCAPLUS COPYRIGHT 2 0 04 ACS on STN 
2000 :356161 HCAPLUS 
133:4676 

Preparation of (piperazinylpropoxy) phenylureas as 
antihyperlipemics , ant iarteriosclerotics , 
anticholesteremic agents, and neutral fat-reducing 
agents 

Inoue, Shinya; Usui, Yoshihiro; Seki, Masaki; Suzuki, 
Kazuo; Sugimoto, Kanami 

Mitsubishi Chemical Industries Ltd., Japan 
Jpn. Kokai Tokkyo Koho, 13 pp. 
COD EN : JKXXAF 
Patent 
Japanese 
1 



KIND 



DATE 



APPLICATION NO. 



DATE 



JP 2000143629 
PRIORITY APPLN. INFO. : 
OTHER SOURCE (S) : 
AB Title compds. I [Rl 



A2 



20000526 JP 1998-312003 19981102 

JP 1998-312003 19981102 
MARPAT 133 : 4676 

Ph, pyridyl, pyrimidinyl ; R2 = (un) substituted 



pyridyl, pyrimidinyl, triazinyl, pyridinonyl, pyrazolyl; X = single bond, 
O, S] are prepared 2 - [3 - [4 - (2 -Pyridyl) -1-piperazyl] propoxy] -6-methylaniline 
(1 0 g) was reacted with 0.5 g 3 - (2 -pyrimidyloxy) aniline in CH2C12 m the 
presence of (Cl3CO)2CO, Et3N, and 1 , 4 -diazabicyclo [2 . 2 . 2] octane under 
reflux for 15 h to give 1.3 g N- [3 -( 2 -pyrimidyloxy) phenyl] -N [2 - L3 L -4 - (2 - 
pyridyl) -1-piperazinyl] propoxy] -6 -methylphenyl] urea showing high activity 
against ACAT. 
IT 269078-34-4P 269078-61-7P 269078-62-8P 

RL- BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified) ; SPN (Synthetic preparation) ; THU (Therapeutic use) ; 
BIOL (Biological study) ; PREP (Preparation) ; USES (Uses) 

(preparation of (piperazinylpropoxy) phenylureas as antihyperlipemics, 
antiarteriosclerotics, anticholesteremic agents, and neutral 
fat-reducing agents) 
RN 269078-34-4 HCAPLUS 

CN Urea, N- [2-methyl-6- [3- [4- (2 -pyridinyl) - 1-piperazmyl] propoxy] phenyl] -N - 
[3- (2 -pyrimidinyloxy) phenyl] - (9CI) (CA INDEX NAME) 




0- (CH 2 ) 3 ~~ 
O 

- NH- C- - NH- 




RN 269078-61-7 HCAPLUS 

CN Urea, N- [2 -methyl- 6- [3- (4 -phenyl- 1-piperazmyl) propoxy] phenyl] -N - [3- (2- 
pyrimidinyloxy) phenyl] - (9CI) (CA INDEX NAME) 
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RN 269078-62-8 HCAPLUS 

CN Urea, N- [2-methyl-6- [3- [4- (2 -pyrimidinyl ) - 1 -piperazinyl] propoxy] phenyl] -N 1 
[3- ( 2 -pyrimidmyloxy) phenyl] - (9C1) (CA INDEX NAME) 




L18 ANSWER 33 OF 67 
ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 



INVENTOR (S) 



PATENT ASSIGNEE (S) : 
SOURCE : 

DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT 
PATENT INFORMATION: 



HCAPLUS COPYRIGHT 2 004 ACS on STN 
2000 :227617 HCAPLUS 
132 :264953 

Substituted polycyclic aryl and heteroaryl 
tertiary-heteroalkylamines useful for inhibiting 
cholesteryl ester transfer protein activity 
Sikorski, James A.; Durley, Richard C; Mischke, 
Deborah A.; Reinhard, Emily j. ; Fobian, Yvette M. ; 
Tollefson, Michael B . ; Wang, Lijuan; Grapperhaus, 
Margaret L . ; Hickory, Brian S.; Massa, Mark A.; 
Norton, Monica B. ; Vernier, William F. ; Parnas, Barry 
L.; Promo, Michele A.; Hamme, Ashton T. ; Spangler, 
Dale P.; Rueppel, Melvin L . 
Monsanto Company, USA 
PCT Int. Appl., 44 0 pp. 
CODEN: PIXXD2 
Patent 
English 
: 3 



PATENT NO. 



KIND 



DATE 



APPLICATION NO. 



DATE 
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WO 2000018721 

W: AE , AL , 
CZ, DE, 
IN, IS, 
MG, MK, 
SL, TJ, 
BY, KG, 
RW: GH, GM, 
DK, ES, 
CG, CI, 

CA 2345118 

AU 9960594 

EP 1115693 

R: AT, BE, 
IE, SI, 

JP 2002525348 

US 2003083331 

US 6696435 

US 2003109528 

US 6699898 

US 2003114454 

US 6710089 
PRIORITY APPLN. INFO.: 





Al 




20000406 




WO 


1999- 


US22119 




19990923 


AM, 


AT , 


AU, 


AZ , 




rvr> 

rirb , 


BG, BR, 






CH, 


CN, CR, CU, 


DK, 


DM , 


X? IT 1 


ES , 


FI , 


\J3-> , 


GD , GE , 




yjvi f 


HR, 


HU, ID, IL, 


JP, 


KE , 


KG , 


KP, 


KR, 




LC, LK, 


LR, 


LS, 


T.T 


LU , L V , MD , 


MN, 


MW, 


MX , 


NO, 


NZ, 


DT 

PL, 


PT 


, RO, 


RU, 


SD, 


D£i , 


SG SI SK, 


TM, 


TR, 


TT, 


TZ, 


UA, 


TTp 


US, UZ, 


VN, 


YU, 




ZW AM AZ . 


KZ, 


MD, 


RU, 


TJ, 


TM 


















T Q 


MW 


SD, 


SL, 


SZ , 


TZ 


, UG, 


zw, 


AT, 


BE, 


CH, CY, DE, 


FI, 


FR , 




GR, 


IE, 


TT 


LU 


, MC, 


NL, 


PT, 


SE , 


BF, BJ, CF, 


CM, 


GA, 


GN, 


GW, 


ML, 


MK , 


NE, SN, 


TD, 


TG 






AA 




20000406 




CA 


1999- 


2345118 




19990923 




Al 




20000417 




AU 


1999- 


60594 




19990923 




TV 1 

Al 




20010718 




EP 


1999- 


969710 




19990923 


CH, 


DE , 


DK, 


ES, 


FR, 


/-irj 


GR, IT, 


LI, 


LU, 


NL , 


SE MC, PT, 


LT, 


T T7 

LV, 


FI , 


RO 




















T2 




20020813 




JP 


2000- 


5721! 


33 




1 9990923 




Al 




20030501 




US 


2002- 


154861 








B2 




20040224 


















Al 




20030612 




US 


2002- 


155002 








B2 




20040302 


















Al 




20030619 




US 


2002- 


•155311 




ZUUZU JZ J 




B2 




20040323 




























US 


1998- 


101663P 




P 19980925 














US 


1999- 


■405524 




B3 19990923 














wo 


1999- 


-US22119 




W 19990923 














us 


2001- 


991085 




Al 20011114 














us 


2001- 


■991208 




Al 20011114 














us 


2001- 


-991116 




Al 20011115 



OTHER SOURCE (S) 
AB 



MARPAT 132:264953 
The title compds . (I) [wherein Rl = haloakyl, haloalkenyl, 
haloalkoxyalkyl, or haloalkenyloxyalkyl ; R2 = H, OH, ( alky 1) amino , 
dialkylamino, (un) substituted (cyclo) alkyl , (cyclo) alkenyl, (cyclo) alkoxy, 
(cyclo)alkenyloxy, or (hetero) aryl , alkylsulf inyl , arylsulf onyl , carboxy, 
carboxamido, phosphono, etc.; R3 , R14 , and R15 = independently H, OH, 
halo, CN, (un) substituted (cyclo) alkyl , (cyclo) alkenyl , alkynyl, or 
(hetero) aryl, aryloxy, (alkyl) amino, dialkylamino, (hetero) arylthio , 
acylamido, alkylsuf inyl , arylsufonyl, carboxy, phosphono, etc.; or R2 and 
R3 taken together may form a 3- to 8-membered cycloalkyl, a 5- to 
8-membered cycloalkenyl , or a 4- to 8-membered heterocyclyl ring; R4-R13 = 
independently (un) substituted aryloxy, alkyl (oxy) , acyl (oxy) , carboxamido, 
(cyclo) alkylsulf inyl, aralkylsulf onyl , amino, phosphono, etc.; R16 - H, 
(un) substituted (cyclo) alkyl , (cyclo) alkenyl , alkynyl, or (hetero) aryl , 
acyl, (hetero) aroyl, trialkylsilyl , or a spacer; Dl, D2 , D3 , D4 , Jl, J2 , 
J3 J4 Kl, and K2 = independently C, N, 0, S, or a covalent bond; X = H, 
F 'o S, S(O), NH, N(OH), N(alkyl), or N(alkoxy); Y and Z = independently 
single bond or (un) substituted (hetero) alkylene ; n = 0-5] where prepared for 
the treatment of atherosclerosis and other coronary artery diseases. I 
are useful as inhibitors of cholesteryl ester transfer protein (CETP; 
plasma lipid transfer protein-I) . Examples include over 700 syntheses and 
data from two bioassays on CETP activity. For instance, reaction of 
3-bromoaniline with 3 - ( 1 , 1 , 2 , 2 - tetraf luoroethoxy) benzaldehyde in the 
presence of NaB(OAc)3H and AcOH formed the secondary amine (96%). Addition 
of l,l,l-trifluoro-2,3-epoxypropane in CH2C12 and YB(OTf)3 gave the ale. 
(99%) 'which was silylated with tert-butyldimethylsilyl 

trifluoromethanesulfonate (58%) . Heating a solution of the tertiary amine 
with 4-chloro-3-ethylphenol, Cs2C03, copper triflate benzene complex, and 
1-naphthoic acid in 2:1 toluene : dimethylacetamide for 96 h gave II (23%). 
The latter inhibited CETP activity with IC50 values of 0.034 uM and 
0.88 uM, resp., in the reconstituted buffer and human plasma assays. 
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IT 263346-45-8P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation); THU (Therapeutic use); 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(target compound; preparation of substituted polycyclic aryl and heteroaryl 
tertiary-heteroalkylamines as cholesteryl ester transfer protein 
inhibitors for the treatment of atherosclerosis and other coronary 
artery disease) 
RN 263346-45-8 HCAPLUS 

2-Propanol, 1,1, 1-trif luoro-3 - [ (3 -phenoxyphenyl) [ [3- (2- 
pyrimidinyloxy) phenyl] methyl] amino] - (9CI) (CA INDEX NAME) 



CN 
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HCAPLUS COPYRIGHT 2 004 ACS on STN 
2000 : 161263 HCAPLUS 
132 :194385 

Preparation of bis (arylamino) pyrimidine derivatives as 
anticancer agents 

Breault, Gloria Anne; Pease, Janet Elizabeth 
Zeneca Limited, UK 
PCT Int. Appl., 112 pp. 
CODEN: PIXXD2 
Patent 
English 
1 



PATENT NO. 



KIND 



DATE 



APPLICATION NO. 



DATE 



WO 2000012485 

W: AE, AL, AM, 

DE, DK, EE, 

JP, KE, KG, 

MN, MW, MX, 

TM, TR, TT, 

MD, RU, TJ, 

RW: GH, GM, KE, 

ES, FI, FR, 

CI, CM, GA, 
AU 9954382 
EP 1107957 

R: AT, BE, CH, 

IE, SI, LT, 
JP 2002523497 
PRIORITY APPLN. INFO. : 



Al 20000309 WO 1999-GB2790 

AT, AU, AZ, BA, BB, BG, BR, BY, CA, 

ES, FI, GB, GD, GE, GH, GM, HR, HU, 

KP, KR, KZ, LC, LK, LR, LS, LT, LU, 

NO, NZ, PL, PT, RO, RU, SD, SE, SG, 

UA, UG, US, UZ, VN, YU, ZA, ZW, AM, 
TM 

LS, MW, SD, SL, SZ, UG, ZW, AT, BE, 

GB, GR, IE, IT, LU, MC, NL, PT, SE, 

GN, GW, ML, MR, NE, SN, TD, TG 
Al 20000321 AU 1999-54382 
Al 20010620 EP 1999-940401 

DE, DK, ES, FR, GB, GR, IT, LI, LU, 

LV, FI, RO 
T2 20020730 JP 2000-567515 

GB 1998-18989 



19990824 
CH, CN, CU, CZ, 
ID, IL, IN, IS, 
LV, MD, MG', MK, 
SI, SK, SL, TJ, 
AZ, BY, KG, KZ, 

CH, CY, DE, DK, 
BF, BJ, CF, CG, 

19990824 
19990824 
NL, SE, MC, PT, 

19990824 
A 19980829 



Searched by Paul Schulwitz 571-272-2527 



Page 283 



Habte 10/824,005 



10/22/2004 



GB 1998-28433 A 19981224 

WO 1999-GB2790 W 19990824 

OTHER SOURCE (S) : MARPAT 132:194 3 85 

AB The title compds . (I) [wherein Rl = H or (un) substituted alkyl, alkenyl or 
alkynyl; Ql and Q2 = independently (un) substituted Ph, naphthyl, indanyl , 
or 1,2,3,4-tetrahydronaphthyl, and one or both of Ql and Q2 is substituted 
with' -X(CH2)nCHY{CH2)mZ; X = CH2 , 0, S, or NH; Y = H or as defined for Z; 
Z = OH, SH, NH2, alkoxy, alkyl thio, (cyclo) alkylamino, or dialkylammo ; n 
= 1-3; m = 1-3] were prepared as cyclin dependent kinase (CDK) and focal 
adhesion kinase (FAK) inhibitors. Examples include over 100 syntheses, 
descriptions of a number of biol . assays with some data, and 7 pharmaceutical 
formulations. For instance, 2 -chloro-4 - (2 -bromo-4 - 
methylanilino)pyrimidine (preparation given), was coupled with 

4- [3- (N,N-dimethylamino) -2 -hydroxypropoxy] aniline (preparation given) in BuOH 
to give II. The latter inhibited CDK4 with IC5 0 = 0.6 uM and FAK with 
IC50 =3.3 uM. Typical IC50 values for compds. of the invention when 
tested in the Sulf orhodamine B (SRB) cell growth inhibition assay were in 
the range of 1 mM to 1 nM. I and their pharmaceutically-acceptable salts 
and in-vivo-hydrolyzable esters are useful as anticancer agents, 
antiproliferatives, cell migration inhibitors, and apoptotic agents. 
IT 260045-24-7P 

RL- BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified) ; SPN (Synthetic preparation) ,- THU (Therapeutic use) ; 
BIOL (Biological study) ; PREP (Preparation) ; USES (Uses) 

(target compound; preparation of bis (arylamino) pyrimidine derivs . as 
anticancer agents, antiproliferatives, cell migration inhibitors, and 
apoptotic agents) 
RN 260045-24-7 HCAPLUS 

CN 2 4-Pyrimidinediamine, N4- (2-f luoro-5-methylphenyl) -N2- [3- [3- (4-methyl-l- 
piperazinyl) propoxy] phenyl] - (9CI) (CA INDEX NAME) 



Me 




NH 




0- ( CH2 ) 3 ™ N- 
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Patent 
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PRIORITY APPLN. INFO.: JP 1997-119521 19970509 

OTHER SOURCE(S): MAR PAT 130:73892 

AB The title compound has the general formula I [A = (substituted) aromatic ring; 
B = single bond or divalent linking group; X = N or CY1; Yl-4 = H, halo, 
straight-chain or branched alkyl which may be substituted aryl 
heteroaryl, alkoxy, cycloalkyl, alkenyl, allyl, aralkyl, dialkylamino, 
alkylammo, the plural groups of Yl-4 may be condensed to form a 5- to 
7-membered ring; Rl = straight-chain or branched alkyl which may be 
substituted; R2 = straight -chain or branched alkyl which may be 
substituted, cycloalkyl, alkenyl, aryl, aralkyl, allyl] . The dye 
comprising the compound and the dye-donating material possessing a dye layer 
containing the dye on a support are also claimed. A thermal - transfer printing 
material comprises the dye-donating material and a dye image -receiving 
material possessing a image-receiving layer containing a dye-fixing material 
The thermal -transfer material provides high quality images with high 
sharpness and storage stability and no transfer of the dye image to other 
is observed 

IT 217963-38-7P 217 963 - 3 9 - 8P 217963-40-1P 
217963-41-2P 

RL: PNU (Preparation, unclassified); TEM (Technical or engineered material 
use) ; PREP (Preparation) ; USES (Uses) 

(thermal-transfer printing material containing pyridoneazo dye) 
RN 217963-38-7 HCAPLUS 

CN 3-Pyridinecarbonitrile, 5- [[3- [ (4 -chloro-2 -pyrimidinyl ) oxy] phenyl] azo] -1- 
(2-ethyl-l-hexenyl) -1 , 2 -dihydro-6-hydroxy-4 -methyl -2 -oxo- (9CI) (CA INDEX 
NAME) 




CI CN 



RN 217 963-39-8 HCAPLUS 

CN 3-Pyridinecarbonitrile, 5- [ [3- [ (4 -chloro-2 -pyrimidinyl) oxy] phenyl] azo] -1 2- 
dihydro-6-hydroxy-4-methyl-l-octyl-2-oxo- (9CI) (CA INDEX NAME) 




RN 217963-40-1 HCAPLUS 

CN 3-Pyridinecarbonitrile, 5- [ [3- [ (4 -chloro-2 -pyrimidinyl) oxy] phenyl] azo] -1,2- 
dihydro-6-hydroxy-4-methyl-2-oxo-l- (phenylmethyl) - (9CI) (CA INDEX NAME) 
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RN 
CN 



217963-41-2 HCAPLUS 

3-Pyridinecarbonitrile, l-butyl-5- [ [3- [ (4-chloro-2- 
pyrimidinyDoxy] phenyl] azo] -1 , 2 -dihydro-6-hydroxy-4 -methyl -2 -oxo- 
(CA INDEX NAME) 



(9CI) 



CI 




Bu-n 
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1998 : 745030 HCAPLUS 
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Indole derivatives having combined 5HT1A, 5HT1B , and 
5HT1D receptor antagonist activity 

Gaster, Laramie Mary; Rami, Harshad Kantilal; Wyman, 
Paul Adrian 

Smithkline Beecham PLC, UK 
PCT Int. Appl., 119 pp. 
CODEN: PIXXD2 
Patent 
English 
1 



KIND 



DATE 



WO 
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GA, 


GN, 


ML, 
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NE, SN, 


AU 
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Al 




19981127 


AU 


732863 






B2 




20010503 


EP 


975593 






Al 




20000202 




R: 


AT, 
IE, 


BE, 
SI, 


CH, 
FI 


DE, 


DK, 


ES, FR, 


TR 


9902590 






T2 




20000621 



APPLICATION NO. 

WO 1998-EP2262 

BG, BR, BY, CA, CH, CN, 

GM, GW, HU, ID, IL, IS, 

LT, LU, LV, MD, MG, MK, 

SE, SG, SI, SK, SL, TJ, 

AM, AZ, BY, KG, KZ , MD, 

UG, ZW, AT, BE, CH, CY, 

MC, NL, PT, SE, BF, BJ, 
TD, TG 

AU 1998-74310 

EP 1998-921462 
GB, GR, IT, LI, LU, NL, 

TR 1999-9902590 



DATE 



19980414 

CU, CZ, DE, 

JP, KE, KG, 

MN, MW, MX, 
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19980414 

19980414 
SE, MC, PT, 

19980414 
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19991018 


TW 


509687 


B 


20021111 


NO 


9905065 


A 


19991015 


MX 


9909583 


A 


20000331 



PRIORITY APPLN. INFO. 



OTHER SOURCE (S) : 
AB The title compds 
bicyclic aryl , a 



IT 



RN 
CN 



I 
5- 



MARPAT 
[Ra is 



JP 1998-547660 

BR 1998-9092 

ZA 1998-3242 

TW 1998-87105843 

NO 1999-5065 

MX 1999-9583 

GB 1997-7829 

GB 1998-1882 

WO 1998-EP2262 



A 
A 
W 



19980414 
19980414 
19980417 
19980417 
19991015 
19991018 
19970418 
19980129 
19980414 



nitrogen 



130 : 13915 

a group of formula Q, in which Pi is Ph, 
to 7-membered heterocyclic ring containing 1 to 3 
heteroatoms selected from oxygen, nitrogen and sulfur, or a bicyclic 
heterocyclic ring containing 1 to 3 heteroatoms selected from oxyqen 
and sulfur; Rl = H, halo, Cl-6alkyl, C3 -6cycloalkyl , COCl-6alkyl ' 
Cl-6alkoxy, hydroxy, hydroxyCl - 6alkyl , hydroxyCl -6alkoxy 
Cl-6alkoxyCl-6alkoxy, CI - 6alkanoyl , nitro, trif luoromethyl , cyano, SR9 
S0R9, S02R9, S02NR10R11, CO2R10, CONR10R11, CO2NR10R11 
CONR10(CH2)cCO2Rll, (CH2 ) CNR10R11 , (CH2 ) CCONR10R11 , (CH2 ) cNRlOCORll 
(CH2)cC02Cl-6alkyl, C02 (CH2 ) cORl 0 , NR10R11, NR10CO2R11, NR10CONR1 0R11 
CR10:NOR11, NR10COOR11, CNR10:NOR11, where R10 and Rll are independently 
hydrogen or Cl-6alkyl and c is 1 to 4; R2 = H, halo, Cl-6alkyl 
C3-6cycloalkyl, C3 - 6cycloalkenyl , Cl-6alkoxy, acyl, aryl, acyloxy, 
hydroxy, nitro, trif luoromethyl , cyano, CO2R10, CONR10R11, NR10R11 where 
R10 and Rll are as defined for Rl; a is 1, 2 or 3; or Ra is a group containing 
bridged rings; Y = NH, alkylamino, CH2 , O; V = 0 , S ; D = N , C CH • W = 
(CR16R17)t where t = 2-4 and R16 and R17 = H, alkyl, etc.; Rb' = H ,' halo, 
UH, etc.; Rc = H, alkyl] were prepared and their 5HT1A, , 5HT1B , and 5HT1D 
receptor binding determined E.g., 5-methoxy-6- (4 -methylpiperazin- 1-yl ) indole 
was treated with KOCMe3, then with 4 -bromo-3 -methylphenyl isocyanate to 
give 1- [ (4-bromo-3-methylphenyl) aminocarbonyl] -5 -methoxy-6 - (4- 
methylpiperazin-l-yl) indole . 
216058-75-2P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 

^T^ Y/ /D Un ? SSlflGd)/ SPN < S y ntheti c preparation); THU (Therapeutic use); 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation of indole derivs . having combined 5HT1A, 5HT1B and 5HT1D 

receptor antagonist activity) 
216058-75-2 HCAPLUS 

lH-Indole-l-carboxamide, 5-chloro-2 , 3 -dihydro-6- (4 -methyl-l-piperazinyl) -N- 
[3- (2 -pynmidmyloxy) phenyl] - (9CI) (CA INDEX NAME) 




N — C-NH k\ 
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N-acyl-N-phenyl-3,4, 5, 6-tetrahydrophthalamic acid 

derivatives in soybean 
AUTHOR(S)- Suzuki, Kiyoshi ; Kume , Takashi ; Takematsu, Tetsuo 

CORPORATE *S0URCE: Plant Sci . Res. Inst., Tochigi, 329-11, Japan 

-OURclT Zasso Kenkyu (1997), 42(3), 214-220 

~ ' CODEN: Z AS KAN; ISSN: 0372-798X 

PUBLISHER: Nippon Zasso Gakkai 

DOCUMENT TYPE: Journal 
LANGUAGE • Japanese 

AB New'n-acyl-N-phenyltetrahydrophthalamic acid derivs . have been found to 
show a high level of post -emergence herbicidal activity toward weeds, 
without injuring soybean. 1. Post-emergence herbicidal activity toward 
Abutilon theophrasti Medic. In an attempt to optimize the herbicidal 
activity of this series of compds . , substitution at the 5 position of the 
aniline moiety (Rl) was found to be the major determinant for enhancing 
the herbicidal activity while avoiding injury to soybean (cv. Hokai) and 
the methoxycarbonylmethyolthio group appeared to be most effective. AlJcyl 
esters mainly showed a higher activity than other aliphatic esters. Highest 
herbicidal activity was obtained with an Et moiety at the R2 position. 
Among the compds. tested, 4 new derivs. were selected for their strong 
herbicidal activity and superior selectivity. 2. Post-emergence 
herbicidal activity toward several upland weeds. Herbicidal activity of 
these compds. with high performance was investigated for other important 
weeds in upland fields. As a result, it was shown that He 
N-oropionyl-N- (4-chloro-2 -f luoro-5 -methoxycarbonylmethylthiophenyl) - 
3,4,5,6-tetrahydrophthala mate (CUH-38) displayed the strongest activity 
among the compds. tested. 

JT RL^AGR^Agricultural use); BAG (Biological activity or effector, except 
adverse) ,- BSU (Biological study, unclassified) ; BIOL (Biological study) ? 
USES (Uses) 

(herbicidal activity of N-acyl-N-phenyl -3 , 4 , 5 , 6- tetrahydrophthalamic 
acid derivs . in soybean) 
RN 152306-35-9 HCAPLUS 

CN 1-Cyclohexene-l-carboxylic acid, 2 -[ [acetyl [4 -chloro-2 -f luoro-5- (2- 

pyrimidinyloxy) phenyl] amino] carbonyl] methyl ester (9CI) (CA INDEX 
NAME) 
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CODEN: Z AS KAN; ISSN: 0372-798X 
PUBLISHER: Nippon Zasso Gakkai 

DOCUMENT TYPE: Journal 
LANGUAGE: Japanese 

AB Novel N-acyl-N-phenyltetrahydrophthalamic acid derivs . were synthesized 

and their herbicidal activity and selectivity were evaluated by a pot test 
in a greenhouse. In the structure of n-acyl -N-phenyl -3 , 4 , 5 , 6- 
tetrahydrophthalamic acid derivs., a 3 -butyn-2 -yloxy group at the 5 
position of the aniline moiety (Rl) was found to be the major determinant 
for herbicidal activity toward Echinochloa oryzicola Vasing. and 
selectivity between rice and Echinochloa oryzicola. Introduction of a 
3-f luorobenzoyl group (R2) on the amide nitrogen atom significantly 
decreased the rice phytotoxicity without a concomitant loss of herbicidal 
activity. In addition, 2 -methoxyethyl esters (R3) showed an equal to or 
higher activity than the corresponding Me esters. Among the compds . 
tested, 5 novel N-acyl -N-phenyltetrahydrophthalamic acid derivs. were 
selected for their strong herbicidal activity and high selectivity. 
Post-emergence herbicidal activity toward Echinochloa oryzicola, Rotala 
indica Koehne . , Cyperus difformis L . , Scripus juncoides Roxb . , Monochoria 
vaginalis Presl. in water application was evaluated for the selected 
compds. Among them, 2 -methoxyethyl N- ( 3 -f luorobenzoyl) -N- [4 -chloro-2 - 
fluoro-5- (3-butyn-2-yloxy) phenyl] -3,4,5,6, - tetrahydrophtalamate (CUH-35) 
showed the highest activity and effectively controlled these paddy weeds 
at a dose of 30 g a.i./ha except for Scripus juncoides, without adverse 
effect on transplanted rice. 

IT 152306-35-9 

RL: AGR (Agricultural use); BAC (Biological activity or effector, except 
adverse); BSU (Biological study, unclassified); BIOL (Bioloqical studv) • 
USES (Uses) 1 

(herbicidal selectivity of N-acyl -N-phenyl-3 , 4 , 5 , 6 - tetrahydrophthalamic 
acid derivs. under paddy conditions) 
RN 152306-35-9 HCAPLUS 

CN 1-Cyclohexene-l-carboxylic acid, 2- [ [acetyl [4 -chloro-2 -fluoro-5 - (2- 

pyrimidinyloxy) phenyl] amino] carbonyl] methyl ester (9CI) (CA INDEX 
NAME) 
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PCT Int. Appl. , 83 pp. 



Searched by Paul Schulwitz 571-272-2527 



Page 289 



Habte 10/824,005 10/22/2004 



DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC NUM. COUNT: 
PATENT INFORMATION: 



CODEN: PIXXD2 

Patent 

English 

1 



PATENT NO. 






KIND 


DATE 






APPLICATION NO. 




DATE 


WO 


9719065 






Al 




19970529 




WO 


1996- 


GB2854 




19961120 


W: AL, 


AM, 


AT 


AU, 


AZ , 


BA, 


BB, 


BG, 


BR 


, BY, 


CA, CH, 


CN, 


CU, CZ, DE, 




DK, 


XIj-Cj , 




FI, 


GB, 


GE, 


HU, 


IL , 


IS, JP, 


KE , KG , 


KP, 


KR, KZ, LC, 




LK, 


T "D 


J_lO , 


LT, 


LU, 


LV, 


MD, 


MG, 


MK, MN, 


MW, MX, 


NO, 


NZ, PL, PT, 




RO, 






SE, 


SG, 


SI, 


SK, 


TJ, 


TM 


, TR, 


TT, UA, 


UG, 


US, UZ, VN, 




AM, 


AZ , 


BY, 


KG, 


KZ, 


MD, 


RU, 


T T 


TM 












RW: KE, 


LS , 


MW , 


SD, 


SZ, 


UG, 


AT, 


"R"P 

D£j , 


CH, DE, 


DK, ES, 


FI , 


FR, GB, GR, 




IE, 


IT, 


LU, 


MC, 


NL, 


PT, 


SE, 


BF, 


BJ, CF, 


CG, CI, 


CM, 


GA, GN, ML, 




MR, 


NE, 


SN, 


TD, 


TG 
















19961119 


US 


5958935 






A 




19990928 




US 


1996- 


753041 




AU 


9676314 






Al 




19970611 




AU 


1996- 


76314 




19961120 


EP 


862560 






Al 




19980909 




EP 


1996- 


939171 




19961120 


EP 


862560 






Bl 




20030402 
















R: CH, 


DE, 


ES, 


FR, 


GB, 


IT, 


LI 














ES 


2195020 




T3 




20031201 




ES 


1996- 


939171 




19961120 


US 


6235746 






Bl 




20010522 




US 


1999- 


249760 




19990216 


PRIORITY APPLN. 


INFO 














GB 


1995- 


•23675 




A 19951120 




















US 


1996- 


753041 




A3 19961119 




















WO 


1996- 


GB2854 




W 19961120 



OTHER SOURCE (S) : 
AB The title compds 



etc . 
H, 



R2, R3 = 



MARPAT 127:81461 
[I; Rl = H, halo, (un) substituted alkyl, 
(un) substituted alkyl, alkenyl, alkynyl; R4 = H, alkyl; R5 
(un) substituted alkyl, alkenyl, alkynyl; R6 = H, halo, (un) substituted 
NH2, etc.; X = a direct bond, a linker atom, group; R7 = (un) substituted 
aliphatic, cycloaliph., heteroaliph . , heterocycloaliph . , aromatic or 

heteroarom. . 

group], selective protein kinase inhibitors, particularly the kinases 
p561ck, p59fyn, ZAP-70 and protein kinase C, and useful in the prophylaxis 
and treatment of immune diseases, hyperprolif erative disorders and other 
diseases in which inappropriate protein kinase action is believed to have 
a role, were prepared Thus, treatment of 4 - [3 - (3 -phthalimidopropoxy) phenyl] 
N- (3 , 4 | 5 - trimethoxyphenyl ) -2 -pyrimidineamine with N2H4.H20 in EtOH 
afforded I.2HC1 [Rl = MeO; R2 , R3 = Me; R4-R6 = H; R7 = H2N(CH2)3; X = 0] 
which showed IC50 of 22 nM in the protein kinase assay. 
191728-57-1P % 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified) ; RCT (Reactant) ; SPN (Synthetic preparation) ; THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; RACT 
(Reactant or reagent) ; USES (Uses) 

(preparation of substituted 2 -anilinopyrimidines as protein kinase 
inhibitors) 
191728-57-1 HCAPLUS 

2, 4-Pyrimidinediamine, N2 - [3 , 4 -dimethoxy-5 - (phenylmethoxy) phenyl] -N4- (3~ 
methoxyphenyl) - (9CI) (CA INDEX NAME) 



IT 



RN 
CN 
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HCAPLUS COPYRIGHT 2 0 04 ACS on STN 
1997:123312 HCAPLUS 
126 :220297 

Potent and selective inhibitors of the ABL-kinase: 
phenylaminopyrimidine (PAP) derivatives 
Zimmermann, Jurg; Buchdunger, Elisabeth; Mett, Helmut- 
Meyer, Thomas; Lydon, Nicholas B. 

Ciba Pharmaceuticals Division, Oncology Research 
Department, Ciba-Geigy Limited, Basel, CH-4002, Switz. 
Bioorganic & Medicinal Chemistry Letters (1997) 1(2) 
187-192 ' ' 

CODEN: BMCLE8; ISSN: 0960-894X 
Elsevier 
Journal 
English 

Due to its relatively clear etiol . , chronic myelogenous leukemia (CML) 

inhlbitn' 3 Tr^u 1 ^r 86 target f ° r a thera ^ ^ * selective 

of Si ni ^ ^ Cr -^ 1 , t y rosine Protein kinase. Extensive optimization 

of the class of phenyl ammo -pyrimidines yielded highly potent and 

selective Bcr-Abl kinase inhibitors. 

150784-70-6P 152459-77-3P 152459-78-4P 

152459-79-5P 152459-80-8P 152459 - 82 - OP 

152459-86-4P 152459-87-5P 152459-88-6P 

152459-89-7P 152459-90-0P 152459-91-1P 

152459-93-3P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 

BS^m-o?^ 551 ^^^ f™ (S ^ nthetic P-paration); THU (Therapeutic uS); 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

lSoilT-To T T 'vcapIuT enylamin °P^ rimidine derivs. as inhibitors of ABL-kinase) 
^rljTXi lis," ^ l-l-y^ethoKyJph^yX, -4- < 3 -pyridinyl, - 




NH 




CH 2 -CH 2 — N yj 



RN 152459-77-3 HCAPLUS 
CN Benzamide, N- [3 
INDEX NAME) 



[ [4- (3-pyridinyl) -2 -pyrimidinyl] amino] phenyl] - (9CI) (CA 
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NH- C- Ph 



S ^-pJfidlnecarbSaSde, N- [3 - [ [4 - (3 -pyridinyl) -2-pyrimidinyl] amino] phenyl] 
(9CI) (CA INDEX NAME) 




NH- 




CN ^-Pyridl^LrSoSde, N- [3 - [ [4 - (3-pyridinyl) -2 -pyrimidinyl] amino] phenyl] 
(9CI) (CA INDEX NAME) 




Nv, 



NH- 




RN 
CN 



l%*lUleLZTlle, N- [3 - [ [4-,3-pyridinyl) -2-pyrinudinyl] a^ino] phenyl) 

(9CI) (CA INDEX NAME) 




CN Benzoic 8 acid , 3 - [ [4 - (3 -pyridinyl) -2 -pyrimidinyl] amino] phenyl] amino] ca 



rbonyl]- (9CI) (CA INDEX NAME) 




H0 2 C 



S SS; 4 2-2S-N- [3- [ [4- (3-pyridinyl) -2 -pyrimidinyl] amino] phenyl] 



(9CI) (CA INDEX NAME) 
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MeO 



RN 152459-87-5 HCAPLUS 
CN Benzamide, 4 - f luoro-N- [3 - 
(9CI) (CA INDEX NAME) 



[ [4- (3-pyridinyl) -2 -pyrimidinyl] amino] phenyl] 




RN 15245 9-8 8-6 HCAPLUS 

CN Benzamide, 4-cyano-N- [3- [ [4 - ( 3 -pyridinyl ) -2 -pyrimidinyl] amino] phenyl] - 
(9CI) (CA INDEX NAME) 




RN 152459-89-7 HCAPLUS 

CN 2-Thiophenecarboxamide, N- [3- [ [4- (3-pyridinyl) -2 -pyrimidinyl] amino] phenyl] 
(9CI) (CA INDEX NAME) 





NH- 




O 



NH- C 



N 



RN 152459-90-0 HCAPLUS 

CN Cyclohexanecarboxamide, N- [3- [ [4- (3-pyridinyl) -2 -pyrimidinyl] amino] phenyl] 
(9CI) (CA INDEX NAME) 




N. 



NH 



N 




O 

II 

NH— C 
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CN Benzamide, 4 -methyl -N- [3- [ [4- (3 -pyridinyl) -2 -pyrimidmyl] amino] phenyl] 
(9CI) (CA INDEX NAME) 




RN 152459-93-3 HCAPLUS 

CN Benzamide, 4- [ (4 -methyl -1-piperazinyl) methyl] -N- [3- [ [4- (3 -pyridinyl) -2- 
pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 
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1996 : 574516 HCAPLUS 
125:221860 

Preparation of 2 - (pyrimidyloxy) benzoates as herbicides 
Vogelbacher, Uwe Josef; Rheinheimer, Joachim; Baumann, 
Ernst; Walter, Helmut; Westphalen, Karl-Otto; Mislitz, 
Ulf 

BASF A.-G., Germany 

Ger . Of fen. , 40 pp. 

CODEN: GWXXBX 

Patent 

German 

1 



KIND 



DATE 



APPLICATION NO. 



DATE 



DE 19505182 Al 19960822 DE 19 95-195 05182 19950216 

PRIORITY APPLN. INFO.: DE 1995-19505182 19950216 

OTHER SOURCE(S): MARPAT 125:221860 

AB Title compds. [I; R = Z1Z2R5; Rl , R2 = halo, (halo)alkyl, (halo) alkoxy , 
etc.; R3 = H, heteroaryl, OH, NH2 , etc.; R4 = H, halo, alkyl; R5 = 
(un) substituted Ph, heteroaryl; Z = N or (alkyl ) methine ; Zl = alkylene; Z2 
= O or S] were prepared Thus, cyclohexanone oxime was treated with NaOMe m 
PhMe and the product condensed with 5- [2- (4 -chlorophenyl) propoxy] -2 , 2- 
dimethylbenzo [1, 3] dioxin-4-one after which 4 , 6 -dimethoxy-2 - 
methylsulfonylpyrimidine was added and the whole heated lh at 100° 
to give, after saponification, title compound II which gave 95% control of 

Broin 

inermis and Galium aparine at 0 . 5kg/ha postemergent . 
IT 120259-38-3P 181263-26-3P 181263-27-4P 
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181263-28-5P 181263-29-6P 181263-30-9P 
181263-31-OP 181263-32-1P 181263-33-2P 
181263-35-4P 18126 3 - 3 6 - 5P 181263-37-6P 
181263-38-7P 181263-39-8P 181263-40-1P 

RL: AGR (Agricultural use); BAC (Biological activity or effector, except 
adverse) ; BSU (Biological study, unclassified) ; SPN (Synthetic 
preparation) ; BIOL (Biological study) ; PREP (Preparation) ; USES (Uses) 

(preparation of 2 - (pyrimidyloxy) benzoates as herbicides) 
120259-38-3 HCAPLUS 

Benzoic acid, 2- [ (4 , 6-dimethoxy-2 -pyrimidinyl) oxy] -6- (2 -phenoxyethoxy ) - 
(9CI) (CA INDEX NAME) * Y 




1812 63-26-3 HCAPLUS 

Benzoic acid, 2- [2- (4 -chlorophenoxy) propoxy] -6- [ (4 , 6 -dimethoxy-2 ■ 
pyrimidinyl) oxy] - (9CI) (CA INDEX NAME) 




OMe 



1812 63-2 7-4 HCAPLUS 

Benzoic acid, 2- [2- (4 -acetylphenoxy) ethoxy] -6- [ (4 , 6 -dimethoxy-2 - 
pyrimidinyl) oxy] - (9CI) (CA INDEX NAME) 




181263-28-5 HCAPLUS 

Benzoic acid, 2- [ (4 , 6 -dimethoxy-2 -pyrimidinyl ) oxy] -6- [2- (4- 
fluorophenoxy) ethoxy] - (9CI) ( CA INDEX NAME ) 
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OMe 



RN 181263-29-6 HCAPLUS 

CN Benzoic acid, 2 - [2 - (2 -chlorophenoxy) ethoxy] - 6 - [ (4 , 6 -dimethoxy-2 - 
pyrimidinyl)oxy] - (9CI) (CA INDEX NAME) 




OMe 



RN 181263-30-9 HCAPLUS , 
CN Benzoic acid, 2 - [2 - (3 -chlorophenoxy) ethoxy] -6- [ (4 , 6-dimethoxy-2 - 
pyrimidinyDoxy]- (9CI) (CA INDEX NAME) 




OMe 



RN 181263-31-0 HCAPLUS 

CN Benzoic acid, 2 - [ (4 , 6 -dimethoxy-2 -pyrimidinyl) 
ethoxyphenoxy) ethoxy] - (9CI) (CA INDEX NAME) 




RN 181263-32-1 HCAPLUS , 
CN Benzoic acid, 2 - [2 - (3 , 5 -dimethoxyphenoxy) ethoxy] -6 - [ (4 , 6-dimethoxy-2 - 
pyrimidinyDoxy]- (9CI) (CA INDEX NAME) 
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C0 2 H 



MeO- 




O-CH2 CH 2 ~ 0— 



OMe 



. OMe 



No 



OMe 



RN 181263-33-2 HCAPLUS 

CN Benzoic acid, 2 - [ (4 , 6 -dimethoxy- 2 -pyrimidinyl) oxy] -6- (3 -phenoxypropoxy) 
(9CI) (CA INDEX NAME) 



C0 2 H 



PhO ~ (CH 2 ) 3-O. 




OMe 



OMe 



RN 181263-35-4 HCAPLUS 

CN Benzoic acid, 2- [ (4 , 6 -dimethoxy- 2 -pyrimidinyl ) oxy] -6- [3- (4- 
f luorophenoxy) propoxy] - (9CI) (CA INDEX NAME) 




OMe 



RN 181263-36-5 HCAPLUS 

CN Benzoic acid, 2- [ (4, 6 -dimethoxy- 2 -pyrimidinyl ) oxy] -6- [3- [4- (1, 1- 
dimethylethyl )phenoxy] propoxy] - (9CI) (CA INDEX NAME) 




OMe 



RN 181263-37-6 HCAPLUS 

CN Benzoic acid, 2- [ (4 , 6 -dimethoxy-2 -pyrimidinyl) oxy] -6- [3- (2,4,6- 
trimethylphenoxy) propoxy] - (9CI) (CA INDEX NAME) 
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MeO 



OMe 




O- (CH 2 ) 3-0 




RN 181263-38-7 HCAPLUS 

CN Benzoic acid, 2 - [ (4 , 6-dimethoxy-2 -pyrimidinyl ) oxy] - 6 - 
(9CI) (CA INDEX NAME) 



(4-phenoxybutoxy) - 




RN 181263-39-8 HCAPLUS 

CN Benzoic acid, 2- [4- (4 -chlorophenoxy) butoxy] -6- [ (4 , 6 -dimethoxy-2 - 
pyrimidinyl) oxy] - (9CI) (CA INDEX NAME) 




OMe 



RN 181263-40-1 HCAPLUS 

CN Benzoic acid, 2- [ (4 , 6 -dimethoxy- 2 -pyrimidinyl) oxy] -6- [4- (2,4,6- 
trimethylphenoxy) butoxy] - (9CI) (CA INDEX NAME) 
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AUTHOR (S) 



CORPORATE SOURCE: 
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PUBLISHER: 
DOCUMENT TYPE: 
LANGUAGE : 
AB 



IT 



RN 
CN 



1996:495435 HCAPLUS 
125 : 184908 

Phenylamino-pyrimidine (PAP) derivatives: a new class 
of potent and selective inhibitors of protein kinase C 
(PKC) 

Zimmermann, Juerg; Caravatti, Giorgio; Mett, Helmut; 
Meyer, Thomas; Mueller, Marcel; Lydon, Nicholas B. ; 
Fabbro, Doriano 

CIBA Pharmaceuticals Div. , Oncology Virology Res. 
Dep., Ciba-Geigy Limited, Basel, CH-4002, Switz . 
Archiv der Pharmazie (Weinheim, Germany) (1996) 
329(7) , 371-376 

CODEN: ARPMAS; ISSN : 0365-6233 
VCH 

Journal 
English 

Phenylamino-pyrimidines represent a novel class of inhibitors of protein 
kinase C with a high degree of selectivity vs. other serine/threonine and 
tyrosine kinases. Steady state kinetic anal, of N- (3- [1-imidazolyl] - 
phenyl)-4-(3-pyridyl)-2-pyrimidinamine , which showed potent inhibitory 
activity, revealed competitive kinetics relative to ATP. The adjacent 
H-bond acceptor of the pyrimidine moiety next to an H-bond donor of the 
phenylamme was found to be crucial for inhibitory activity 

(^itro-phenyl) " 4 ~ (3-pyridyl) -2-pyrimidinamine preferentially inhibited 
PKC-u (IC50 =0.79 mM) and not the other subtypes tested. The 
inhibition consts. of PKC-a and the antiproliferative effect on T24 
human bladder carcinoma cells showed a qual . correlation, althouqh with 
some exceptions. 

152459-76-2P 152459-86-4P 152459-88-6P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); PRP (Properties); SPN (Synthetic preparation); THU 
Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of phenylamino-pyrimidine derivs . as a new class of potent and 
selective inhibitors of protein kinase C) 
152459-76-2 HCAPLUS 

TcT'Tck ^DEX^E)- P " [ [ " (3 " Pyridinyl) -2-Pyri.idinyl] a.ino] phenyl] - 




RN 152459-86-4 HCAPLUS 

CN (9?i) m 1cA InSex^E)" [ U " (3 " Pyridinyl) ^-Pyrimidinyl] amino] phenyl] 
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RN 152459-88-6 HCAPLUS 

CN Benzamide, 4-cyano-N- [3- [ [4- (3 -pyridinyl) -2 -pyrimidmyl] ammo] phenyl] - 
(9CI) (CA INDEX NAME) 
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HCAPLUS COPYRIGHT 2 0 04 ACS on STN 
1996:380210 HCAPLUS 
125 : 114681 

Pyrimidine derivatives and processes for the 
preparation thereof 
Zimmermann, Juerg 
Ciba-Geigy Corporation, USA 

U.S., 18 pp., Cont . -in-part of U.S. Ser. No. 42,322, 
abandoned . 



DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 

PATENT NO. 



CODEN: USXXAM 

Patent 

English 

3 



US 5521184 
CA 2148477 
PRIORITY APPLN. INFO. 



KIND 
A 

AA 



DATE 



19960528 
19950413 



APPLICATION NO. 

US 1994-234889 

CA 1994-2148477 

CH 1992-1083 

US 1993-42322 

CH 1993-2966 



DATE 



A 

B2 

A 



19940428 
19940921 
19920403 
19930402 
199310Q1 



OTHER SOURCE (S 
AB 



IT 



RN 
CN 



r MARPAT 125:114681 

There are described N-phenyl -2 -pyrimidine -amine derivs . (I) wherein Rl is 
4-pyrazinyl, 1 -methyl - IH-pyrrolyl , amino- or amino-lower alkyl -substituted 
Ph wherein the amino group in each case is free, alkylated or acylated, 
lH-indolyl or lH-imidazolyl bonded at a f ive-membered ring carbon atom, or 
unsubstituted or lower alkyl-substituted pyridyl bonded at a ring carbon 
atom and unsubstituted or substituted at the nitrogen atom by oxygen; R2 
and R3 are hydrogen or lower alkyl; one or two of R4 , R5 , R6 , R7 are each 
nitro fluoro-substituted lower alkoxy or -N(R9)C(:X) (Y)nR10. These 
compds. can be used, for example, in the therapy of tumoral diseases. 
Three example formulations are given. 
152459-76-2P 152459-77-3P 152459-78-4P 

152459-81-9P 
152459-87-5P 
152459-90-0P 

! ^ * ^ h ) ^ " ^ j = i ^ 1 •i's .' ^ 152459"93~3P ( 

RL- BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified) ; SPN (Synthetic preparation) ; THU (Therapeutic use) ; 
BIOL (Biological study) ; PREP (Preparation) ; USES (Uses) 

(preparation of phenylaminopyrimidine derivs. as antitumor agents) 
152459-76-2 HCAPLUS ( , 

Benzamide, 4-chloro-N- [3- [ [4- (3 -pyridinyl) -2 -pyrimidinyl] amino] phenyl] - 



152459-79-5P 
152459-82-0P 
152459-88-6P 
152459-91-1P 



152459-80-8P 
152459-86-4P 
152459-89-7P 
152459-92-2P 
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RN 152459-77-3 HCAPLUS 

CN Benzamide, N- [3 - [ [4 - (3 -pyridinyl) -2 -pyrimidinyl ] amino] phenyl] - (9CI) (CA 
INDEX NAME) F Y K * K 




RN 152459-78-4 HCAPLUS 

CN 2^Pyridinecarboxamide, N- [3- [ [4 - (3 -pyridinyl) -2 -pyrimidinyl] amino] phenyl] 
(9CI) (CA INDEX NAME) 1 




RN 152459-79-5 HCAPLUS 

CN 3-Pyridinecarboxamide, N- [3- [ [4- (3 -pyridinyl) -2 -pyrimidinyl] amino] phenyl] 
(9CI) (CA INDEX NAME) * 1 




NH~ C- 




RN 152459-80-8 HCAPLUS 

CN 4-Pyridinecarboxamide, N- [3- [ [4- (3 -pyridinyl) -2 -pyrimidinyl] amino] phenyl] 
(9CI) (CA INDEX NAME) ¥ ■* 



N 




NH- 
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RN 
CN 



1524 59-81-9 HCAPLUS 

Benzamide, 2 , 3 , 4 , 5 , 6 -pentaf luoro-N- [3- 
pyrimidinyl] amino] phenyl] - (9CI) (CA 



[ [4- (3-pyridinyl) 
INDEX NAME) 




-NH- 




RN 152459-82-0 HCAPLUS 

CN Benzoic acid, 2- [[ [3- [ [4- (3-pyridinyl) 
rbonyl] - (9CI) (CA INDEX NAME) 



2-pyrimidinyl] amino] phenyl] amino] ca 




H0 2 C 



RN 
CN 



152459-86-4 HCAPLUS 
Benzamide, 2-methoxy-N- [3- 
(9CI) (CA INDEX NAME) 



[ [4- (3-pyridinyl) -2-pyrimidinyl] amino] phenyl] 




NH" 




MeO 



RN 152459-87-5 HCAPLUS ( 

Benzamide, 4-fluoro-N- [3- [ [4- (3-pyridinyl) -2 -pyrimidmyl] ammo] phenyl] 

(9CI) (CA INDEX NAME) 



CN 





RN 152459-88-6 HCAPLUS _ 

CN Benzamide, 4-cyano-N- [3- [ [4- (3-pyridinyl) -2 -pyrimidmyl] ammo] phenyl] 
(9CI) (CA INDEX NAME) 
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RN 152459-89-7 HCAPLUS 

CN 2-Thiophenecarboxamide, N- [3- [ [4 - (3 -pyridinyl ) -2 -pyrimidinyl j amino] phenyl] - 
(9CI) (CA INDEX NAME) F 1 




NH 




0 

- NH- C" 



RN 152459-90-0 HCAPLUS 

CN Cyclohexanecarboxamide, N- [3- [ [4- (3 -pyridinyl ) -2 -pyrimidinyl ] amino] phenyl] 
(9CI) (CA INDEX NAME) 




RN 152459-91-1 HCAPLUS 

CN Benzamide, 4 -methyl -N- [3- [ [4- (3 -pyridinyl ) -2 -pyrimidinyl ] amino] phenyl] 
(9CI) (CA INDEX NAME) 



N^ 




RN 152459-92-2 HCAPLUS 
CN Benzamide, 4 -chloro-N- [3 - 
(9CI) (CA INDEX NAME) 



[ [4- (4-pyridinyl) -2 -pyrimidinyl ] amino] phenyl] - 




RN 152459-93-3 HCAPLUS 
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CN Benzamide, 4- [ (4 -methyl -1-piperazinyl) methyl] -N- [3- [ [4- (3 -pyridinyl) -2- 
pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 
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67 HCAPLUS COPYRIGHT 2 0 04 ACS on STN 
1996 : 368753 HCAPLUS 
125 : 167896 

(Phenylamino)pyrimidine (PAP) derivatives: a new class 
of potent and highly selective PDGF-receptor 
autophosphorylation inhibitors 

Zimmermann, Juerg; Buchdunger, Elisabeth; Mett, 
Helmut; Meyer, Thomas; Lydon, Nicholas B.; Traxler , 
Peter 

Oncol. Res. Dep., Ciba Pharm. Div., Basel, CH-4002, 
Switz . 

Bioorganic & Medicinal Chemistry Letters (1996) , 
6(11), 1221-1226 

CODEN: BMCLE8; ISSN: 0960-894X 
Elsevier 
Journal 
English 

(Phenylamino)pyrimidines represent a novel class of inhibitors of the 
PDGF-receptor autophosphorylation with a high degree of selectivity vs. 
other tyrosine and serine/threonine kinases. Optimum activity of ca 10 
(IC50) was observed when the phenylamino-group which is attached to the 
pyrimidine carries a benzamide -moiety with a lipophilic substituent m 
4 -position. The target compds . were derivs . of 4 -methyl -N3 - [4 - ( 3 - 
pyridinyl) -2 -pyrimidinyl] - 1 , 3 -benzenediamine I (R2 = H, Me; R3 = H, 
benzoyl, Me, etc.; R4 = H, benzoyl, etc.). A 2-thienyl analog of I was 
also prepared and tested. 

152459-77-3P 180258-58-6P 180258-59-7P , 

RL- BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified) ; SPN (Synthetic preparation) ; BIOL (Biological 
study) ; PREP (Preparation) _ ■ , . 

(preparation of [ (pyridinyl) pyrimidinyl] benzenediammes as tyrosine kinase 

or serine/threonine kinase inhibitors) 
152459-77-3 HCAPLUS 

Benzamide, N- [3 -[ [4 - (3 -pyridinyl ) -2 -pyrimidinyl] ammo] phenyl] - (9CI) (CA 
INDEX NAME) 



SOURCE 



PUBLISHER: 
DOCUMENT TYPE: 
LANGUAGE 
AB 



nM 




RN 180258-58-6 HCAPLUS _ , 

CN Benzamide, N- [4 -chloro-3 - [ [4- ( 3 -pyridinyl ) -2 -pyrimidinyl] ammo] phenyl] - 
(9CI) (CA INDEX NAME) 
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0 

II 



Ph - C- NH 




CI 



RN 180258-59-7 HCAPLUS 

CN Benzamide, N- [4 -methoxy- 3 - [ [4- (3 -pyridinyl ) -2 -pyrimidinyl] amino] phenyl ] - 
(9CI) (CA INDEX NAME) 



II 



Ph- C NH 




OMe 
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1995 : 990661 HCAPLUS 
124 :29782 

Preparation of pyrimidinyloxyphenyl ketones as 
herbicides 

Yasuhara, Satoshi; Niitsuma, Shiro; Nakamura, Toshiki; 

Kusunoki, Masayuki; Ishikawa, Hiromichi; Yoshizawa, 

Hirokazu; Yamamura, Hiroshi 

Hokko Chem Ind Co, Japan 

Jpn. Kokai Tokkyo Koho, 15 pp. 

CODEN: JKXXAF 

Patent 

Japanese 

1 



PATENT NO. 



JP 07215948 
PRIORITY APPLN. INFO.: 
OTHER SOURCE (S) : 
AB The title compds . 



KIND 



A2 



DATE 



19950815 



APPLICATION NO. 



DATE 



I [I 



IT 



JP 1994-25889 
JP 1994-25889 

MARPAT 124:29782 
Rl = R3CO, etc.; R3 = alkyl; R2 = alkyl, 
Ql; R2 = tert-butyl] (preparation given, 
gave complete control of Echinochloa oryzicola and did not cause damage to 
paddy rice. 

171609-20-4P 171609-21-5P 

RL: AGR (Agricultural use); BAC (Biological activity or effector, except 



are prepared I [Rl 



19940131 
19940131 

cycloalkyl] 
(at 0.32 g/are) 
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preparation); BIOL (Biological study); PREP (Preparation); USES (Uses) 
(preparation of pyrimidinyloxyphenyl ketones as herbicides) 
RN 1716 09-2 0-4 HCAPLUS 

CN l-Propanone, 1- [2 - [ (4 , 6 -dimethoxy-2 -pyrimidinyl ) oxy] -6- [1- 

[(phenylniethoxy)imino] ethyl] phenyl] -2, 2 -dimethyl- (9CI) (CA INDEX NAME) 




OMe 



RN 1716 0 9-21-5 HCAPLUS 

CN 1-Heptanone, 1- [2- [ (4 , 6 -dimethoxy-2 -pyrimidinyl) oxy] -6- [1- 
[ (phenylmethoxy) imino] ethyl] phenyl] - (9CI) (CA INDEX NAME) 
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Preparation of pyrimidine derivatives as herbicides 
composition 

Sato, Masahiro; Kaku, Koichiro; Tachikawa, Shigehiko 
Kumiai Chemical Industry Co., Ltd.., Japan; Ihara 
Chemical Industry Co., Ltd. 
.S., 18 pp. Cont . -in-part of U.S. Ser. No. 



DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 

PATENT NO. 



US 5401711 
JP 05032638 
PRIORITY APPLN. INFO. 



U. 

949 , 890 , abandoned . 
CODEN: USXXAM 
Patent 
English 



KIND 

A 

A2 



DATE 



APPLICATION NO. DATE 



19950328 
19930209 



US 1993-11908 19930201 

JP 1991-213085 19910731 

JP 1991-213085 19910731 

US 1992-949890 19921125 
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AB The pyrimidine derive . I [Rl=trif luoromethanesulf onyloxy , (un) substituted 
ethenyl; R2=H, alky, 2 -trimethylsilylethyl ; R3,R4 =methoxy, halo; X = 0,S; 
Z= methinej or I salts, are prepared as herbicides 2-[(4 6- 
Dimethoxypyrimidin-2-yl)oxy]-6-(l-propenyl)benzoic acid (preparation given) 
totally controlled, at 100 g/io are, barnyard grass, Monochoria and 
bulrush, in paddy soil, in a pot experiment 

IT 150399-50-1P 150629-73-5P 150629-75-7P 
150629-79-1P 163804-94-2P 

RL: AGR (Agricultural use); SPN (Synthetic preparation); BIOL (Biological 
study) ; PREP (Preparation) ; USES (Uses) 
(preparation as herbicide) 
RN 150399-50-1 HCAPLUS 

CN . w'^Z^ 1 ^"™^- 2 ™^*^ 1 ^ " 6 - ^-Phenylethenyl, - 




CH— - CH- Ph OMe 



RN 15 0 629-73-5 HCAPLUS 

CN Benzoic acid, 2 - [ (4 , 6-dimethoxy-2 -pyrimidinyl ) oxy] -6- (phenylethynyl) - 
compd. with N-ethylethanamine (1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 150629-72-4 
CMF C21 H16 N2 05 




OMe 



C0 2 H 

C^ C- Ph OMe 



CM 2 



CRN 109-89-7 
CMF C4 Hll N 



H 3 C - CH 2 - NH- CH 2 - CH 3 



RN 150629-75-7 HCAPLUS 

CN Benzoic acid, 2- (cyclohexylethynyl) -6- [ (4 , 6 -dimethoxy-2 -pyrimidinyl) oxy] 
compd. with N- (1-methylethyl) -2 -propanamine (1:1) (9CI) (CA INDEX NAME) 



CM 
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CRN 150629-74-6 
CMF C21 H2 2 N2 05 



MeCk , Ns 




OMe 



CM 2 

CRN 108-18-9 
CMF C6 H15 N 



i-Pr— NH— Pr-i 

RN 150629-79-1 HCAPLUS , 
CN Benzoic acid, 2- (cyclopentylethynyl) -6 - [ (4 , 6 -dimethoxy-2 -pynmidmyl ) oxy] - 
co^. ^th (iet'hyleJhyl) 2-propanamine (1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 150629-78-0 
CMF C2 0 H2 0 N2 05 




OMe 



CM 2 

CRN 10 8-18-9 
CMF C6 H15 N 



i-Pr— NH— Pr-i 



RN 163804-94-2 HCAPLUS . ^ fo 

Benzoic acid, 2- [ (4 , 6 -dimethoxy-2 -pynmidmyl) oxy] -6- L2 - 
thienyDethenyl]- (9CI) (CA INDEX NAME) 



CN 



(2- 
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HCAPLUS COPYRIGHT 2 004 ACS on STN 
1994 : 134516 HCAPLUS 
120 : 134516 

Preparation of phenoxyazines as herbicides 

Andree, Roland; Drewes, Mark Wilhelm; Santel, Hans 

Joachim; Luerssen, Klaus; Schmidt, Robert R. 

Bayer A.-G., Germany 

Eur. Pat. Appl., 23 pp. 

CODEN: EPXXDW 

Patent 

German 

: 1 



PATENT NO. 



KIND 



DATE 



EP 564920 

R: BE, 
DE 4211610 
US 5371062 
CA 2093291 
JP 06049040 
BR 9301464 
PRIORITY APPLN. 
OTHER SOURCE (S) : 
AB Title compds. 



INFO. 



Al 

CH, DE, DK, 
Al 
A 
AA 
A2 
A 



19931013 
FR, GB, IT, 
19931014 
19941206 
19931008 
19940222 
19931013 



IT 



MARPAT 12 0:134516 
[I; n = 0,1; Ql, Q3 = O, 



APPLICATION NO. 

EP 1993-104985 
LI, NL 

DE 1992-4211610 
US 1993-41650 
CA 1993-2093291 
JP 1993-101915 
BR 1993-1464 
DE 1992-4211610 



DATE 



19930325 

19920407 
19930401 
19930402 
19930405 
19930406 
19920407 



S, NH, alkylimino; Q2 = O, S, NR4 , 
CR5R6; Rl = H, amino, OH, cyano, N02 , halo, (halo)alkyl, (halo) alkoxy 
(halo)alkylthio, Ph, etc; R2 = H, OH, alkyl, (substituted) alkoxy, 
alkylthio, alkylamino, aralkoxy, aralkylthio, aryloxy, arylthio, 
arylamino, etc; R3 = substituted alkyl, (substituted) alkenyl; R4 = H, 
amino, (substituted) alkyl, alkenyl, alkynyl, aralkyl , aryl, 
alkoxycarbonyloxy, arylaminocarbonyloxy , carboxyalkoxy, 
alkoxycarbonylalkoxy, alkylamino, arylamino, alkylcarbonyl amino 
alkylsulfonylamino, arylsulf onylamino , etc; R5 = H, halo, cyano,' carboxy, 
alkoxycarbonyl, alkylcarbonylamino, dialkoxyphosphoryl ; R6 = formyl, 
cyano, carboxy, hydroxymethyl , carbamoyl, (substituted) alkoxycarbonyl , 
cycloalkoxycarbonyl, aralkoxycarbonyl , arylaminocarbonyl 

piperazinocarbonyl, etc; X, Y = H, halo, (halo) alkyl, alkoxy, alkylthio, 
alkylamino, etc; Z = N, CH, C-halo] , were prepared as herbicides (no data) 
Thus, Me 2-hydroxy-6-styrylbenzoate and 4 , 6 -dimethoxy-2 - 
methylsulfonylpyrimidine were refluxed with K2C03 in MeCN to give 54% 
title compound II. II was said to show strong pre- and postemergent 
activity against weeds. 
152383-63-6P 

RL: AGR (Agricultural use); BAC (Biological activity or effector, except 
adverse) ; BSU (Biological study, unclassified) ; SPN (Synthetic 
preparation) ; BIOL (Biological study) ; PREP (Preparation) ; USES (Uses) 
(preparation of, as herbicide) 
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RN 152383-63-6 HCAPLUS 

CN Benzoic acid, 2- [2- (4 -chlorophenyl) ethenyl] -6- [ (4, 6-dimethoxy-2 - 
pyrimidinyDoxy]- (9CI) (CA INDEX NAME) 




OMe 



L18 ANSWER 48 OF 67 
ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 

INVENTOR (S) : 
PATENT ASSIGNEE (S) : 
SOURCE : 



DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT 
PATENT INFORMATION: 



HCAPLUS COPYRIGHT 2 0 04 ACS on STN 
1994 : 107056 HCAPLUS 
120 :107056 

Preparation of 2 -anilinopyrimidines as 
antiatherosclerotics and neoplasm inhibitors 
Zimmermann, Juerg 
Ciba-Geigy A.-G-, Switz . 
Eur. Pat. Appl. , 23 pp. 
CODEN: EPXXDW 
Patent 
German 
3 



PATENT NO. 


KIND 


EP 564409 


Al 


EP 564409 


Bl 


R: AT, BE, 


CH, DE, DK, 


AT 188964 


E 


ES 2142857 


T3 


PT 564409 


T 


CA 2093203 


AA 


CA 2093203 


C 


CZ 283944 


B6 


RU 2125992 


CI 


IL 105264 


Al 


SK 280620 


B6 


NO 9301283 


A 


ZA 9302397 


A 


AU 9335694 


Al 


AU 666709 


B2 


CN 1077713 


A 


CN 1043531 


B 


HU 64050 


A2 


JP 06087834 


A2 


JP 2706682 


B2 


GR 3032927 


T3 



DATE 



APPLICATION NO. 



DATE 



PRIORITY APPLN. INFO.: 
OTHER SOURCE ( S ) : MARPAT 
AB Title compds . [I; Rl = pyri 
R3 = H, alkyl; 1 or 2 of R4 
others = H, alkyl, alkanoyl 



19931006 


EP 


1993- 


810219 


19930325 


20000119 










ES, FR, 


GB, GR, IE, 


IT, LI, LU, 


NL, PT, SE 


20000215 


AT 


1993- 


810219 


19930325 


20000501 


ES 


1993- 


810219 


19930325 


20000630 


PT 


1993- 


810219 


19930325 


19931004 


CA 


1993- 


2093203 


19930401 


20021126 










19980715 


CZ 


1993- 


560 


19930401 


19990210 


RU 


1993- 


•5357 


19930401 


19990411 


IL 


1993- 


•105264 


19930401 


20000516 


SK 


1993- 


280 


19930401 


19931004 


NO 


1993- 


-1283 


19930402 


19931004 


ZA 


1993- 


-2397 


19930402 


19931007 


AU 


1993- 


-35694 


19930402 


19960222 










19931027 


CN 


1993- 


^103566 


19930402 


19990602 










19931129 


HU 


1993- 


-982 


19930402 


19940329 


JP 


1993 


-78096 


19930405 


19980128 










20000731 


GR 


2000 


-400623 


20000310 




CH 


1992 


-1083 


A 19920403 



120:107056 

dyl, 4-pyrazinyl, (acyl ) aminophenyl , etc.; R2 , 
R8 = N02, f luoroalkoxy, NR9C ( : X) YnRlO and the 
CF3 etc.; R9 = H, alkyl; R10 - (cyclo) aliphatic 
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group, heterocyclyl, aryl , etc.; X = 0, S, NH, etc.; Y = 0 or NH; n = 0 or 
1] were prepared Thus, 3 - (02N) C6H4NHC ( : NH) NH2 [preparation from 3 - (02N) C6H4NH2 
given] was cyclocondensed with R1C0CH : CHNMe2 (Rl = 3-pyridyl) (preparation from 



(Rl 
to 5 



3-pyridyl, R2 = R3 = R5-R8 
uM against protein kinase C 



= H, 
in 



3-acetylpyridine given) to give I 
= N02) . I had IC50 of . apprx . 0 . 5 
vitro . 

152459-76-2P 152459-77-3P 152459-78-4P 
152459-79-5P 15245 9 - 80 - 8P 152459-81-9P 
152459-82-OP 152459-86 -4P 152459-87-5P 
152459-88-6P 152459-89-7P 152459-90-0P 
152459-91-1P 152459-92-2P 152459-93-3P 
RL: SPN (Synthetic preparation) ; PREP (Preparation) 

(preparation of, as ant iatherosclerotic and neoplasm inhibitor) 
152459-76-2 HCAPLUS 

TcT'Tck 4 INDEX°nJmk) [ (3 -^ ldi ^) " 2 -PyrimidinylWno] phenyl] 



R4 




NH- 




RN 152459-77-3 HCAPLUS 

CN Benzamide, N- [3 - [ [4 - (3 -pyridinyl ) -2 -pyrimidinyl] amino] phenyl] - (9CI) 
INDEX NAME) 



(CA 




NH - C~ Ph 



RN 152459-78-4 HCAPLUS 




NH- C 




RN 152459-79-5 HCAPLUS 
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NH- 



N 




0 

-NH-C- 




RN 152459-80-8 HCAPLUS , 

CN 4-Pyridinecarboxamide, N- [3- [ [4- (3 -pyridinyl) -2 -pyrimidinyl] ammo] phenyl] 
(9CI) (CA INDEX NAME) 




N. 




■ NET 




RN 152459-81-9 HCAPLUS 

CN Benzamide f 2,3,4,5,6 -pentaf luoro-N- [ 3 - [ [4 - ( 3 -pyridinyl ) -2 ■ 
pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 





■-NH- 



N 




RN 152459-82-0 HCAPLUS 

CN Benzoic acid, 2 - [ [ [3- [ [4 - (3 -pyridinyl) -2 -pyrimidinyl] ammo] phenyl] ammo] ca 
rbonyl] - (9CI) (CA INDEX NAME) 




H0 2 C 



RN 152459-86-4 HCAPLUS t , 

CN Benzamide, 2-methoxy-N- [3- [ [4- ( 3 -pyridinyl) -2 -pyrimidinyl] ammo] phenyl] 
(9CI) (CA INDEX NAME) 




NH— ^^rr— NH 



MeO 
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RN 152459-87-5 HCAPLUS 



CN Benzamide, 4-fluoro-N- [3- [ [4- (3 -pyridinyl ) -2 -pyrimidinyl] amino] phenyl] - 
(9CI) (CA INDEX NAME) ■* ^ 




RN 152459-88-6 HCAPLUS 

CN Benzamide, 4-cyano-N- [3- [ [4 - ( 3 -pyridinyl ) -2 -pyrimidinyl] amino] phenyl ] 
(9CI) (CA INDEX NAME) 1 




RN 152459-89-7 HCAPLUS 

CN 2-Thiophenecarboxamide, N- [3- [ [4- (3 -pyridinyl) -2 -pyrimidinyl] amino] phenyl] 
(9CI) (CA INDEX NAME) F Y 




NH^ 



N 




RN 152459-90-0 HCAPLUS 
CN Cyclohexanecarboxamide, N- 
(9CI) (CA INDEX NAME) 



[3- [ [4- (3-pyridinyl) -2 -pyrimidinyl] amino] phenyl] - 



^N, 




RN 152459-91-1 HCAPLUS 
CN Benzamide, 4 -methyl -N- [3 - 
(9CI) (CA INDEX NAME) 



[ [4- (3-pyridinyl) -2 -pyrimidinyl] amino] phenyl] - 
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-NH- 




RN 
CN 



152459-92-2 HCAPLUS _ , , 

Benzamide, 4-chloro-N- [3- [ [4- (4 -pyridinyl) -2-pynraidinyl] ammo] phenyl] 
(9CI) (CA INDEX NAME) 




RN 152459-93-3 HCAPLUS 

CN Benzamide, 4- [ (4 -methyl-l-piperazinyl) methyl] -N- [3- [ [4 - (3 -pyridinyl) -2- 
pyrimidinyl] amino] phenyl] - (9CI) (CA INDEX NAME) 
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HCAPLUS COPYRIGHT 2 0 04 ACS on STN 
1994 : 99436 HCAPLUS 

120:99436 , , 

Preparation of pyrimidines and herbicides containing 

them 

Takematsu, Tetsuo; Komata, Takeo; Kume, Koji; Suzuki, 
Kyoshi; Kawamura, Mat sue; Shirakawa, Yumiko; Mori, 
Kaoru 

Central Glass Co Ltd, Japan 
jpn. Kokai Tokkyo Koho, 11 pp. 
COD EN: JKXXAF 
Patent 
Japanese 



KIND DATE 



APPLICATION NO. 



DATE 



JP 05230034 
PRIORITY APPLN. INFO. 
OTHER SOURCE (S) 



A2 



19930907 



JP 1992-39810 19920226 
jp 1992-39810 19920226 

MARPAT 120:99436 

AB Herbicides contain pyrimidines I [Rl, R2 = H, halo, lower alkyl lower 
^ alkoxy; R3 = lower (halo) alkyl ; R4 = lower alkoxy, lower alkenyloxy, lower 
alkynyloxy, lower alkoxy alkoxy, (un) substituted benzyloxy, lower 
haloalkyloxy, lower alkoxycarbonyl alkoxy ; X, Y = H, halo] prepared by 
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dehydration and chlorination of anilides II (R1-R3, X , Y = same as above; 
R5 = NHC0R3 ) , followed by treatment of the resulting imidochlorides II 
(R1-R3, X, Y - same as above/ R5 = N:CR3C1) with cyclohexenecarboxylic 
acids III (R 4 = same as above) in the presence of bases. Refluxing n (Rl 
= R2 = H/ R5 = NHC0CH2C1, X = F, Y = Cl) with polymer-bound Ph3P in 
CCl4-l,2-dichloroethane mixture for 2 h gave quant. II (Rl = R2 = H, R5 = 
N:CC1CH2C1, X = F, Y = Cl) , which (1.05 g) was treated with 0.58 q III (R4 
= OMe) and Et3N in C6H6 at 60° f or 1 . 5 h to afford 1.1 g I (Rl = R2 
= H, R3 = CH2C1 , R4 = OMe, X = F , Y = Cl). The product at 6.25 g/ (10 are) 
showed 100% inhibition against Panicum crus-galli and broad-leaf weeds 
with minor damage to rice. 

IT 152306-32-6P 152306-34-8P 152306-35-9P 

RL: AGR (Agricultural use); BAC (Biological activity or effector, except 
adverse) ; BSU (Biological study, unclassified) ; SPN (Synthetic 
preparation); BIOL (Biological study); PREP (Preparation); USES (Uses) 
(preparation of, as herbicide) 

RN 152306-32-6 HCAPLUS 

CN 1-Cyclohexene-l-carboxylic acid, 2 - [ [ (chloroacetyl ) [4-chloro-2 -f luoro-5 - (2 - 
pyrimidmyloxy) phenyl] amino] carbonyl] -, methyl ester (9CI) (CA INDEX 
NAME) 




CH 2 C1 



RN 152306-34-8 HCAPLUS 

CN 1-Cyclohexene-l-carboxylic acid, 2 -[[ (chloroacetyl) [4 -chloro-5- [ (4 6- 
dimethoxy- 2 -pyrimidinyl ) oxy] - 2 - f luorophenyl ] amino] carbonyl ] 



(9CI) (CA INDEX NAME) 



methyl ester 




RN 152306-35-9 HCAPLUS 

CN 1-Cyclohexene-l-carboxylic acid, 2 - [ [acetyl [4 -chloro-2 -f luoro- 5 - (2 - 

pyrimidinyloxy) phenyl] amino] carbonyl] - , methyl ester (9CI) (CA INDEX 
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NAME) 



AC O 
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HCAPLUS COPYRIGHT 2 0 04 ACS on STN 
1993 : 625965 HCAPLUS 

119:225965 , , 

Preparation of pyrimidines or triazines as herbicides. 
Sato, Masahiro; Kaku, Koichiro; Tachikawa, Shigehiko 
Kumiai Chemical Industry Co., Ltd., Japan; Ihara 
Chemical Industry Co., Ltd. 
PCT Int. Appl., 40 pp. 
CODEN: PIXXD2 
Patent 
Japanese 
2 



KIND DATE 



APPLICATION NO. DATE 



Al 



WO 9303017 
W: US 

RW: AT, BE, CH, DE , 



19930218 



WO 1992-JP965 19920730 



JP 05032638 
EP 555488 

R: AT, 
PRIORITY APPLN. 



A2 
Al 



DK, ES, FR, 
19930209 
19930818 
FR, 



BE, CH, DE, DK, ES , 
INFO . : 



MC, 



SE 

19910731 
19920730 
NL, SE 

19910731 
19920730 



GB, GR, IT, LU, MC, NL , 
JP 1991-213085 
EP 1992-916529 
GB, GR, IT, LI, LU, 
JP 1991-213085 
WO 1992-JP965 
OTHER SOURCE(S): MARPAT 119:225965 

AB The title compds . [I; Rl = CF3S03, (un) substituted vinyl , (un) substituted 
ethynyl, (un) substituted aminoalkyl; R2 = H, alkyl , alkenyl, alkynyl , 
benzyl, etc.; R3 , R4 = halo, alkyl, alkoxy, CHF2 , CM, etc.; X = 0, S; Z = 
N CH] are prepared e.g. by reacting the benzoic acid denvs . (II) with the 
appropriate pyrimidine or triazine derivs. Ill [L = leaving group]. Only 
general procedures for synthesizing I are presented. About 56 I were 
prepared with data. I [Rl = CH:CH-Me, R2 = H, R3 = R4 = MeO, X = O, Z = CH] 
at 100 g/10 are had >90% kill of barnyard grass. 
150399-50-1P 150629-73-5P 150629-75-7P 

150629-79-1P eje . 

RL- AGR (Agricultural use); BAC (Biological activity or effector, except 
adverse) ; BSU (Biological study, unclassified) ; SPN (Synthetic 
preparation) ; BIOL (Biological study) ; PREP (Preparation) ; USES (Uses) 

(preparation of, as herbicide) 
150399-50-1 HCAPLUS ^ 
Benzoic acid, 2- [ (4 , 6 -dimethoxy-2 -pyrimidinyl) oxy] -6- (2 -phenylethenyl ) - 

(9CI) (CA INDEX NAME) 



IT 



RN 
CN 
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CIF-- CH- Ph OMe 



RN 150629-73-5 HCAPLUS 

CN Benzoic acid, 2 - [ (4 , 6-dimethoxy-2 -pyrimidinyl ) oxy] - 6- (phenylethynyl ) - 
compd. with N-ethylethanamine (1:1) (9CI) (CA INDEX NAME) ' 

CM 1 

CRN 150629-72-4 
CMF C21 H16 N2 05 




OMe 



C= C— Ph OMe 



CM 2 

CRN 109-89-7 
CMF C4 Hll N 

H 3 C- CH 2 - NH- CH 2 - CH 3 

RN 15 0 629-75-7 HCAPLUS 

CN Benzoic acid, 2- (cyclohexylethynyl) -6- [ (4 , 6 -dimethoxy- 2 -pyrimidinyl ) oxy] - , 
compd. with N- (1-methylethyl) -2 -propanamine (1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 150629-74-6 
CMF C21 H2 2 N2 05 




OMe 



CM 2 

CRN 108-18-9 
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CMF C6 H15 N 



-Pr— NH— Pr-i 



RN 
CN 



150629-79-1 HCAPLUS . 
Benzoic acid, 2 - (cyclopentylethynyl) -6- [ (4 , 6-dimethoxy-2 -pynmidmyl) oxy] 
compd. with N- (1-methylethyl) -2-propanamine (1:1) 



(9CI) (CA INDEX NAME) 



CM 1 

CRN 150629-78-0 
CMF C2 0 H2 0 N2 05 



C0 2 H 




C=: 




OMe 



CM 2 

CRN 108-18-9 
CMF C6 H15 N 



i-Pr— NH— Pr-i 



OMe 



67 HCAPLUS COPYRIGHT 2 0 04 ACS on STN 
1993 : 625910 HCAPLUS 
119 :225910 

Preparation of substituted N-phenyl -4 -aryl-2 - 
pyrimidinamines as mediator release inhibitors 
Paul, Rolf; Hallett, William A. ; Hanifin, John W.; 
Reich, Marvin F.; Johnson, Bernard D . ; Lenhard, Robert 
H.; Dusza, John P.; Kerwar, Suresh S.; 
et al. 

Med. Res. Div. , American Cyanamid Co., 
NY, 10965, USA 

Journal of Medicinal Chemistry (1993) , 
CODEN: JMCMAR; ISSN: 0022-2623 
Journal 
English 

A series of 4 -aryl-2 - (phenylamino) pyrimidines I (R = Ph, substituted Ph, 
Rl = 2-, 3-, 4-pyridyl, 2-, 3-thienyl, 2-, 3-furyl) were prepared as 
mediator release inhibitors, useful in treatment of asthma and other 
allergic disorders, and screened using human basophil. I were prepared by 
condensing heterocycles with RICOMe DMF di-Me acetal to form enaminones 
which were then cyclized with aryl guanidines RNHC (NH2 ) :NH. After examining 
a large number of analogs, [ (imidazolyl) phenylamino] (pyrimidmyl ) pynmidme 
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II was chosen for toxicol . evaluation. 
112696-99-8P 145963-51-5P 150784-70-6P 
150784-86-4P 150785-00-5P 

RL: SPN (Synthetic preparation) ; PREP (Preparation) 

(preparation of, as agent for asthma treatment) 
112696-99-8 HCAPLUS 




0-CH 2 - CH 2 N X N 



RN 145963-51-5 HCAPLUS 



CN 2-Pyrimidinamine, N- [3- [2- (lH-imidazol-l-yl) ethoxy] phenyl] -4 - (2 - thienyl ) 
(9CI) (CA INDEX NAME) y ' 




0~CH 2 -CH 2 - -N ^ N 



RN 150784-70-6 HCAPLUS 




0-CH 2 -CH 2 - -N N 

v=-y 



RN 150784-86-4 HCAPLUS 

CN '(^tS'SSi NA.Se) ^-^^-l-VD^hoxylphenyl] -4- (4-pyridinyl) 




O- CH 2 CH 2 N 



N 



RN 
CN 



150785-00-5 HCAPLUS 



^onTf im ^^ namine ' 4 " < 2 - fur *nyl) -N- [3- [2- (IH-imidazol-l-yl) ethoxy] phenyl ; 
(9CI) (CA INDEX NAME) 7 
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67 HCAPLUS COPYRIGHT 2 0 04 ACS on STN 
1993 : 124558 HCAPLUS 
118:124558 

Preparation of pyrimidine and analogs containing 
2-phenyl-3-methoxypropenoates as agrochemical 
fungicides 

De Fraine, Paul John; Clough, John Martin; 
Worthington, Paul Anthony; Pilkington, Brian Leslie; 
Matthews, Ian Richard 
i : imperial Chemical Industries PLC, UK 

PCT Int. Appl., 84 pp. 
CODEN: PIXXD2 
Patent 
English 
1 



KIND 



DATE 



WO 


9218487 






Al 




19921029 




W: AU, 


BB, 


BG, 


BR, 


CA, 


CS, FI, 




NO, 


PL, 


RO, 


RU, 


SD, 


US 




RW: AT, 


BE, 


BF, 


BJ, 


CF, 


CG, CH, 




GR, 


IT, 


LU, 


MC, 


ML, 


MR, NL, 


CA 


2107084 






AA 




19921016 


AU 


9215380 






Al 




19921117 


AU 


656958 






B2 




19950223 


EP 


586393 






Al 




19940316 


EP 


586393 






Bl 




19980617 




R: AT, 


BE, 


CH, 


DE, 


DK, 


ES, FR, 


JP 


06507394 






T2 




19940825 


JP 


3112479 






B2 




20001127 


BR 


9205902 






A 




19941108 


HU 


67924 






A2 




19950323 


HU 


213320 






B 




19970528 


AT 


167476 






E 




19980715 


GB 


2270075 






Al 




19940302 


GB 


2270075 






B2 




19950104 


US 


5439910 






A 




19950808 



APPLICATION NO. 

WO 1992-GB681 
GB, HU, JP, KP, KR, 

CI, CM, DE, DK, ES, 

SE, SN, TD, TG 

CA 1992-2107084 
AU 1992-15380 

EP 1992-907662 

GB, GR, IT, LI, LU, 
JP 1992-507730 

BR 1992-5902 
HU 1993-2795 



DATE 



LK, 
FR, 



MC, 



AT 1992 
GB 1993- 



907662 
■19695 



19920414 
MG, MN, MW, 

GA, GB, GN, 

19920414 
19920414 

19920414 

NL, SE 

19920414 

19920414 
19920414 

19920414 
19930923 



PRIORITY APPLN . INFO. 



OTHER SOURCE (S) : 
AB Title compds. I 



haloalkyl, Cl-4 
MeS02, etc. 



US 1993-133047 19931012 

GB 1991-8094 A 19910415 

GB 1991-20642 A 19910927 

GB 1992-2071 A 19920131 

WO 1992-GB681 A 19920414 
CASREACT 118:124558; MARPAT 118:124558 

[A = hydrogen, halogen, hydroxy, Cl-4 alkyl, Cl-4 

alkoxy, Cl-4 haloalkoxy or cyano; one of Rl and R2 

, ...... j 4 ~U .1 ■, V> ^ -I- -1 fnhoH n^rr 



is Me, 



-4 alKOXy, ^L~<± ndlUdiJ^UAy u-l ujqiiv, — — — . ' 

and the other is substituted pyridyl, substituted pyrimidmyl 
. ■ . i i _i -> ^vonarpri Me 2 - [2 - [ ( 2 - 



or other substituted heterocycles , are prepared me z - i* - l \* ~ 
pyridylmethyl) sulfonyl] (oxyiminomethyl) phenyl] -3 -methoxypropenoate (preparation 
qiven) in CH2C12 was oxidized to give I (A = H, Rl = 2 -pyridyl, R2 = 
MeS02) . Also prepare was the title I (A = H, Rl = 2-pyridyl. R2 = Me) which 
at 100 ppm sprayed onto the foliage and applied to roots of plants m the 
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soil, shows no disease. 
IT 145945-81-9P 

RL: SPN (Synthetic preparation); prep (Preparation) 
(preparation and foliar fungicidal activity of) 
RN 145945-81-9 HCAPLUS 

CN Benzeneacetic acid, a- (methoxymethylene) -2 - [ [ [ [1- [3 - (2 - 

OKlf^ methyl eSter ' (E ' E) " 

Double bond geometry as shown. 
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HCAPLUS COPYRIGHT 2 004 ACS on STN 
1993 : 101985 HCAPLUS 
118 : 101985 

Preparation of a 2 - [ ( imidazolylethoxy) anilino] -4 - 
thienylpyrimidine as an antiallergic and antiasthmatic 
with improved bioavailability 

Paul, Rolf; Kelly, Robert G. ; Torley, Lawrence W. 
American Cyanamid Co., USA 
U.S. , 14 pp. 
CODEN: USXXAM 
Patent 
English 
1 



PATENT NO. 


KIND 


DATE 


US 


5162328 


A 


19921110 


EP 


549880 


Al 


19930707 


EP 


549880 


Bl 


19980916 




R: AT, BE, CH, 


DE, DK 


, ES, FR, 


AT 


171178 


E 


19981015 


ES 


2121809 


T3 


19981216 


NO 


9204760 


A 


19930701 


JP 


05271227 


A2 


19931019 


CA 


2086357 


AA 


19930701 


AU 


9230462 


Al 


19930708 


AU 


651539 


B2 


19940721 


ZA 


9210120 


A 


19940412 


HU 


66943 


A2 


19950130 



APPLICATION NO. 



DATE 



PRIORITY APPLN. INFO. 



US 1991- 
EP 1992- 



816335 
119890 



19911231 
19921123 



AT 1992 

ES 1992 

NO 1992 

JP 1992 

CA 1992 

AU 1992 

ZA 1992- 

HU 1992- 

US 1991- 



■ IT, LI, LU, NL, PT, SE 
-119890 19921123 



119890 
-4760 
-357370 
-2086357 
-30462 

10120 
4172 
816335 



19921123 
19921209 
19921224 
19921229 
19921230 

19921230 
19921230 
19911231 



AB [3- [2- (lH-Imidazol-l-yl)ethoxyphenyl]guanidine was cyclocondensed with 
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3-dimethylamino-l- (2-thienyl) -2 -propen- 1-one to give N- [3 - [2 - ( 1H- imidazole 

1- yl) ethoxy] phenyl] -4- (2-thienyl) -2 -pyrimidinamine which had elimination 
half life of 2.27 and 1.47 h on days 1 and 3 in dogs compared to 0.65 and 
0.96 h, resp., for 2 -methyl-N4 - [4 - (4 -pyridinyl ) -2 -pyrimidinyl] -1 , 4 - 
benzenediamine dihydrochloride . 

145963-51-5P 14596 3 - 52 - 6P 145963-53-7P 
145963-54-8P 145963-55-9P 145963-56-0P 
145963-57-1P 145963-58-2P 145963-59-3P 
145963-60-6P 145963-61-7P 145963-62-8P 

145963-63-9P 145963-64-0P 145963-65-1P t 

RL- BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified) ; SPN (Synthetic preparation) ; BIOL (Biological 
study) ; PREP (Preparation) 

(preparation of, as antiallergic and antiasthmatic agent) 
145963-51-5 HCAPLUS ^ , 

2 - Pyrimidinamine, N- [3- [2- (lH-imidazol-l-yl) ethoxy] phenyl] -4- (2-thienyl) - 

(9CI) (CA INDEX NAME) 




0- CH 2 -CH 2 



■N 



N 



145963-52-6 HCAPLUS 

2 -Pyrimidinamine, N- [3- [2 

monohydrochlor ide ( 9CI ) 



- (lH-imidazol-l-yl)ethoxy]phenyl] -4 
(CA INDEX NAME) 



(2-thienyl) -, 




• HC1 



145963-53-7 HCAPLUS , 

2 -Pyrimidinamine, N- [3- [2- (lH-imidazol-l-yl) ethoxy] phenyl] -4- (2-thienyl) 

dihydrochloride (9CI) (CA INDEX NAME) 




#2 HC1 



145963-54-8 HCAPLUS 

2 -Pyrimidinamine, N- [3- [2- (lH-imidazol-l-yl) ethoxy] phenyl] -4- (2 -thienyl) - , 
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CM 1 

CRN 145963-51-5 
CMF C19 H17 N5 0 S 



10/22/2004 



V /, 



" NH- f^"" ,V - O- CH2 - CH 2 — N ^ N 



- N 




CM 2 

CRN 7664-93-9 
CMF H2 04 S 



O 

II 

HO- S— OH 

II 

O 

RN 145963-55-9 HCAPLUS 

CN 2-Pyrimidinamine, N- [3- [2 - ( 1H- imidazol - 1 -yl ) ethoxy] phenyl] -4 - (2 - thienyl ) - 
phosphate (1:1) (9CI) (CA INDEX NAME) ' 

CM 1 

CRN 145963-51-5 
CMF C19 H17 N5 O S 



" NH" 



N 




0-CH 2 -CH 2 — N N 



CM 2 

CRN 7664-38-2 
CMF H3 04 P 



O 

II 

HO-P-OH 
OH 



RN 145963-56-0 HCAPLUS 
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CN 2-Pyrimidinamine, N- [3- [2- ( 1H- imidazole l-yl) ethoxy] phenyl] -4- (2 -thienyl) - , 
monohydrobromide (9CI) (CA INDEX NAME) 



S. 

W // 



-NH" 




O-CH2-CH2— N N 



HBr 



RN 
CN 



145963-57-1 HCAPLUS 

Sulfamic acid, compd . with N- [3 - [2 - (lH-imidazol-l-yl) ethoxy] phenyl] -4- (2 - 
thienyl) -2 -pyrimidinamine (1:1) (9CI) (CA INDEX NAME) 



CM 1 

CRN 145963-51-5 
CMF C19 H17 N5 0 S 




0— CH2~ CH2" — N ^N 



CM 2 

CRN 5329-14-6 
CMF H3 N 03 S 



HO- S- NH2 
0 



RN 
CN 



145963-58-2 HCAPLUS , 
2-Pyrimidinamine, N- [3- [2- (lH-imidazol-l-yl) ethoxy] phenyl] -4- (2 -thienyl) - , 
(2Z) -2-butenedioate (1:1) (9CI) (CA INDEX NAME) 



CM 


1 


CRN 


145963- 


CMF 


C19 H17 




N. 




^ -NH- 








- O- CH 2 - CH 2 — N ^N 



Searched by Paul Schulwitz 571-272-2527 



Page 324 



Habte 10/824,005 



10/22/2004 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 



Double bond geometry as shown. 



H0 2 C* 



C0 2 H 



RN 
CN 



145963-59-3 HCAPLUS 

Propanoic acid, 2-hydroxy-, compd. with N- [3 - [2 - (lH-imidazol-1 - 
yDethoxy] phenyl] -4- (2-thienyl) -2 -pyrimidinamine (1:1) (9CI) (CA INDEX 
NAME ) 



CM 1 

CRN 145963-51-5 
CMF C19 H17 N5 0 S 




O- CH 2 -CH 2 - 



-N 



N 



CM 2 

CRN 50-21-5 
CMF C3 H6 03 



OH 

Me CH~ C0 2 H 



RN 
CN 



145963-60-6 HCAPLUS 

Butanedioic acid, hydroxy-, compd. with N- [3- [2- (lH-imidazol-1- 

yl) ethoxy] phenyl] -4- (2-thienyl) -2 -pyrimidinamine (1:1) (9CI) (CA INDEX 

NAME) 



CM 1 

CRN 145963-51-5 
CMF C19 H17 N5 0 S 



. N 



-NH 



. N 




0- CH 2 ~CH 2 - 



N 



N 
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CM 2 

CRN 6915-15-7 
CMF C4 H6 05 



OH 

H02C-CH- CH2-CO2H 



RN 145963-61-7 HCAPLUS 

CN Butanedioic acid, compd. with N- [3 - [2 - ( 1H- imidazol - 1 -yl ) ethoxy] phenyl ] -4 - 
(2-thienyl) -2 -pyrimidinamine (1:1) (9CI) (CA INDEX NAME) 



CM 1 



CRN 145963-51-5 
CMF C19 H17 N5 0 S 




CM 2 

CRN 110-15-6 
CMF C4 H6 04 



H0 2 C- CH 2 - CH 2 - C0 2 H 



RN 145963-62-8 HCAPLUS 

CN 2 -Pyrimidinamine, N- [3- [2- ( 1H- imidazol - 1-yl) ethoxy] phenyl] -4 - ( 2 -thienyl) - , 
(2R,3R) -2,3-dihydroxybutanedioate (1:1) (9CI) (CA INDEX NAME) 



CM 1 



CRN 145963-51-5 
CMF C19 H17 N5 O S 




CM 2 

CRN 87-69-4 
CMF C4 H6 06 
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Absolute stereochemistry. 
OH 



HO2C K ^ 



OH 



RN 
CN 



14 5 963-63-9 HCAPLUS 



2-Pyrimidinamine, N- [3- [2- ( IH-imidazol - 1-yl ) ethoxy] phenyl] -4- (2-thienyl) 
monoacetate (9CI) (CA INDEX NAME) 7 j 



CM 1 

CRN 145963-51-5 
CMF C19 H17 N5 0 S 




-O-CH2-CH2— N^N 



CM 2 

CRN 64-19-7 
CMF C2 H4 02 



HO-C- CH3 

RN 145963-64-0 HCAPLUS 

CN D-Gluconic acid compd. with N- [3- [2- (IH-imidazol-l-yl) ethoxy] phenyl] -4- (2- 
thienyl) -2-pyrimidinamine (1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 145963-51-5 
CMF C19 H17 N5 O S 



Cti V™- f\-°- 



CH 2 -CH 2 N^N 



CM 2 

CRN 526-95-4 
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CMF C6 H12 07 
Absolute stereochemistry. 




C0 2 H 



RN 
CN 



145963-65-1 HCAPLUS x , , _ . A 

L-Ascorbic acid, compd. with N- [3 - [2 - ( lH-imidazol-l-yl) ethoxy] phenyl] -4 - (2 - 
thienyl)-2-pyrimidinamine (1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 145963-51-5 
CMF C19 H17 N5 0 S 




CM 2 

CRN 50-81-7 
CMF C6 H8 06 

Absolute stereochemistry. 
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Benzaldoxime ether derivatives 

Rheinheimer, Joachim; Eicken, Karl; Vogelbacher, Uwe 

Josef; Westphalen, Karl Otto; Gerber, Matthias ; 

Walter, Helmut 

BASF A.-G., Germany 

Ger. Of fen. , 14 pp.. 

CODEN: GWXXBX 

Patent 

German 
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PATENT INFORMATION: 



Habte 10/824,005 



10/22/2004 



PATENT NO. 



KIND 


DATE 


APPLICATION NO. 


DATE 


Al 


19920402 


DE 1990-4030929 


19900929 


Al 


19920408 


EP 1991-115908 


19910919 


DE, ES 


FR, GB, 


IT, LI, NL, SE 


AA 


19920330 


CA 1991-2051988 


19910920 


A2 


19920930 


JP 1991-248919 


19910927 






DE 1990-4030929 


19900929 


MARPAT 


117:7950 





DE 4030929 

EP 479055 

R: AT, BE, C 

CA 2051988 

JP 04273862 
PRIORITY APPLN. INFO . : 
OTHER SOURCE (S) : 

AB Benzaldoximes I (X = O, S; XI \ N, CH; R/ Rl = alkyl, haloalkyl, alkoxy, 
haloalkoxy, alkylammo, alkylthio; R2 = OH, esterified OH, amino- R3 = 
alkyl, alkenyl, haloalkenyl, CH2Ph, substituted CH2Ph) were prepared Thus 
2,6-AcO(BrCH2)C6H3C02Et was oxidized to 2 , 6 -AcO (HCO) C6H3C02Et which was ' 
treated with EtONH2 to give 2 , 6 -AcO (EtON : CH) C6H3C02Et (II). Hydrolysis of 
II with 50% aqueous NaOH gave 2 , 6-EtON: CH (HO) C6H3C02H which was treated with 
4,6-dimethoxy-2-methanesulfonylpyrimidine to give the oxime III in had 
very good herbicidal activity against broad-leaf weeds at 0 25 kq/ha 
post -emergence . 
141916-30-5P 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(preparation of) 
141916-30-5 HCAPLUS 

Benzoic acid, 2- [ [ [ (4 -chlorophenyl) methoxy] imino] methyl] -6- [ (4 , 6-dimethoxv- 
2-pynmidinyl)oxy] - (9CI) (CA INDEX NAME) ~ 



IT 



RN 
CN 



CI 




CH 2 -0-N— =CH 




OMe 



OMe 
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HCAPLUS COPYRIGHT 2 0 04 ACS on STN 
1991 : 449114 HCAPLUS 
115 :49114 

Preparation of N-substituted benzyloxyimine 
derivatives as agrochemical fungicides 
Tsubata, Kenji; Niino, Nobuyuki ; Endo, Katsutoshi; 
Yamamoto, Yoshinobu; Kanno, Hideo 
Nihon Nohyaku Co., Ltd., Japan 
Eur. Pat. Appl., 110 pp. 
CODEN: EPXXDW 
Patent 
English 
1 



PATENT NO. 



EP 
EP 



414153 
414153 



KIND 

Al 
Bl 



DATE 



19910227 
19940126 



CH, DE, FR, GB, IT, LI 



APPLICATION NO. 
EP 1990-115822 



DATE 
19900817 
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A 


1992 0414 


Ub 


i a q n 

i y y u 


-3D / 3 ZD 


19900815 


AA 


19910223 


CA 


19 9 0 




1 990081 7 


C 


19970211 








1 9 9 D 0 R ? 0 


Al 


19910228 


AU 


1990 


-61127 


B2 


19920917 










A 


19910306 


CN 


1990 


-107137 


19900822 


B 


19940525 








19900822 


A2 


19910723 


JP 


1990 


-220388 


A 


19940629 


CN 


1993 


-119492 


19931022 






JP 


1989 


-215684 


A 19890822 



US 5104872 

CA 2023515 

CA 2023515 

AU 9061127 

AU 628625 

CN 1049654 

CN 1024662 

JP 03169842 

CN 1088384 
PRIORITY APPLN. INFO.: 
OTHER SOURCE(S): MAR PAT 115:49114 

AB The title compels . [I; Rl, R2 = alkyl; R3 . R4 - H,cyano N02 , (^lo)alkyl, 
cycloalkyl, (halo) alkoxy , (halo) alkylthio , (substituted) Ph f etc.; R3R4 - 
alkylene, alkenylene containing optional hetero atom] are prepared _ KOH was 
added to a solution of bromide II and PhCH:NOH in Me2SO with stirring at room 
temperature to give 31% I (Rl = R2 = Me, R3 = H, R4 Ph) , which showed 95-100* 
control of powdery mildew of barley, downy mildew of cucumber, and rice 
blast at 200 ppm. Also prepared and tested were 407 addnl . I. 

IT 134726-30-0P 

RL- AGR (Agricultural use); BAC (Biological activity or effector, except 
adverse) ; BSU (Biological study, unclassified) ; SPN (Synthetic 
preparation); BIOL (Biological study); PREP (Preparation); USES (Uses) 
(preparation of, as agrochem. fungicide) 
RN 134726-30-0 HCAPLUS 

CN Benzeneacetic acid, a- (methoxymethylene) -2- [ [ [ [1- [3- (2- 

pyrimidinyloxy) phenyl] ethylidene] amino] oxy] methyl] -, methyl ester (9CI) 
(CA INDEX NAME) 




Me 



0 CH— OMe 
MeO- C— C % 



z^ 1 C= N- 0— CH 2 



^N 
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HCAPLUS COPYRIGHT 2 004 ACS on STN 
1990 :231326 HCAPLUS 
112 :231326 
Insecticides 

Anthony, Vivienne Margaret; Clough, John Martin; 
Godfrey, Christopher Richard Ayles; De Fraine, Paul 
John; Tapolczay, David Joszef 
Imperial Chemical Industries PLC, UK 
Eur. Pat. Appl . , 25 pp. 
CODEN: EPXXDW 
Patent 
English 



KIND 



DATE 



APPLICATION NO. DATE 



EP~335519 Al 19891004 EP 1989-302330 19890309 

R: AT, BE, CH, DE , ES , FR, GB, GR, IT, LI, LU, NL , SE 
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AU 8931625 Al 19891005 AU 1989-31625 19890322 

AU 610363 B2 19910516 

JP 01308206 A2 19891212 JP 1989-78691 19890331 

PRIORITY APPLN. INFO.: GB 1988-7682 19880331 

GB 1988-28545 19881207 

OTHER SOURCE(S): MAR PAT 112:231326 

AB Compds. of the general formula I (Rl = H or alkyl; R 2 = H, halogen, alkyl 
alkenyl, alkylamino, etc.; R3 = H # OH, halogen, alkylamino, etc.- Al = 0 
SOn, alkylamino, etc.; n =1-2) are insecticides, miticides or nematicides. 
Thus, I (Al = 0, Rl = R2 = R3 = H; E isomer) (500 ppm) caused 80-100% 
mortality of Diabrotica balteata when used as a 0 . 1% solution in acetone 
containing the wetting agent Synperonic NX 

IT 117428-36-1 

RL: AGR (Agricultural use); BAC (Biological activity or effector except 
USE^ules^ (Bi ° logical stud ^' unclassified); BIOL (Biological ' study) ; 

(insecticidal activity of, structure in relation to) 
RN 117428-36-1 HCAPLUS 

CN Benzeneacetic acid, a- (methoxymethylene) -2 - [ [3 - (2 - 

pyrimidinyloxy) phenoxy] methyl ] methyl ester, (E) - (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 
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HCAPLUS COPYRIGHT 2 0 04 ACS on STN 
1989 : 192853 HCAPLUS 
110 : 192853 

Preparation of 2 -phenoxypyrimidines as herbicides 
Wada, Nobuhide; Saito, Yoshihiro; Kusano, Shoji; 
Toyokawa, Yasubumi ; Miyazawa, Takeshige; Takahashi, 
Satoshi 

Kumiai Chemical Industry Co., 
Chemical Industry Co., Ltd. 
Jpn. Kokai Tokkyo Koho, 9 pp. 
CODEN : JKXXAF 
Patent 
Japanese 
: 1 



Ltd., Japan; Ihara 



PATENT NO. 



JP 63258463 
PRIORITY APPLN. INFO. 



KIND DATE 
A2 19881025 



APPLICATION NO. DATE 



JP 1987-91785 19870414 
JP 1987-91785 19870414 
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OTHER SOURCE (S) : MARPAT 110 : 192 853 

AB Title compds. I [X = R2S03, R3 (CH2)nO, PhCH2S; Rl = CHO, C02H; R2 = 
alkyl Ph- R3 = (substituted) Ph, PhS, PhO, thienyl, (alkyl- or 
alkoxy-substituted) pyrimidinyl , PhCH20 # C02R4 , cyano; n = 1, 2; when n = 
1 the Ph for R3 must be substituted with C02H or alkoxycarbonyl ; R4 = H, 
alkyl] are prepared A mixture of 6 - (2 -thenyloxy) salicylaldehyde , 
4 6 -dimethoxy-2 -methylsulfonylpyrimidine, and K2C03 in DMF was heated at 
50° to give I (Rl = CHO; X = 2 -thenyloxy) . I [Rl - C02H; X = 
Ph0(CH2)20] (ID at 40 g/av postemergent showed >90% control of 
Echinocola crus-gali and Digitaria adscendens, vs. 0% and 0-30% for Et 
3- (4-chloropyrimidin-2-yloxy)benzoate, resp. A wettable powder was 
formulated containing II 10 emulgen-810 0.5, demol-N 0.5, kunilite-201 20, and 
zeeklite-CA 69%. 

IT 120259-37-2P 120259-38-3P 120259-39-4P 
120259-41-8P 120259-46-3P 120259-47-4P 
120259-48-5P 120259-49-6P 120259-52-1P 
120259-53-2P 120259-54-3P 120292-06-OP 

RL- AGR (Agricultural use); BAC (Biological activity or effector, except 
adverse) ,- BSU (Biological study, unclassified) ; SPN (Synthetic 
preparation); BIOL (Biological study); PREP (Preparation); USES (Uses) 
(preparation of, as herbicide) 
RN 120259-37-2 HCAPLUS n 1£ n 

CN Benzoic acid, 2 - [ (4 , 6 -dimethoxy-2 -pyrimidinyl ) oxy] -6 - [ (phenylsulf onyl) oxy] - 

(9CI) (CA INDEX NAME) 




RN 120259-38-3 HCAPLUS 

CN Benzoic acid, 2 -[ (4 , 6 -dimethoxy-2 -pyrimidinyl ) oxy] -6 - (2 -phenoxyethoxy) 
(9CI) (CA INDEX NAME) 



PhO~ CH2-CH2 




OMe 



S Benzoic 3 acid , T, 6 - dimethoxy-2 -pyrimidinyl ) oxy] - 6 - [ (phenylme thyl ) thio] 

(9CI) (CA INDEX NAME) 
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OMe 



C0 2 H 

S-CH 2 - Ph OMe 



RN 120259-41-8 HCAPLUS 

CN Benzoic acid, 2 - [ (4 , 6-dimethoxy-2 -pyrimidinyl) oxy] -6- [ [2 
(methoxycarbonyl) phenyl] methoxy ] - (9CI) (CA INDEX NAME) 



C0 2 H 




OMe 



RN 
CN 



12 0259-46-3 HCAPLUS 

^^? iC , aCid ' 2 ^ [(4 ' 6 " dimethox y~2 -pyrimidinyl) oxy] -6- (2 - thienylmethoxy) 
(9CI) (CA INDEX NAME) 1 



C0 2 H 



CH 2 -0 




, N^ 



-OMe 



— 0- 



OMe 



RN 
CN 



12 02 59-4 7-4 HCAPLUS 



Benzoic acid, 2 - [ (4 , 6 -dimethoxy-2 -pyrimidinyl) oxy] -6- (2 -phenylethoxy) 
(9CI) (CA INDEX NAME) 7 




o— 



C0 2 H 



Ph- CH 2 -CH 2 -0 



. / OMe 



OMe 



RN 120259-48-5 HCAPLUS 

™ Tel?' (Sini ' <^: di "»^- 2 -P^-i^^) «yl -«- O-Phenylpropoxy, 
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N OMe 




Ph - (CH 2 ) 3"0 



OMe 



RN 120259-49-6 HCAPLUS 

CN Benzoic acid, 2- [ (4 , 6 -dimethoxy-2 -pyrimidinyl) oxy] -6 
(phenylthio)ethoxy]- (9CI) (CA INDEX NAME) 



[2- 




RN 120259-52-1 HCAPLUS . 
CN Benzoic acid, 2 - [ (4 , 6 -dimethoxy-2 -pyrimidinyl) oxy] - 6 - [ (4 , 6 -dimetnyl-2 - 
pyrimidinyl ) methoxy] - (9CI) (CA INDEX NAME) 




RN 120259-53-2 HCAPLUS 

CN Benzoic acid, 2- [ (4 , 6 -dimethoxy-2 -pyrimidinyl) oxy] -6- [ ( 6 -methoxy-2 -methyl - 
4 -pyrimidinyl) methoxy] - (9CI) (CA INDEX NAME) 



OMe 




OMe 



RN 120259-54-3 HCAPLUS 

CN Benzoic acid, 2 - [ (4 , 6-dimethoxy-2 -pyrimidinyl) oxy] -6- [2 - 
(phenylmethoxy) ethoxy] - (9CI) (CA INDEX NAME) 



Searched by Paul Schulwitz 571-272-2527 



Page 3 34 



Habte 10/824,005 



10/22/2004 



OMe 




OMe 

C0 2 H 

O- CH 2 ~ CH 2 -0" CH 2 ~ Ph 



RN 120292-06-0 HCAPLUS 

CN Benzoic acid, 2- [ (2 -carboxyphenyl) methoxy] -6- [ (4 , 6 -dimethoxy-2 - 
pyrimidinyl) oxy] - (9CI) (CA INDEX NAME) 




CH 2 -0- 




, , OMe 
N^ 



C0 2 H 



C0 2 H 



OMe 



L18 ANSWER 58 OF 67 
ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 

INVENTOR (S) : 



PATENT ASSIGNEE (S) : 
SOURCE : 

DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT: 



HCAPLUS COPYRIGHT 2 0 04 ACS on STN 
1989:95264 HCAPLUS 
110 :95264 

Preparation and testing of 2 -phenoxy-4 , 6- 

dimethoxypyrimidines as herbicides 

Wada, Nobuhide; Saito, Yoshihiro; Kusano, Sho j i ; 

Toyokawa, Yasufumi; Miyazawa, Takeshige; Takahashi , 

Satoru 

Kumiai Chemical Industry Co., Ltd., Japan; Ihara 
Chemical Industry Co., Ltd. 
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1987-91787 


19870414 


JP 2530155 


B2 


19960904 
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19891226 
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MARPAT 110 : 95264 





AB 



[I; R = CHO, C02R1; Rl = H, alkyl, 2- 
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methyl sulf onylethyl, diethoxypropyl , alkenyl, alkynyl, haloalkyl, 
haloalkenyl, alkoxyalkyl, hydroxyalkyl , cycloalkyl, Ph, (substituted) 
PhCH2- X = halo, alkynyloxy, alkenyloxy, alkylthio, alkoxyalkoxy, 
haloalkoxy, carbamoyl, acetyloxy, benzoyloxy, CHO, CF3 , C02H, 
alkoxycarbonyl, dialkylamino, dimethoxymethyl ; XX = OCH20] useful as pre- 
and postemergent herbicides, were prepared 4 6-Dimethoxy-2 - 
methyl sulf onylpyrimidine was added to Me 6- (dimethoxy) methylsalicylate and 
KH in DMF and the mixture was stirred at 90-100° for 12 h to give Me 
2- (dimethoxy) me thyl-6- (4, 6-dimethoxypyrimidin-2 -yl) oxybenzoate. At 400 
q/10 are preemergent, several I were completely effective against 
Echinochloa crus-galli, Digitaria sanguinalis, Polygonum lapathif olium, 
Amaranthus viridis, Chenopodium album, and Cyperus lria. 
IT 119158-38-2P 119158-40-6P 119158-41-7P 
119158-42-8P 119158-44-OP 119158-45-1P 
119158-46-2P 119158-47-3P 119158-48-4P 
119158~74"6P 

RL: AGR (Agricultural use); BAC (Biological activity or effector, except 
adverse) ; BSU (Biological study, unclassified) ; SPN (Synthetic 
preparation) ; BIOL (Biological study) ; PREP (Preparation) ; USES (Uses) 
(preparation of, as herbicide) 
RN 119158-38-2 HCAPLUS 

CN Benzoic acid, 2 - [ (4 , 6 -dimethoxy-2 -pyrimidinyl) oxy] -6 - (phenylmethoxy ) - 
(9C1) (CA INDEX NAME) 




OMe 



C0 2 H 

0-CH2-Ph OMe 



RN 
CN 



11915 8-40-6 HCAPLUS 

Benzoic acid, 2 - [ (2 -chlorophenyl) methoxy] -6- [ (4 , 6 -dimethoxy-2 ■ 
pyrimidinyl) oxy] - (9CI) (CA INDEX NAME) 




OMe 



RN 119158-41-7 HCAPLUS 

CN Benzoic acid, 2 -[ (3 -chlorophenyl) methoxy] -6- [ (4 , 6 -dimetnoxy-2 ■ 
pyrimidinyl) oxy] - (9CI) (CA INDEX NAME) 
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RN 119158-42-8 HCAPLUS 

CN Benzoic acid, 2 - [ (4 -chlorophenyl ) methoxy] -6 - [ (4 , 6 -dimethoxy-2 - 
pyrimidinyl) oxy] - (9CI) (CA INDEX NAME) 




OMe 



RN 119158-44-0 HCAPLUS 

CN Benzoic acid, 2- [ (4 , 6 -dimethoxy-2 -pyrimidinyl ) oxy] -6- ( 1 -phenylethoxy) - 
(9CI) (CA INDEX NAME) ' 1 




RN 119158-45-1 HCAPLUS 

CN Benzoic acid, 2 - [ (2 , 6 -dichlorophenyl ) methoxy] -6- [ (4 , 6 -dimethoxy-2 - 
pyrimidinyl) oxy] - (9CI) (CA INDEX NAME) 




OMe 



RN 119158-46-2 HCAPLUS 

CN Benzoic acid, 2 -[ (4 , 6 -dimethoxy-2 -pyrimidinyl ) oxy] -6- [ (2 , 4 - 
dimethylphenyl) methoxy] - (9CI) (CA INDEX NAME) 
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C0 2 H 



CH 2 " 




OMe 



OMe 



RN 
CN 



119158-47-3 HCAPLUS 

Benzoic acid, 2 - [ (4 , 6 -dimethoxy-2 -pyrimidinyl) oxy] -6 - [ (3 , 5 - 
dimethylphenyDmethoxy] - (9CI) (CA INDEX NAME) 



C0 2 H 



Me 




CH 2 -0 




OMe 



OMe 



RN 
CN 



119158-48-4 HCAPLUS 

[ (4, 6 -dimethoxy-2 -pyrimidinyl) oxy] -6- 

(9CI) (CA INDEX NAME) 



Benzoic acid, 2 
e thy lphenyl ) me thoxy] 



[(4- 



C0 2 H 




CH 2 ~0- 




OMe 



OMe 



RN 
CN 



119158-74-6 HCAPLUS , 

Benzoic acid, 2- (benzoyloxy) -6- [ (4 , 6 -dimethoxy-2 -pyrimidinyl) oxy] 

(CA INDEX NAME) 



(9CI) 




OMe 



OMe 
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Methyl 3-methoxy-2-phenylpropenoate derivatives useful 

as plant fungicides and plant growth regulators, their 

fungicidal compositions, and processes and 

intermediates for their preparation 

Clough, John Martin; Godfrey, Christopher Richard 

Ayles; De Fraine, Paul John; Hutchings, Michael 

Gordon; Anthony, Vivienne Margaret 

Imperial Chemical Industries PLC, UK 

Eur. Pat . Appl . , 68 pp. 

CODEN: EPXXDW 

Patent 

English 

1 



PATENT NO. 



KIND DATE 



EP 278595 
EP 278595 
EP 278595 

R: AT, 
GB 2201152 
GB 2201152 
EP 472224 
EP 472224 

R: AT, 
AT 82268 
AT 104948 
ES 2052696 
ES 2053258 
ZA 8800338 
IL 98741 
IL 85122 
IL 98742 
IL 98743 
IL 107289 
AU 8810660 
AU 615890 
US 5021581 
BR 8800503 
HU 46510 
HU 204166 
DK 8800668 
DK 173360 
JP 63216848 
JP 2559130 
CN 1030749 
CN 1020391 
GB 2235454 
GB 2235454 
GB 2235455 
GB 2235455 
GB 2235456 
GB 2235456 
US 5438059 
JP 09002906 
JP 2904476 
US 6653258 
DK 9900354 



A2 
A3 
Bl 

BE, CH, DE, 
Al 
B2 
Al 
Bl 

BE, CH, DE, 
E 
E 

T3 

T3 

A 

Al 

Al 

Al 

Al 

Al 

Al 

B2 

A 

A 

A2 

B 

A 

Bl 

A2 

B2 

A 

B 

Al 

B2 

Al 

B2 

Al 

B2 

A 

A2 

B2 

Bl 

A 



19880817 
19890405 
19921111 
ES, FR, GB, 
19880824 
19910814 
19920226 
19940427 
ES, FR, GB, 
19921115 
19940515 
19940716 
19940716 
19880928 
19930315 
19941229 
19960618 
19961016 
19970610 
19880811 
19911017 
19910604 
19880927 
19881128 
19911230 
19880810 
20000814 
19880909 
19961204 
19890201 
19930505 
19910306 
19910807 
19910306 
19910814 
19910306 
19910814 
19950801 
19970107 
19990614 
20031125 
19990312 



APPLICATION NO. 



EP 1988-300280 



GR, IT, LI, LU, NL, SE 
GB 1988-827 

EP 1991-117381 

GR, IT, LI, LU, NL, SE 



AT 1988 
AT 1991 
ES 1988 
ES 1991 
ZA 1988 
IL 1988 
IL 1988 
IL 1988 
IL 1988 
IL 1988 
AU 1988- 

US 1988- 
BR 1988- 
HU 1988- 

DK 1988- 

JP 1988- 

CN 1988- 

GB 1990- 

GB 1990- 

GB 1990 

US 1993- 
JP 1995- 

US 1995- 
DK 1999- 



-300280 
-117381 
-300280 
-117381 
-338 
-98741 
-85122 
-98742 
-98743 
-107289 
-10660 

-151522 
-503 
-555 

-668 

-26710 

-100636 

-21527 

-21627 

-21727 

88098 
56403 

410732 
354 



DATE 
19880114 

19880114 
19880114 

19880114 
19880114 
19880114 
19880114 
19880119 
19880119 
19880119 
19880119 
19880119 
19880119 
19880121 

19880202 
19880208 
19880208 

19880209 

19880209 

19880209 

19901003 

19901004 

19901005 

19930706 
19950209 

19950327 
19990312 
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PRIORITY APPLN. INFO . : GB 1987-2845 A 19870209 

PRIORITY AeeiM. i gb 1987 _ 1Q594 A 19870505 

EP 1988-300280 A 19880114 

EP 1991-117381 A 19880114 

GB 1988-827 A3 19880114 

IL 1988-85122 A3 19880119 

US 1988-151522 Al 19880202 

JP 1988-26710 A3 19880209 

US 1991-667805 Bl 19910311 

US 1993-88098 Al 19930706 

OTHER SOURCE(S): CASREACT 109:210725; MARPAT 109:210725 

AB Title esters I [Rl = (un) substituted aryl or heteroaryl ; Y =0 S, NR4; 
R2-R4 = H, Cl-4 alkyl, C2-4 alkenyl; X = halo, Cl-4 alkyl C2 -4 alkenyl , 
Cl-4 alkoxy, N02, cyano ; n = 0-4; when Y = O, n = 0, and Rl = Ph, then R2 
and/or R3 * H or Me] are prepared as fungicides and plant growth 
regulators. Etherif ication of 3-C1C6H40H with 2 - (BrCH2 ) C6H4CN using NaH 
in DMF , followed by reduction of the resultant nitrile by Raney Ni in 75* 
HC02H qave 2- ( 3 -chlorophenoxymethyl ) benzaldehyde . Condensation of the 
latter with MeSCH2S(0)Me, followed by cleavage using HC1 in MeOH, gave Me 
2- (3 -chlorophenoxymethyl ) phenylacetate . This underwent condensation with 
HC02Me in DMF containing NaH, followed by treatment with Me2S04 and K2C03 in 
DMF to give Me [ (chlorophenoxymethyl) phenyl] methoxypropenoate II. A seed 
dressing is prepared from II 50, mineral oil 2, and China clay 48% As a 
100-ppm spray and 40 ppm root drench, II completely protected 7/7 plant 
hosts from 7 standard pathogens. 
IT 117428-36-1P 117428-37-2P 
" RL- AGR (Agricultural use); BAC (Biological activity or effector, except 
adverse) ; BSU (Biological study, unclassified) ; SPN (Synthetic 
preparation) ; BIOL (Biological study) ; PREP (Preparation) ; USES (Uses) 
(preparation of, as fungicide) 
RN 117428-36-1 HCAPLUS 

CN Benzeneacetic acid, a- (methoxymethylene) -2- [ [3- 2- ,« Tmw mm) 

pyrimidinyloxy)phenoxy] methyl]-, methyl ester, (E) - (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 




RN 117428-37-2 HCAPLUS , 

CN Benzeneacetic acid, 2- [ [3 - [ (5-chloro-2-pyrimidinyl) oxy] phenoxy] methyl] 
a-^methoxymethylene)-, methyl ester, (E) - (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 
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HCAPLUS COPYRIGHT 2 004 ACS on STN 
1988 : 131844 HCAPLUS 
108 : 131844 

Preparation of N-benzoyl -N '-[ (azinyloxy) phenyl ] ureas 
as neoplasm inhibitors 

Takahiro, Haga; Nobutoshi, Yamada; Hideo, Sugi ; Toru, 
Koyanagi; Hiroshi, Okada 
Ishihara Sangyo Kaisha, Ltd., Japan 
Eur. Pat. Appl., 63 pp. 
CODEN : EPXXDW 
Patent 



EP 
EP 
EP 

AU 
AU 
ZA 
IL 
AT 
ES 
JP 
JP 
US 
CN 
CN 
DD 
CA 
PL 
SU 
DK 
DK 
DK 
DK 
PRIORITY 



226104 
226104 
226104 

R: AT, BE, 
8665581 
594098 
8608883 
80776 
60760 
2033675 
63099056 
07045473 
4863924 
86108213 
1023316 
258806 
1266474 
151012 
1665876 
8605965 
164054 
164054 
9101183 
APPLN. INFO. 



English 
1 

KIND DATE 


APPLICATION NO. 


DATE 


A2 


19870624 


EP 


1986 


-116595 
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19880907 
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19910206 










DE, 


ES, FR, GB, 


GR, IT, LI 


, LU, NL, SE 




Al 


19870618 


AU 


1986 


-65581 


19861120 


B2 


19900301 








A 


19870729 


ZA 


1986 


-8883 


19861124 


Al 


19910310 


IL 


1986 


-80776 


19861126 


E 


19910215 


AT 


1986 


-116595 


19861128 


T3 


19930401 


ES 


1986 


-116595 


19861128 


A2 


19880430 


JP 


1986- 


-291921 


19861208 


B4 


19950517 










A 


19890905 


US 


1986- 


-939025 


19861208 


A 


19870701 


CN 


1986- 


-108213 


19861210 


B 


19931229 










A5 


19880803 


DD 


1986- 


-297389 


19861210 


Al 


19900306 


CA 


1986- 


524940 


19861210 


Bl 


19900731 


PL 


1986- 


262901 


19861210 


A3 


19910723 


SU 


1986- 


4028625 


19861210 


A 


19870612 


DK 


1986- 


5965 


19861211 


B 


19920504 










C 


19920928 










A 


19910618 


DK 


1991- 


1183 


19910618 






JP 


1985- 


278180 


19851211 






JP 


1985- 


279884 


19851212 
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OTHER SOURCE (S) : CASREACT 108:131844 

AB XnC6H4-nCONHCONHR [I; R = (azinyloxy) phenyl Q, Ql; A, B - CH, N (Q) or 1 
of A, B = CH, the other = N (Ql) ; X = H, halo, N02 ; Yl = (un) substituted 
Zlkyl. alkoxy, alkoxycarbonyl; Y2 = H, halo, N02 , Yl; Z " ^ halo CF 3 
no2 . n , !_ 3 ] were prepared as antitumor agents. 2 , 4 -Me (H2N) C6H30H (2.0 g; 
and 2 0 q 2 5 -dichloropyrimidine were heated 2 h at 100° in Me2SO 
containing K2C03 to give 2.0 g 4- [ (5-chloro-2-pyrimidinyl) oxy] -3 -methylanilme 
which was treated with 2 -02NC6H4CONCO in dioxane at room temperature to gxve 
2 82 g benzoylurea II. Mice implanted with P-388 leukemia cells and 
receiving 12.5 mg Il/kg orally, 1 and 4 days after inoculation, had 147* 
increase in life span. Many formulation examples for I are given. 

" R i 19 Blc 2 (Biologicrr 2 act 7 ivity or effector, except adverse) ; BSU (Biological 
study, unclassified); SPN (Synthetic preparation) ; THU Therapeutic use); 
BIOL (Biological study) ; PREP (Preparation) ; USES (Uses) 
(preparation of, as neoplasm inhibitor) 

S BeizaMd^ (5 -iodo-2 -pyrimidinyl) oxy] phenyl] amino] carbony 

l]-2-nitro- (9CI) (CA INDEX NAME) 




0 2 N 



RN 
CN 



111986-27-7 HCAPLUS . - 

Benzamide, N- [ [ [3 - [ (5 -bromo-2 -pyrimidinyl ) oxy] phenyl] ammo] carbonyl] -2- 

nitro- (9CI) (CA INDEX NAME) 




Br 



0 2 N 
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allergy inhibitors, antiasthmatics, and hypoglycemics 
Torley, Lawrence Wayne; Johnson, Bernard B.; Dusza, 
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HU 
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R: AT, 
4788195 
135699 
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8700113 
91150 
91150 
8767518 
591223 
8700219 
62223177 
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A3 

Bl 
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DE, 
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E 

T3 

A 

Bl 
. A 

B 

C 

Al 

B2 

A 

A2 

B4 
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Al 
A 
Al 
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19870826 
19880525 
19960320 
20020529 
ES, FR, GB, 
19881129 
19960415 
19960716 
19870714 
19960812 
19870714 
19940215 
19940525 
19870716 
19891130 
19870826 
19871001 
19950830 
19871130 
19891128 
19930713 
19891024 
19900726 
19920312 



APPLICATION NO. 
EP 1987-100277 



GR, IT, LI, NL, SE 
US 1986-927572 
AT 1987-100277 
ES 1987-100277 
DK 1987-151 

FI 1987-113 



AU 1987-67518 



DATE 



ZA 
JP 



1987-219 
1987-5867 



HU 1987-100 



OTHER 
AB 



CA 
US 
AU 

US 
US 



1987- 527173 

1988- 194751 
1990-50578 

1986-817951 
1986-927572 



A 
A3 



19870112 



19861106 
19870112 
19870112 
19870113 

19870113 



19870113 

19870113 
19870113 

19870113 

19870113 
19880517 
19900228 

19860113 
19861106 



Et02CCO, Et2NCH2CH2; R2 
(un) substituted f uranyl , 
H, Cl-3 alkyl] and their 



Pharmacol . 



IT 



RN 
CN 



CASREACT 108:112478 
The title compds . [I; Ri = h, Cl-3 alkyl, 
substituted Ph; R3 = Me2NC6H4 , AcNMeC6H4 

ac^nS;i N " C °^ aining heteroa ^^ R4 ' R5 # - *^ y±J ana cneir pharm, 

acceptable salts were prepared for treating asthma and allergic diseases 
inflammation, and diabetes mellitus. A mixture of 7 04 a dlseas es, 
3-(dimethylamino)-l-(3-pyridinyl)-2-propen-l-one and 18 72 a 
3-F3CC6H4NHC(:NH)NH2.H2C03 was refluxed 16 h in PrOH to give 5 55 a 
HZ w 1 P\ rimid ™ ne , n - " inhibited histamine release from Immunol 
stimulated human basophils with an IC50 of 0 . 7 uM. II also gave 58 1% 
ig/mL ^ ° lipoxygenase activity in guinea pig neutrophils at 10* 

112696- 99-8P 112697-00-4P 112697-01-5P 

112697- 02-6P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 

BiOL Y '(Biol SS1 ^ e ?^ f PN (S ^ nthetic P-paration); THU (Therapeut use) 
BIOL (Biological study) ; PREP (Preparation) ; USES (Uses) 

(preparation of, as drug) 
112696-99-8 HCAPLUS 

^KJ^tS-SSi 12 ■ <»"^"Ol-l-yl) ethoxy, p„ e „ yll -4 - (2 - pyridinyl , . 
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S 13- 12- ,4^orpho 1 i„ yl >e t hox YlP h,„ y l 1 -4- ,4-pyridinyl) - 

(9CI) (CA INDEX NAME) 



■NH- 



, N 




0- CH 2 " CH 2 " 



RN 
CN 



112697-01-5 HCAPLUS 
2 -pyrimidinamine , N-[3- 
(9CI) (CA INDEX NAME) 



[2- (4-morpholinyl)ethoxy] phenyl] -4- (2-thienyl) 



N- — CH2" - CH2^0 




RN 112697-02-6 HCAPLUS 
CN 2 -Pyrimidinamine, 4 - (2 -furanyl) 
(9CI) (CA INDEX NAME) 



-N- 



[3- [2- (4-morpholinyl) ethoxy] phenyl] 



N^~~ CH2 CH2" 0 




— "NH 
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HCAPLUS COPYRIGHT 2 0 04 ACS on STN 
1985 : 57843 HCAPLUS 
102 : 57843 

Phenylpropyl ethers as pesticides 
Katsuda, Ayao, Japan 
Jpn. Kokai Tokkyo Koho, 9 pp. 
CODEN: JKXXAF 
Patent 
Japanese 



KIND DATE 



APPLICATION NO. 



DATE 



A2 
B4 



19840906 
19911030 



JP 1983-31311 



JP 1983-31311 



19830226 



JP 59157004 **' 1 " w ■ 1 ' 1 M : s " 11 ' 1 7 ° ' " J x ' 1 

JP 03068841 

PRl0R 2™propyfether S are prepared as pesticides. Syntheses of the 
are described. Thus, 1:1000 solution of 3 • - (4 -pyridyloxy) benzyl 
2-methy^2-(4-ethoxyphenyl)propyl ether [94338-20-2] at 100 L/are 
controlled mites and cockroaches. 
94338-28-0P 94338-35-9P 94338-44-0P 

A lol (Agricultural use); BAC (Biological activity or effector, except 



AB 



IT 
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adverse); BSU (Biological study, unclassified); SPN (Synthetic 
preparation); BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation and pesticidal activity of) 
94338-28-0 HCAPLUS 

Pyrimidine, 2- [3- [ [2- [4- (dif luoromethoxy) phenyl] -2- 
methylpropoxy] methyl] phenoxy] - (9CI) (CA INDEX NAME) 



.- N. 



r— o 




O- CHF 2 



RN 94338-35-9 HCAPLUS 

CN Pyrimidine, 5-chloro-2- [ [3- [1- [2-methyl-2- (2-nitro-4- 
phenoxyphenyDpropoxy] -2 -butynyl] phenyl] methyl] - (9CI) 



(CA INDEX NAME) 



N0 2 




OPh 



RN 94338-44-0 HCAPLUS 

CN Pyrimidine, 2- [5- [1- [2- [4- (1 , 1- dimethyl ethyl) -2 -f luorophenyl] -2- 

maS? lpropox y ] - 2 - but y n y 1 ]- 2 -fluorophenoxy]-5-methoxy- (9CI) (CA INDEX 
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HCAPLUS COPYRIGHT 2 0 04 ACS on STN 
1984 : 467792 HCAPLUS 
101:67792 

2-Phenoxypyrimidines and their use as herbicides 
Serban, Alexander; Watson, Keith Geoffrey; Warner 
Richard Burridge 
ICI Australia Ltd. , Australia 
Pat. Specif. (Aust.), 81pp. 
CODEN : ALXXAP 
Patent 
English 
1 



PATENT NO. 



KIND 



DATE 



APPLICATION NO. 



DATE 
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AU535637 _ B2 19840329 AU 1978-39166 19770913 

att Ttnfifiis Al 19810108 

AU 3916678 1978-39166 19770913 

PRIORITY APPLN. INFO.: AU - Ly 0 

DTHFR SOURCE (S) : CASREACT 101 : 67792 , 

S 2 Phenoxypyrimidines I (A, B, D, R2 , R3, R4 , R5 , and/or R6 = substituent 
such asT CN, N02, alkyl, sulfonyl, etc.) having a specific substitution 
nattern i e. these compds . in which the pyrimidyl ring is substituted m 
the 5 position and/or the Ph group is substituted in the 3- and/or 
5-positions, have a high level of herbicidal activity. These compds . were 
Prepared by condensation of the appropriate pyrimidine with the appropriate 
phSnol in the presence of an alkaline material. Thus, 5-bromo-2- (4- 
Sethoxyphenoxy)pyrimidine [69033-87-0] was prepared by treating 3 g 
5-bromo 2 -chloropyrimidine [32779-36-5] in Me Et ketone with 2.5 g 
p-methoxyphenol [150-76-5] in presence of K2C03. Different postemergence 
and preemergence formulations of I are described. For example I, A - D 
- R2 - R4 - R5 = R6 = H; B = CI; R3 = OMe) [73226-21-8] at 2 kg/ha caused 
no damage to wheat and 100% kill of annual ryegrass (preemergence 
treatment) 2 -Phenoxypyrimidines having the described substitution 
pattern had a higher herbicidal activity than substituted 
4 -phenoxypyrimidines . 
IT 73221-82-6P 73221-97-3P 73221-98-4P 
73222-02-3P 73222-04-5P 73222-09-0P 
73222-14-7P 73222-28-3P 73222-35-2P 

rl^Igr 1 (Agrlcuiturai'use) ; BAG (Biological activity or effector, except 
adverse) - BSU (Biological study, unclassified) ; SPN (Synthetic 
preparation) ; BIOL (biological study) ,- PREP (Preparation) ; USES (Uses) 
(preparation and herbicidal activity of) 
RN 73221-82-6 HCAPLUS , OPT , , r , 

CN Pyrimidine, 5 -chloro-2 - [3 - [ (4 -chlorophenyl) methoxy] phenoxy] - (9CI) (CA 

INDEX NAME) 




CN Pyrimidine, S-cSoro-2- [3- (phenylmethoxy) phenoxy]- (9CI) (CA INDEX NAME) 




O- CH2"Ph 



CN Pyriiidint 5^hloro-2- [3- [ (2 , 4 -di chlorophenyl) methoxy] phenoxy] - (9CI) 
(CA INDEX NAME) 
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0"CH 2 - 



Cl 




CI 



RN 73222-02-3 HCAPLUS 

CN INDEX ^NAME ) " _Chl ° r °" 2 " [3 " [ (4 " ni ^phenyl ) methoxy] phenoxy] - (9CI) (CA 



0 2 N 




CH 2 -0- 




N.. 



CI 



RN 73222-04-5 HCAPLUS 

CN Pyrimidine, 5 -chloro-2 - [3 - [ (4 -f luorophenyl ) methoxy] phenoxy] - (9CI) 
INDEX NAME) H Y { } 



(CA 




N, 



CI 



RN 73222-09-0 HCAPLUS 

CN Pyrimidine, 5-chloro-2- [3- [ ( 3 -chlorophenyl ) methoxy] phenoxy] - (9CI) 
INDEX NAME) 1 F yJ K } 



(CA 



CI 




CH 2 -0- 




N x 



N. 



CI 



RN 73222-14-7 HCAPLUS 

CN Sd^SSS) 5 " Chl0r °' 2 ' t3 " [ (4-methoxyphenyl) methoxy] phenoxy] - (9CI) (CA 



CH 2 -0- 




-N^ 



MeO 



N^ 



CI 
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RN 73222^28-3 HCAPLUS 

CN Pyrimidine, 5-chloro-2 - [3 - [ (3 , 4 -dichlorophenyl) methoxy] phenoxy] - (9CI) 
(CA INDEX NAME) 




0- CH2" 




Cl 



CI 



RN 73222-35-2 HCAPLUS v _ . . 

CN Pyrimidine, 5-chloro-2- [3-chloro-5- [ (4 -chlorophenyl) methoxy] phenoxy] 

(9CI) (CA INDEX NAME) 



CI 




CH 2 -0~ 




CI 



RN 73226-71-8 HCAPLUS 

CN Phenol, 3 - [ (5~chloro-2-pyrimidinyl) oxy] - , benzoate (ester) (9CI) [CA 
INDEX NAME) 




RN 73235-71-9 HCAPLUS 

CN Pyrimidine, 5 -chloro- 2 - [3 -[ (2 -chlorophenyl) methoxy] phenoxy] - (9CI) (CA 
INDEX NAME) 



CH 2 -0- 




N-. 



CI 



CI 
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HCAPLUS COPYRIGHT 2 0 04 ACS on STN 
1982 : 510026 HCAPLUS 
97 : 110026 

Pyrimidinyloxybenzyl esters 

Mitsubishi Chemical Industries Co., Ltd., Japan 
Jpn. Kokai Tokkyo Koho, 5 pp. 
CODEN: JKXXAF 
Patent 
Japanese 
1 



PATENT NO. 



JP 57046968 
PRIORITY APPLN. INFO. 
OTHER SOURCE (S) : 
AB 



KIND 



A2 



DATE 



APPLICATION NO. 



DATE 



19820317 



IT 



RN 
CN 



JP 1980-122668 19800904 
JP 1980-122668 19800904 

CASREACT 97:110026 
The title esters [I; R = 2 , 2 -dimethyl -3 - (2 , 2 -dimethylvinyl ) cyclopropyl , 
2, 2 -dimethyl -3- (2 , 2 -dihalovinyl) cyclopropyl, 2,2,3,3- 
tetramethylcyclopropyl, 1- (4 -halophenyl ) isobutyl ; Rl = H, cyano, 
HC. tplbond.C, Me], effective insecticides at 0.83-1.90 ug/fly were 
prepared Thus, 0.01 mol acid chloride (II; R2 = CI) was added to a solution of 
0.01 mol ale. Ill and 1.6 g pyridine in C6H6 and the mixture kept overnight 
at room temperature to give II [R2 = 3 - (2 -pyrimidinyl) benzyloxy] . Similarly 
prepared were 9 addnl . I. 
82440-29-7P 82440-30-OP 82440-31-1P 
82440-32-2P 82440-33-3P 82440-35-5P 

RL: SPN (Synthetic preparation) ; PREP (Preparation) 

(preparation of) 
82440-29-7 HCAPLUS 

Benzeneacetic acid, 4 -chloro-a- ( 1 -methylethyl ) - , 
[3- (2 -pyrimidinyloxy) phenyl] methyl ester (9CI) (CA INDEX NAME) 




O Pr-i 
CH 2 -0- C- CH 




RN 82440-30-0 HCAPLUS 

CN Cyclopropanecarboxylic acid, 2 , 2 -dimethyl -3 - (2 -methyl- 1-propenyl ) - , 
[3- (2 -pyrimidinyloxy) phenyl] methyl ester (9CI) (CA INDEX NAME) 




RN 82440-31-1 HCAPLUS 

CN Cyclopropanecarboxylic acid, 2 , 2 -dimethyl -3 - (2 -methyl - 1 -propenyl ) - , 

1- [3- (2 -pyrimidinyloxy) phenyl] -2 -propynyl ester (9CI) (CA INDEX NAME) 
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Me Me 0 C=CH 

- C— 0- - CH— 




Me2C— CH 



RN 82440-32-2 HCAPLUS 

CN Cvclopropanecarboxylic acid, 3 - (2 , 2 -dibromoethenyl) -2 f 2 -dimethyl - , 
[3- (2 -pyrimidinyloxy) phenyl] methyl ester (9CI) (CA INDEX NAME) 



Br 2 C=CH 




RN 82440-33-3 HCAPLUS 

CN Cvclopropanecarboxylic acid, 3 - (2 , 2 -dibromoethenyl) -2 , 2 -dimethyl - , 
1- [3- (2 -pyrimidinyloxy) phenyl] ethyl ester (9CI) (CA INDEX NAME) 



Br 2 C= CH 




RN 82440-35-5 HCAPLUS 

CN Cvclopropanecarboxylic acid, 2 , 2 , 3 , 3 -tetramethyl - , L3-(2- 
pyrimidinyloxy) phenyl] methyl ester (9CI) (CA INDEX NAME) 
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Patent 

Portuguese 

1 



10/22/2004 



PATENT NO. 


KIND 


DATE 


APPLICATION NO 


BR 


7805949 


A 


19790502 


BR 


1978 


-5949 


ZA 


7804899 


A 


19790926 


ZA 


1978 


-4899 


IL 


55459 


Al 


19840430 


IL 


1978 


-55459 


US 


4427437 


A 


19840124 


US 


1978 


-939914 


EP 


1187 


Al 


19790321 


EP 


1978 


-300378 


EP 


1187 


Bl 


19831207 








R: BE, CH, DE, 


FR, GB, 


NL , SE 








JP 


54055729 


A2 


19790504 


JP 


1978 


-111384 


CA 


1092119 


Al 


19801223 


CA 


1978 


-311110 


HU 


24770 


O 


19830428 


HU 


1978 


-II272 


HU 


182509 


B 


19840130 






JP 


62270562 


A2 


19871124 


JP 


1987 


-74569 


JP 


05009432 


B4 


19930204 









DATE 



AB 



INFO. 



IT 



RN 
CN 



AU 1977 
H, OH, 



1626 

CN, SCN, 



19780912 
19780828 
19780829 
19780905 
19780912 



19780912 
19780912 
19780912 

19870330 



19770913 
halo, N02, alkyl, 



The pyrimidme denvs . I (A, B, and D = h, OH, CN, SCN, halo, N02 , alkyl, 

, Y l' ^ ken y lc «y' alkynyloxy, thioalkyl, NH2 , Ph, C02H, alkoxycarbonyl , 
etc.; R2-R6 = H, halo, N02 , CN, NCS , CHO, YR1, or COYR; X and Y = O or S ■ 
R and Rl = H, alkyl, acyl, alkenyl, etc.) are herbicides. Thus 
5-bromo-2^ (4 -methoxyphenoxy ) pyrimidine [73226-26-3] (1 kg/ha) 'applied 
pre^emergence, controlled Amaranthus retroflexus, Chenopodium album 
Senecio vulgaris, and other weeds. The synthesis of I is qiven 

73221- 82-6P 73221-97-3P 73221-98-4P 

73222- 02-3P 73222-04-5P 73222-09-0P 
73222-14-7P 73222-28-3P 73222-35-2P 
73226-71-8P 73235-71-9P 

RL: AGR (Agricultural use); BAC (Biological activity or effector, except 
adverse); BSU (Biological study, unclassified); SPN (Synthetic 
preparation); BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation and herbicidal activity of) 
73221-82-6 HCAPLUS 

INDEX NAME ) 5 ~ Chl ° r ° _2 " [3 " [ ( 4 "Chlorophenyl ) methoxy] phenoxy] - (9CI) (CA 




CH 2 




RN 
CN 



73221-97-3 HCAPLUS 

Pyrimidine, 5-chloro-2 - [3 - (phenylmethoxy ) phenoxy] - (9CI) (CA INDEX NAME) 




0- CH 2 -Ph 
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RN 73221-98-4 HCAPLUS 

CN Pyrimidine, 5 -chloro-2 - [3 - [ (2 , 4 -dichlorophenyl) methoxy] phenoxy] - (9CI) 
(CA INDEX NAME) 



CI 



, N^. 




O- CH 2 " 



,N 




RN 73222-02-3 HCAPLUS 

CN Pyrimidine, 5 -chloro-2 - [3 - [ (4 -nitrophenyl) methoxy] phenoxy] 
INDEX NAME) 



(9CI) (CA 



0 2 N 




CH 2 ^0 




/N. 



N. 



CI 



RN 73222-04-5 HCAPLUS /nnT > 

CN Pyrimidine, 5 -chloro-2- [3- [ (4- fluorophenyl) methoxy] phenoxy] - (9CI) (CA 

INDEX NAME) 




CH 2 -0 




RN 73222-09-0 HCAPLUS . n . .__ 

CN Pyrimidine, 5 -chloro-2 - [3 -[ (3 -chlorophenyl) methoxy] phenoxy] - (9CI) (CA 

INDEX NAME) 




CH 2 




N- 




CI 



RN 73222-14-7 HCAPLUS . n , , 

CN Pyrimidine, 5 -chloro-2 - [3 -[ (4 -me thoxyphenyl) methoxy] phenoxy] - (9CI) (CA 

INDEX NAME) 
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CH 2 " O 




MeO 



CI 



RN 73222-28-3 HCAPLUS 

™ (S^NDErNA^E) hl0r °" 2 " ^ ' [ U ' 4 - dichl °rophenyl) methoxy] phenoxy] - ( 9CI ) 




0- CH 2 




RN 
CN 



73222-35-2 HCAPLUS 




CH 2 0- 




N, 



CI 



RN 7322 6-71-8 HCAPLUS 

° N t™ 1 ;^;! 15 "^ 010 " 2 "^ 1 " 1 ^^ 110 ^ 1 ^ benzoate (ester) (9CI) (CA 

-LJNJJiiA NAME ) 




RN 73235-71-9 HCAPLUS 

CN Sd^NaJS) 5 " Chl ° r0 ' 2 - [3 - [(2 - Chl0r °P hen y 1 ) meth0 ^ (9CI) 



(CA 
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HCAPLUS COPYRIGHT 2 0 04 ACS on STN 
1966:404434 HCAPLUS 
65 :4434 
: 65:840f-h 

Pyrimidine dyes 
Benz, Jakob; Ischer, Hans 
Sandoz Ltd. 
6 pp. 
Patent 
Unavailable 
1 



KIND 



DATE 



APPLICATION NO. 



DATE 



US 3247194 19660419 US ^ 

DPTfYPTTY APPLN INFO. : un v , x 

Z Colds of the general formula CuPc (n-S03H) m (n-S02NHC6H4OQ-3)pR (I) , 

where Pc is phthalocyanine , Q is dichloropyrimidinyl , n is 3 or 4, m is 
15-3 D is 1-1 5 and R is S02NHC2H40H or H, are H20-soluble, turquoise dyes 
for natural and synthetic fibers. Thus, 57.6 parts CuPc was stirred with 
300 parts C1S03H at 140° for 1 h. , the mixture cooled to 
70-80°, 45 parts SOC12 slowly added, stirring continued at 
75-80° for 2 h. , the mass poured on ice, the precipitated CuPc(S02Cl)4 
filtered, and washed with weakly acid ice-H20. The residue was stirred 
into ice-H20 500, 3-H2NC6H40H 11 parts added, the mixture neutralized with 
dilute NaOH, 60 parts NaHC03 added, the mixture stirred at room temperature 

X h heated to 70°, after 5 h. NaOH added until solution was complete, 
the intermediate precipitated with HC1, filtered, and washed with dilute HC1 . 



for 



The 



IT 



RN 
CN 



residue was stirred into 800 parts H20, neutralized with aqueous NaOH, 18.5 
parts 2,4,6-trichloropyrimidine (II) added at 85-90° the solution 
stirred for 12 h. at 85-90°, keeping the pH at 6-7 with dilute NaOH, 
18 5 parts II added, and the mixture stirred at 85-90° for 12 h. to 
qive I (n = 3 , m = 3 , p = 1 , R = H) , which dyed viscose rayon turquoise. 
Similarly, other I were prepared (n, m, p, and R given) : 3 1.5, 1.5, 
S02NHC2H40H; 4, 3, 1, H; 3, 2, 1, H; 3, 3, 1, H (Pc metal-free) . 
15024-37-0, Copper, [trihydrogen 4 " • - [ [m- [ (4 , 6-dichloro-2- _ 
nvrimidinyl) oxy] phenyl] sulf amoyl] -4 , 4 ■ , 4 " -phthalocyanmetrisulf onato (2 - ) j - 

15024-38-1, Copper, [trihydrogen 3 •"-[ [m- [ (4 , 6 -dichloro-2 - 
pyrimidinyl) oxy] phenyl] sulf amoyl] -3 , 3 ' , 3 " -phthalocyanmetrisulf onato (2- ) ] - 

30232-36-1, Copper, [dihydrogen [ [m- [ (4 , 6 -dichloro-2 - 
pyrimidinyl) oxy] phenyl] sulf amoyl] phthalocyaninedisulf onato (2-) ] - 

(preparation of) 

CuprateO-) ^m^l l [3- [ (4 , 6-dichloro-2 -pyrimidinyl) oxy] phenyl] amino] sulf on 
vl] -29H,31H-phthalocyanine-2,9,16-trisulfonato(5-) -N29,N30,N31,N32] - , 
trihydrogen, (SP-4-2)- (9CI) (CA INDEX NAME) 
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PAGE 2 -A 



#3 H+ 



RN 15024-38-1 HCAPLUS 

CN Copper, [trihydrogen 3 • ' ' - [ [m- [ (4 , 6-dichloro-2- 

PY f n^ id i~CV °^ Y] phen ^ 1] sulf amoyl] -3 , 3 ' , 3 - ■ -phthalocyaninetrisulf onato (2 - ) 
(7CI, 8CI) (CA INDEX NAME) 




Searched by Paul Schulwitz 571-272-2527 



Page 3 55 



Habte 10/824,005 



10/22/2004 



RN 3 02 32-36-1 HCAPLUS 

CN Cuprate (2-) , [C- [ [ [3- [ (4 , 6-dichloro-2 -pyrimidinyl) oxy] phenyl] ammo] sulfony 
1] -29H, 31H-phthalocyanine-C,C-disulfonato(4-) -N29,N30 ,N31,N32] -, 
dihydrogen (9CI) (CA INDEX NAME) 




PAGE 2 -A 



[ 



Dl- SO3- 



#2 H+ 



HCAPLUS COPYRIGHT 2 0 04 ACS on STN 
1963 : 21088 HCAPLUS 
58 :21088 

: 58 :3527h, 3528a-d _ 

Reactivity of dichloro- and trichloropyrimidyl dyes 
and hydrolyzability of the dyeings 
Thumm, 0.; Benz, J. 
Sandoz A.-G., Basel, Switz. 
Angew. Chem. (1962), 74, 712-16 
Journal 
Unavailable 

AB The resistance of dyeings made with reactive di- and trichloropyrimidyl 
^~ dyes towards alkaline and acidic hydrolysis as well as the rate of fixation or 
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the dyes on cotton were investigated. The dyes studied had the general 
structure I, where R is 2 , 4 , 5-trichloro-6-pyrimidyl (II) or 9 eneraX 
2,4-dichloro-6-pyrimidyl (III) and X is a NH, NMe, CH20, or O bridge I 
were dyed by the thermof ixation process on mercerized cotton. The dyed 
cotton was then agitated 4 hrs . at 95= in a bath containing soao and 2 
g. Na2C03/l (pH about 10) . The dye which bled from the cot coTwas then 
dyed from the acidified bath onto wool. The acidic hydrolysis of the 
tit 1 * 9 * ^o COtt ° n K W ^ performed h y agitating the material with wool 1.5 
2) \hl m./h 3 ? containing Na2S04 and 0.08 weight % H2S04 (pH about 
2); the bled dye is transferred to the wool. Color reproductions of the 
original dyeings on cotton and of the dyeings on wool after alkaline and 

tivf 1C 0 Tv) %r, 9i ^ l° r f ° llowin 9 1 R = II (X given) NH 

It U °J?; v ?S? ^ ; * nd ^° r the foll °-in9 with R = m (x gLen): 



V and'vf 6 <V ? ^ X> - IV 13 P-ctically'resistant to aikaUne hydrolysis 

J\ll" JLhM ?" ^ " 3lS ° StablS Und6r the Same conditions, 

III dv 9 W L rf S °' WhllS IX " l6aSt Stable " The acidic hydrolysi; of 
the dyes IV to IX approximates the alkaline hydrolysis. The locations of the 

ofT^t f 1^ ty^ 11Ul ° Se SySt6m W6re det -mined by column chromatography 
of the hydrolyzates obtained under more drastic conditions In the 
dyeings with IV VII, and VIII, cleavage occurs predominantly between 
cellulose and the reactive component. V and IX are cleaved at the 
phenol-ether linkage, and VI at the cellulose-reactive component and ether 
links. The reactivity of the various I with cellulose is affected by the 
T^l ?■ K\ and VI reaCt mUCh faSt6r than IV < while ma * il ™m fixation from 

hrs S^v ? ■? f ° r V 3ft6r ab ° Ut 30 min " • ifc -quires about 50 

hrs. for IV. Similarly, IX is more reactive than VII. VII is less 

o SaC ^ !, than VI11 - The -activities of the dyes X where R = n 
2,5-dichloropyrimidyl, and III determined at 50° by the slop-paddinq 
procedure were 11.4, 2.16, and 0.109 + 10-3/min., resp. 
IT 96058-34-3 1,7-Naphthalenedisulfonic acid, 3- [ [m- [ (4 , 6-dichloro-2 - 
pyrimidmyl ) oxy] phenyl ] azo] - 4 -hydroxy- 

RN 9 6 058 Y 34 n ? 'hCAPLUS^' ^ '"^ ° £ °* ^stness) 

1,7-Naphthalenedisulfonic acid, 3 - [ [m- [ (4 , 6 -dichloro-2 - 
pyrimidinyl) oxy] phenyl] azo] -4 -hydroxy- (7CI) (CA INDEX NAME) 



CN 
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